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m m m 

*wMtemmkJhwmmmxm* (FXa) mm^xiftmmim^bmcifi 
ihmm&^-fz. W)mte£-&&m<v sk&mm&mm, m^^^m^^ 

t LTfflifWSft^r^U ^©S^tt^KS^feSo — ^ FXaPl^iJte, # 

r^-c, FXaia«f^ffi^^rf-sft^as, Mitf#ri¥7-i 12970 

-§\ mm¥-5-2 0 8 9 4 6-*§\ WO 9 6/1 6 9 40, WO 9 6/4 0 6 
7 9 RXPWO 96/10022. v^— -Jv^ ■ it? ■ ^ 7 s / • ^ 5 * h 

y — 4 1#3 3 5 71 (1 9 9 8) WJUH^SftTV^o 

_hiEF x mmwm &m-t z> it&yonm p m umm < tm&. -^m^t^. 
skfemmmmt vxmmmmir^ \cn^m^x^ % h<Dx\tt^\ 

#mw%- b m wammwmfcm ^m-tz^^* z/mmmm r m^x 

tfm<D^P5te£m£m^mxhz>h^?ix^ §mM^m^x^tc 0 

^(D^m. tib^ en xm^th^mm^/^^mmi^-Mtzi^fDm. cot> 
\\&m (i) ti^-sr k&&5) $mm&x&t>mx a mmim*ftu 
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(1) 5* (I) 



R— W— S(0)— X— Y— (N)— Z— (- A N — T 



^n^n^35:bT-N(R 6 )-, -CO- -S(0)-, -S(0) 2 - -CH 2 - -N(R 6 )-C0- -00- 
CHg-^fett*^^ Kf£L<f3u -N(R 6 )- -CO-, -S(0)- -S<0) 2 - -CH 2 -^fc 

/utf*is/i'tiizni^£frX^Xi>£^T^sum&7j<^ R 5 «XO«^£^fc 

^ ^/^m^it^m^fix^xh^^m.m^mm^^, ano, 1 

(2) ffiiB (1) mm<Oik&miZtz.fe^<Dm.<D-7v\?=7y tf • 

(3) R^iBftstL-cv^Tfeiv^y— /^s-efessuiB (d mm<oi\&m-, 

(4) R^NP^yg^ q.jT/^K C 2 . 6 T/^=/K C 2 _ 6 T/V^/K 
gm$^TV>Tt)«tV^T^7, = VT/. flHft^ftTVvCfc .fcVVT * vV 
*5 J; t*«7vWb& 5 V ^f±7 5 K-ffc $ ftTV^T «t V ;vi$$cis,vt> P, »ffftfc 

m^xm^tix^xh^rv—^mxh^mm cu wm<Di^m-, 

(5) Rtf*Blfe$ftTi>Tfc.fcvvjg&gsg^&5^ (i) ffim<Dfc&m; 

(6) R^n^V/fH^ C^TVl^K C 2 _ 6 77l^~/K C 2 _ 6 T/t-^—zK 
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*s «fc ate* 7vWb£> 5 v $ Kfc $ *vcv ^ t <t v ^Asti**//vi>> bmittitz 

( 7 ) R jOS/n a y ^ig^-eg^ & ftx v vc <fc v v?- 7 5vt^ v y tf 9 
5 (£?;£L<te, ^o^ t >'JS : ? : *Cit*$*b"CV^t>J:v^7^/i') Xh%mz 

( i ) mmvfc&m ; 

(8) wa*jg£»#*T?*>s#na (D tam^-a^ ; 

o) x^m^nx^x^^2m(Dm^(omt7kmmxh^mm (d ib* 

io do) x^gm^fr-cv^Tfc •fcv^^i^g-c&siHriB (D lEife^^ 
(id Y&-co--§ifcn-so 2 -x\ ztfffi&^xhzmm (D ia*w>ffr£«>; 

(12) Yt^^X\ Z^-C0-Xh^mm (1) lEtttfMf^J; 

15 fcf^ y i? I/MX h 5 rnffB ( 1 ) !Bffc©fc£4b ; 

(14) Z' ^g^$tL-CV^feJ:V^^m^*«T?fe§tuiB (1) fB«4<7)fb 

■ r^y^hm^r^mmmxm^nx^^xh^^mmmmm&x^^mm 

20 ( i ) lB«©fls£^ ; 

(16) Z' ^gm$t^,rv^T 1 bJ:V^t 0 lJ ^/^-efc^SfrSB (1) IB«c<7)^ 
#J ; 

(17) Z' ^St p y^|R©4^^Ai:*§-a'L-CV^fl&ia (16) WM<Dfc& 
^0 ; 

25 (18) R 5 &fr$$mttf£fc9&:£frX^Xt> £W l _ 6 T/l<-3r/l'Xfo%fjim 

( i ) mm<Dfc-&m ; 

(19) R 5 ^A^gmSir^bTm^r^-rSBuiB (1) SB«©^^» ; 

(20) a as 2 -efcsstriB ( i ) mm^t-g-m ; 
(2D b&ixfozmm (i) ta«©-(b#^; 
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(22) N-[3-[ (6-? p zfu tVl/|-N-y f/H-(4-f 

U S^) -4-t°^< U v?^^7/I/#=3r-^ 5 H\ 2-[N-[3-[ (6-^ n P-2-^:7=fv^) ^/P^ 
^/k] ^ n -N- [ 1- (4- fcT JJ -4- tf -< y S?^] # A"T % / ] 

/K 3- [ (6-^ n p -2-^~ 7 ^vW) * /V'Jfc -N- f;WN- [ 1- (4- fc° y -4- b° 
^y^yn/^T? K, 2-[N-[3-[(6-^ n n-2-t7f ;1/)^^^]7"p^ 

y -r /kl -N- [ i- (4- 1° y -4- tf -< y vvn r % y ] i^^^k 3- [n- [3- [ (6- ^ 

p n -2-i~ 7 ?- M x ^/v^u/^J^ >v\ -N- [ 1- (4- 1° ]} -4- tf y 
7^y]yn br^-Vgft^^/K 3-[(6-y p P-2-^:7^/J/)^/i^^i/]-N-y 
N-[l-(2-^ y v?/k)-4-bV]J^] ^o/^7 5 K> N-[2-(Ti?^/KT 

5 y ) oc^/H -3- [ (6-^ P P -2-^-7^/U) -N- [1- (2-y f/W4- fc° V v 5 

;k)-4-tViji;;p]7n^y7 5 p\ N-(2-7 ^ 7if ;k)-3-[(6-^ p n-2-f7 

^ /Ufc -N- [ 1- (4- fc° y -4- \?*< y ^n/WU\ N- [2- (T 
tW5/)x^]-3-[(6-^ P P-2-^-7^/k)^/^^/H-N-[l-(4-t°y 

/v) -4- y /n^yr^; k, 3-[(6-^no-2-t7 ^vu) * /i^ ~jv\ -n- . 

[2-[(y ^^^/V*^/l^)T^/]^^/^]-N-[l-(4-t:°y v^M-fc^y i^/H^-p 
K> 3-[(6-/n*-2-t7f;u)^;^^]+^f/H-[l-(2-^f/v- 

4- 1° y v 5 ^) -4- y v^ki ^ h\ 3- [ (6-^ p p -2-~rz7?-M 

~M -N- [ 1- (2- y f/M- fcf y v?/V) -4- y vVH -N- [3- i/ ^-4-^-^-^ 

;Vi$s y ^/^-S-^-dry^P \f;V\-fvi/^T 5; K N-[2-(N-T-fe^vl^-N-y T'A'T 

5 y)^^/^]-3-[(6-y p p-2--^7^/p-)^/k4%^/i/]-N-[i-(2-y 1: 0 y 
/^)-4-t°^<y v^ki^p^^t 5: h\ 3-[(6-y p P-2-^y^) ^/^^h-n- 
y ^-/u-n- [1- (2, 6-v>y f;M- 1° y s?ao -4- tr^ y yn/^r^; K*5 <t t>* 
1- [3- [ (6- ^ p p -2-1- ~7 ^ /uft ^ju] 4 /u-4- (2- y ^-7^-4- fc° y 

(2 3) ffjfE (2 2) mm(Oi^^fcn^(Dm.(D^r2 Yyyjf ■ 

(24) huie (1) mm<Dik-&m-£K.\t%:<Dm., ^n^tih^u y^yint 

(25) $LskmmmMx*h%mm (24) tsm^ia^ ; 

(26) mmtfammmrnxm^mmm^hzmm (24) iB^om^fe; 
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(27) ffitimm, mmimi&m, ffitfmm&m&fttzmffi* • m 

(2 8) 5£ (I I) 

L 1 — Z' 

ste^fcxtt-toifcfcs*; (iii) 

R 5 

R— W— S (0)— X— Y— dk— Z 

^ (IV) R-w-s (o) a -x-Y-L 2 

ess*. L 2 fmnt££\ te©ia*t4smB (i) mmtmrnm^-to ] 

(V) 





H— ffl) 



p£ (VI) 

R 5 

R — W — S (0) — X— Y— (t — H 

tS (VI I) 
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^ (la) 




R— W— S (0) - — X — Y — (N) 

a 



3te^Xf±*©4ttfcHWbffl&^3*5 CfcfcU KJ&^Wc^T, aft 
1 *fcl4 2^f„ ] ^ ; 
5£ (VIII) R 5 -L 4 

sfls^Xfi-eoJfcfcsS; (ib) 




R— W— S (0) 



io ia#w:8wa (i) mmtmrnm^i-o ) ^£ft«fc£*xw:-t©* 

5£ (ix) R-W-S(0) a -M 
15 (X) 
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fHiwiB^-{»iB (i) mmtmMm&Tfrfo ] -e^^^s^^xf^^ 

5 /fci^fiMK^Jcftt-itSr^i-t-Sll&ia (1) IB<ft©fk^*Xf±-tOl*[ 
(2 9) 3-(6-^ny 7-2-^:7 ^/i^/i^^/KT'n t°^-v^ N -^O^^tvK 

(3 0) 3-(6-^ a n-2--t-^^-yl/)^/V^^yP7 B n T 
io 5; KXteit ; 

(3D fuf2 (1) fB^Of^#^fcfi^-<Z)^ tfcfi-etif)©yDK7S'^© 

(32) s&ib (i) mmcDfc&w&frn'tz)^ ^ra-±tnh<Dzfn y^v^co 

(3 3) jtfflE (1) fB8©fc^*;/fcf±-t©au ffcrab^nFyy^o 
20 f&K^fe ; 

(34) ]tmmmmw<Dit&<Dmm<DW&<Dftib(Dm& d) ib*^^^^ 

(35) tskwrnrnm x h^pi^ <otz.#><D mM<Dmik<D tc © stria ( i ) te 
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— u^-yTls— 1 — f/K 2 — is ? n-^dr-fe^— l — -f/i/ % 3— v-^n^^ 
15 T/K 1 — ^ wfTls— 1 — f/K 1 — ^n^-T^- 1 — f/K 

1 — n^dr-fe^— 1 — ^f/K l-^p^7y-l-^OC 3 _ 9 

1 — f/K 2, o^dpf-^V— 1 — f/K 2, .5-^P^^f-^^ 

20 - l-Jjum<DC 4 _ 6 ^^P7/^v ? x^;H^|(f £>H3 0 

•J-l'MJ/K Tir^^-zi^GDCg _ x 4 7y^;Hf^W*L<, tpXi> 
25 fjfc N ^O^toKStS^M^LT, 1, 2-v 5 * Kot7^, 1,2,3,4 
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ibmUfhtc^T n 1 &V > b 3 ® (0* b< {"±1 ^V^L2® < £ & 1 

IS (&3:L<«:l^L4lik £bK:#f;i;b<tel^b2#|) ^tf^W^* 

r^mmmmmi ^ ttii Mi«7y;K tr^y^ ^-y-y 

y/K >rytW5^ fjyy/K ^yfryy/K -r^yy/K t^y 

y/K 1, 2, 3-tW7/U/K 1,3,4- 
t^rt^T/y/K 77ifc^/K 1,2, 3-fT^7^!J;K 1,2, 4-f7^ 

yyy/K i, 3, 4-f7^ryy^ 1, 2, 3- hyryy/K 1,2,4-1* 
y7yy/K t h 9 y y /k tf y s^k tr y ^-/k t° y ^ s*=/k tr 9 v~ 

/K h y r^;^© 5 ftv^ b 6M<7)^W^@t^*@il^ 33 i^Rii^^ 

^Ky/K lH-^y^/y/K ^yx^y^/y/K ^yy^t/y/K 1, 
2— <yyv y^-y-y y/K ^/f7y'y/K ^yyt^^/K 1,2-^ 
yyv y y y /k 1 h — <yy b y r y y /k ^;y/K ^y^yy;K f 
yyy=;K =¥^yy^K ^y^f-y — /w yy^v^/K t7fy^/K 
7°y^/K y^y^/K #/w-syy/K a-#/i^y^/K j3-#/y/j?y ^/k 
y-yj/i/^y^/K ryy^/K y^y3H?-s^K y^y^-r^/K y^ 
.•*-s?=/k y^y^rf-^^/K f7yhi/-/K y^b y v^/k y^h 

n y -f^Ky^/K [i,2-_b] t°yy^;K t°^yn [l, 

5 — _aj tr y c^/k -r 5 y y c 1 , 2 -_aj t° y svk -r ^ yv c 1 , 5 -_aj t° 
y >vk 5 yv c 1 , 2 -_b ] t° y yv~/K ^ ? yv c 1 , 2 -_§_] t° y 5; *? 

=->V, 1,2,4-hyryn [4, 3-_aJ fc°y vvK 1, 2, 4-MJTVn 
[4,3 -_b ] t° y y^v 5 -/^© 8-161 (0* b < 8-121) 

(0* b < » N mm istz. 5 b 6 ^(o^mmwm^Mmm& 1 
~2i@ (^*b<«, I® ^-<^if^i~2#i (0^b<f^ im) 
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ti:iit&mm2~3m c#*l<w\ 2 m) ^m^vfmmm. fo&tn,<te 
mm bfc 5 l 6 M^^w^^^^^^^^if vat Lfcmstai, 

/K t°ny^/K r>7t Ka7U/K 5^-7— /K fcT^P 

cDw^mmmmmm (mmtmmmm h%\v±i, 2, 3, 4-rh7t k 

n^yy/K 1,2, 3,4-rb7t Fp^y^/ y /nfe i?<z> J; 5 &-itul3 Lfc^ 

V^T^y, Bi&£frTV^Tt> £W ^ K-f/l- (fllfcf^ (IT ) =N-U 

SC-C (NT' T' ' ) =N-T [5*tK T, T* *5j;tn" ' n^th^fh^m 

^■^/Wt^ttTV^T^b ctV^^/^^v'/K WftSttTV^Tt) J;V^/W^-f*/K 

^ ^py^if m, y^m. mm, urn. &&\*<Ktzm, 
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S^WLWCt Mill, R^yyfy^T'fcS^ Rtex^y- 

7 5VK ^nh'/^C! _ 6 T/i^/i^g) . i&mT/^^/i- (WL tf 

u;*;v3?;vm(DC 2 _ 6 7Vl"*-~/HM ^ gi&£tL-Cl^T t J^T 5 7 , g*&£ 

^) ^g*&£;ftTV^t> J;V^/W^E^/I^ 1 -Tif^v 5 — 1 

-fn y i?=.;v3)/V7$^/v, t°^<y v^y ^7/w#=/K */v* y y ^ 

/V^7^=.7l^) ^WfefrU ^nb(D^«Ogm£Hg^nTm{iLg^l^ 
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/l^r^/l^bTf^ mx-^y? p^n^^/K i/^n^^^/K v^n^^^ 

Tv^Tt> ctv^T y — /ri ^ *3 «■ « ff t ii^f© % © # ^ e> n s „ 

Mitf^f/K J^/K n-^otVK -ry^PfcVK n-r/^/K ^y^f/K 
sec-:/^vK tert-y^/K n — ^<>"?VK -f y-^^vK ^^^^^VK 1 
— tftirfxi fcVK n-^dr^/K V^^K 1 , 1 - i?* ^v^^vK 2, 
2 - v 5 /- ^/Vf^/V^ 3 , 3 - f/I/^f/K 2 , 2 - v 5 ^ ^/l/^°n bVl^GQ 
20 C x _ 6 T/l^/l^^if fettSo - T/^^WftS^ btfi, striBU 

Tf±, 09*.rftf^K 7!);K y^n-^^/K 2-y.^vKTy/K 1 -^n^ 
25 =/K 2-y^vW- 1 -^n^^/K 2-y^~/K 3-^^ 

/K 2-if^-l-^T=;K 2-y^Vl'- 2-y"x=/K 3-7«^/^-2- 
•?=T-;V^ 1 — ^>"x~A\ 2-^<^x— /K 3-^<^^K 4— ^Vr~/K 
4-^^-/1^— 3 -^^c^/W 1— 2 — — ^ir^/K 3— ^3ri?~ 
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Ttt, ^J^Ufe^/K l-y^t^/K 1 - ^^/K 2- 

4— -^v^-^/K 1 — ^=3ri^=/K 2— ^^v-^/K 3 — ^=3rv'~/K 4— 

10 

mi-zntc^ pi^ i L3t mi* t< tii ^v~ i L2i) <ttii 

r^m^mm&i tLxte^ y /k ^=*=/k t°nu;K ^f-y 
y/K -fy^f-yy/K fryu/K -ry^ryy/K -r^yvy/K t°yy 

y/K 1, 2, 3 -tWT^D/K 1,2,4-^f^ryU/K 1,3,4- 

t^t^ryy/K ^^if^K 1, 2, s-fr^ry^K 1,2,4-^ 
20 ryy/K 1, 3, 1, 2, 3- b y ryy/K i,2,4-h 

y ry y/K rh7/y/K tryvVK fc o yy*v^/K t'n^/K \f9&=- 

yKy/K ih — rv^yy/K ^yxv^yvy/K ^yy^f/D/K 1, 
25 2 -^^y-r y ^u-y y /k ^y/fr y y /k 1,2 -^yy-f y y y 
/K iH-^yyhU7yy;K ^yy/K -fy^/y/K yy/u^/K ^-t- 
yy^/K dey^f-y^/K yy^v^/K -T-y^-yv^/K y"y=/K 7*fy 
^/w^yy/K a-^/^y— /k /3-^/^y— /k y-#/wj?y~ 
/K ryy^/K y^/^-y-t^/K y^/^Tv^/K y^-j-s^/K y^ 
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/ ^rf-^-f -/K ^T^bW^/K 7xtfP5^ -f^ 

K V i?=/K If o c C 1 , 2 -_b ] tf y ^^-/K C 1 , 5 -_aj fcf V *? 

/K -f 5: C 1 , 2 -_a 3 tf y ^ ^ *V C 1 , 5 -_aj If JJ i^/K J % & 

y c i , 2 -bj b° y ^s?c=/k -r s: yy c 1 , 2 -_§_] tr y 5 v^/k 1,2,4 

-byr/P [4,3-_aJ t°yv?;K 1,2,4-MJ7/P [4,3-bJ tfy 
^;l408-16l (0*L<tt, 8-121) 0^$3&£^$$9lt£ (0 
;£L<te. HufBUfc5^V^U6M<^^ : l : ^¥m^: ; iS*m£l~2i® (£f£b<f*, 
US) ^^ySl-2|B (£?;£L<te N lj@) i:«-^L^#^fc«milB 

Lfe 5ftv^6 a©^#«ws?K*aiK©isi-*fettftfeofeiwat 2 ~ 3i@ 

^~/K ^^^=/K t°n^^/K Tf7tKn7D/K M-9=vK t°^y 

(Dft^mwmmnm (mmmmmmm t£t\ fcsv^i, 2, 3, 4-rh7t 
Kc^y y/K i,2,3,4-rh7t Kp^y^y y^ifo«t M-ftutebfc 

£LTte N {fi^T/i^A- (Ms *3vK ^9vK T'o^OCj _ 6 T;v^;v 
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ttivw 5 K-Y /kj N *J«ttj5 rg&SfrTvvr&.fcvvrssVj itttt, r 

vvrfc.fcvM*#atKj tfs^LTV^ tissue*: Lto rg^-^^Tv^Tti i 
v^r^yj % TO^titv^tivw^ m^j , rttjfe£:h/tivrfcJ:vv7- 

! _ 6 T/V^v' (^lx.ff^ h=3r>\ ^hdrv', MJ7^tn^ 2, 2, 

2- h JJ 7;Vtox b=3rv\ MJ^nn^f^ 2, 2, 

/K ^^©Cj _ 6 TVk^VI^g) , 7^ (C,. 6 TJV^J^J^ ($k 

. /K ^ b ^^A'tf^/K b !J h ^v^WwK 2,2, 2 - MJ 

•^/vjrux. b^^/i^fc/K hP^an^ b^y^toK 2, 2, 2 - b 

/l^n df- (09, ^Ov ? 7^^^^7U2}?^7^) „ |g§{t3t£ (R~C^$ 

l£L< ttfc°y vvK $felc0*L<fi4-tf]J vvw£i?) Sfc&saifctf&ftSfl^ g 
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_ 6 T^^r^f 5 K^/K T^vV^O \ 1-2I1WC! _ 6 T^3VI^?g 

TK/ k Itft, flljitti l -TWv^/K l - t°n y v^/k t°-<y s?y „ ^f- 

1 -t°-<7v ? =^*3J:t^4fi(cfg0T/^7i^ (Ms 

^^OC! _ 6 TA-^A-^) , (Ms -<^vvK y s.^f-A^ 

<DC 7 _ 1 0 „ T P —As (Ms 7x^/K l-t7f^, 2 —T 

7f;i4oC 6 _ , 0 TV—A^m) ^rSr^LTl^Tti £1^ 1 -tV7^-;l/ s ! 



rN-^E-yg^/w^^/i^j ©ftli Ltfi, Mx.m&&T/u^-/u (Ms 
-o-^vk ^/ustccj _ 6 T/i^^/i^) % i&mr^^/u (Ms tr~/K 

C 2 _ 6 7Vl^=. s ^P7/^ (Ms ^P7°at';K V^o7f;K 
-yyn^^VK ^d^>;^©C 3 _ 6 ^nT/l'W) s 7 V —As 
(Ms y*=vW 1-^y^/K 2-t7f;i^©C 6 _ ! 0 T!J-;i4). s T 
(Ms ^i^/K y^T-AA&toCi _ j o 0*b<W;y 
^-^- Cl _ 4 s T y —/VTA'frzz.A' (Ms ^W-S/HS^Cg 

- i o 7])—;VTJVtr^;v^ L< fiy^zi/^-c 2 _ 4 r^y^/i^) x 
Slits (M^fSflfrlBbfcR^^ttS rftft^^TV^t^V^^^fldc* 

\z&ftz>wmmk^x<D mmmmi tmrn^-h^m) > 1-2^0! _ 

6 TVl^/P (Ms y^vK ynfcT/K ^V^PtVK y^vK ^y^f 
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mfhtlZ, m&B.T/u2c/K {&7$kT/U^~/U, v-ynT/l^r/K T V — T 
tert— t/^/K ^O-^/K ^^©d _ 6 7VI"3VI^) „ 7^ 

xji^jft, n*. 3<>*^) xmm^fix^x-hx^i&Mr^/^ 1 

y^/K ^5vK n-/ntVK -fy^nfcVK n-t/^/K y^f-/K sec 
— tert-y^FvK 'O'^VK ^^©Cj _ 6 T/I^/N^Wk 

dr$^ a^h^, n-^n^ 0 ^^ ^fy/n^ n-:/f^>\ ^yy>=^ 

o"C 1 ll;fc«2;^L3l|lI (^b< «l*fe«2i@) g^ r bTV^6(D^50'^ ^ 
V\ 

i£&7Vl"¥/V' (#k y^vK /ntX ^y^ntVK ^^VK tert- 

^O'^/K ^^OCj _ 6 T/^/i/#) > C 3 _ 6 ^n7;^ 
(#!k y^nynfcVK ^n^f/K -y^n^y^K ^ t3^dri//^#) „ 
C 7 _ j 0 77/^ (Ms ^^v^/K 7^^^#> b< te^^/W-C 
x _ 4 TA^/l^) fc;ft§ o £fc. 2i6KDgm^^M^<b-^^^ 
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y vV ^/^tjwk y y #/i^=/k v y zu^^/v m 

-WCT^jv y^/K ^ntf/K -fy^nfcVK -y^/K tert-^ 

/K 7x4f/^©C 7 _ 1 0 T^/^^r/^) , TV—)V ($j N 1 -. 

/U-tJ^/K y ^ h ^v-^/^^/K sec— ^ b ^r^/WJ^/K tert — :/ b 
r7!J-;^^v'7J;^=7Vj h LTIt, M^fi^^y ^v-^/i^^/K 1- 
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10 C, _ 6 7^^;^M^©7^i!f^§ 0 

i5 bnz> 0 

Ribtli, ^n^VJiH\ 0,^7;^ C 2 . 6 T/^=/K c 2 _ 6 7Vi^~ 

frfcgmS^Bm^TV^^J^Ty-A'S ; ;£fcte^n ^VJj§H\ q.,7/1/ 
20 3VK C 2 . 6 T/K5r^/K C 2 _ 6 7Vl^r=/K ^$^XV>Tt> J^T 5: / , 

25 />p^yj|^fdic 2 _ 4 r/^^/v- 0f*L<f4 N ^n^yl?) 
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5 itiffBs^ wn^^tcnm^tix^^x-h^^m^m^mit^mm^ 

10 c 2 . 6 07/^VyWif btl& 0 

20 x-e^$tL5 rg^$tbTv^r%J;v^2^(^^7k^j am rg^$ 

xxTF&faz m&$tLX\,^xh^^2ffi<Dmw;(DiPzik7S<.mm tisxn, m 

C 2 _ a <DTju^r^u^, iiliif^l/y, l-^fc^2-^n fni/y, 

xxTjkistiz m&£nx^x-k£\<^2ffi<Dmvt?)$;4kfcmm tvxn, m 
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m t£¥&mfhn%j)K f^xh, m^tbx^x^^2m(DTv— ;v 
sj , kvt>tt^ rwM$nx^x-b£^7x.~u^m} $w&v<. rwmz 

tl/CV^T^ cfcV^^^l/^Sj i LX(i N 1, 2-7i^Vy, 1 , 3 -^^^ 

xtvT^tis rjgife$ti/Tv^ i b«fcv^2#io^bdc3|ii*j *s^rbTv^t> iv^ 
©M(UEi:l^*3tet>©*5J:t5^y3i*:if*s^»f £>*b5^ J&^Tffe^ {£& 

xm^thx^xh^\^ju^4^mm) ^.ttn^ym 

HUlB^:^, YjoJ;r^Zf«tL^a^bT-N(R 6 )- -co- -s(o)-, -s(o) 2 - 
-CH 2 - -N(R 6 )-C0-, -CO-CH 2 -^7cfi|^^^ (0*b<f^ ~N(R 6 )-, -CO-, - 

s(o)-, -s(o) 2 -, -CH 2 -*fc«|g^) ^r^fo Y^3J;t/Z(oa^^ii:^^ 
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Y tfS-N (R 6 ) -T* tb V ^ Z &-CO-X* h & ; 

Y^-N(R»)-t?fet)> Z^-S(0) 2 -Tfe51^ ; 
YdS-N(R 6 Z^-CH 2 --C&?)«-^ ; 

5 Y^- N (R 6 )--efct9, Z^M?T«fe5i^ ; 

Y &-CO--T*h V > Z tfS-N (R 6 ) -"Cfc 5 ; 

Y as-co--t? t) N z ^-co--c fe § m& ; 

Y tf-CQ-X* h tJ > Z ^S-S (0) -T? 3 ; 

Y tfS-CXKT? & tJ % Z tfS-S (0) 2 -7? h 3 Wi& ; 
10 Y tf-CO-X tb 9 x Z #S-CH 2 -t? &> § ^ ; 

Y^-co--e*> 19 , Z ^j^^-CfeS®^ ; 

Y tfs-s (o) -x tb V > z as-N (R 6 )--e&5 ; 
y#s-s(o)--c£> 9 „ z^-co--e^5^-^ ; 

Y ^-s (0) -T? tb Y) . z tfs-s (0) -7* % ; 

15 Y^-s(o)--e&>«9. z^-s(o) 2 --efcs^ ; 

Y £S-s (0) -T? «9 „ Z #S-CH 2 fe 5 4§-a* ; 

Y tfs-s (o) -T? h V s Z fe s m# ; 
Y^-s(0) 2 -T*fct)> ZdS-N(R 6 )-T*>5#^ ; 

y tfs-s (o) 2 -t? s> x> „ z #s-co--e 3 4§-a* ; 
20 Y^-s (o) 2 --cfc 9 > Z tfs-s (0) -X&ZWrfr ; 

Y tf-S (0) 2 & V) , Z #S-S (0) 2 -T?<fo<5 ^ ; 
Y ^-S (0) 2 -T*fc 9 . Z #S-CE, -T? *> S m# ; 
Y^-S(0) 2 -Tfe.«9, Z^^t^Si^; 
Y ^-CH 2 -"C 0 > Z ^S-n (R 6 ) --e h z> ; 
25 Y^-CH 2 --Cfe9> z^s-co--efes^; 

Y^-CH 2 -T?fc 9 „ Z #3-S(0)--Cfc54§£- ; 
Y^-CH 2 -T?£> 5 > Z #S-S (0) 2 -T'fe 3 ; 
Y ^-CH 2 -T? £> 19 s Z tfS-CEj -T'fc 5 ; 
Y3$-CH 2 -T'fc 19 N Z ^Sjg^-cfc ; 
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Y tb r> s Z tfS-N (R 6 ) -T? 3 ; 

Y^5j^^"Cfe t> „ Z^-S(0)--efe5f^ ; 
YtfS*t3^-?fc t> N Z^-S(0) r Tfe§^ ; 
Y^i^Trfc t) s Z ^-CH 2 -T' &> 5 ; 
Ytf3SNr£^T?fc>3, .Z^#&^T?&S^; 

<DfRTtL-el£^^ b ;h/r ti J;v\ au y t>*z^-N(R 6 5 b 

fc5«^W^L< > £t>*>»:*\ Y^-co-^fdfi-S(0) 2 -T*fet), Z^^T* 
; YtfS|i!ra^-Cfc «9 . Z jiS-C0--C&54&^ ; LV\ 

^•nJgT-l &V^3;J1 (£?3;L< ttl ^V^L2t) £rlftl>L3fl (0^b<« 

#j t ttfi, r^#^ & «-#t4© 5~i2 g&mm&m&ti u < . 
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»J»^1t*at&& i?\ fcSV^l, 2, 3, 4-7- f7t Kn^y V ^ 1,2, 
3,4-rf7t Fn^y^/D^ 4, 5, 6, 7-f h?k Kof 7 x /o 
[5, 4-c] H°Vi», 4, 5, 6, 7-f h7t Knt°7;/n [4, 3- 
c] try^^ 4, 5, 6, 7-rJ-7tKn^^yn [4, 5 - c ] fc'Uv 5 
W«e if <£> 8 ~ 1 2 M (03: b < fi 1 0 ~ 1 2M.) <£>$&fn & 5 V Mi^fi&fcKD Zlgt'14 

if <£> <t 5 its StflB Lfc R i: UT<Z)ffIfi^ii 
KXf±**l^^«*atS«r#/iH-«5 r^#^^j i: LT#!l^£;ft7t 

Z*3«fct*Z' irO^^i: LTfc^ 5£ 

,4 




f7V3E«r**U R 3 i: R 4 ^fc«R 3 i:R 5 ^HfltfeoTS^UTV^ 
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itirlBsS'K R 3 *3j;t5R 4 t?^$^5 rg^$ttTv^% j^t/i^/kj N rg 
IfeSfrLTVvcV.fcvvK&gJ n rg^$tbTV^-C^«tv^^— /umi > rg^£ 

-OKI *J«ttK ^^^•^/^<t:^^^TV^•r l b J:VN^7/i/^i/7H £ ttfl, rt*$ 
tl5 rflHftSttTV^tiWjISfaaEj jamfLTVvffc ctV^g^Si: LT<£> rg 
^^TV^t £i^7/i/3vKi % rg|&£;ftT^T 1 kJ^T/w^-/kl „ rg^ 

rg^^tiXV^Tt) ^T^;v^;^^.;v\ „ rg^$tl/tV^T& £ V^T 5 

^■^t^m^rixv^x-hx^T^^m m^v<i^ ^mm^ gm$ti/c 

V^T^ J^T/i^K g^£*LTV^%£l^7/i^-— gi&^fvwt^ 
7Vl"*WK ffi&^Tl^Tt iV^ry— /K g^^tb-CV^-CtiV^T^^^v'. 
^^7vWt;£tVtVvr% £V^#/l^i?4v7K g^^tiXV^Tti J^V^/W^-O^ 

R 5 »X(7)gmK^^{*mA<DgmKi!^LT»^?f^bTV^^ctV\ 

BtfiB^> R 5 x^£n% m^tix^x-^ x^mikikmm jcsarj-* r^ 
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v^t^^v^t/^^^^j , twWk*&fhx^xh J:v^r y — „ r^^^v^^ 
rWMtsnx^xh J^r^A/j £ LTte, R-c^SftS rg^^tvcv^Tt) J; 

3o ^-et^ r 5 i lts, 7Kmw^^tc.nm.^tix\^xh^\^c 1 _ 6 T/u^ju 

3 ) t^LTf^MtS^, ^A«, -N-Z- (Z^A^^-r^^ 

-£ £ fcfc, rg^$tLTV^T% .fcvvxt'ngtj 

R 5 ^^f5fA(Z)ttl©tt^I^, Z aSfltAfcH^i-«^#J®^F±:-cab 
SS^tfi, rg^£tvcvv-ct>c}:v^t 0 pgtj «3E&fcU R 5 ^t5iA 
OtiS©l^fi^ % Z^fA^tSI^ ± 

rffift^tt-cv^-ctiv^trnatj kastf-a r*t°ngtj am 'atrt 
WMm*te£T$mmm*mfrt>mi-£fot^ t r * dk^ 1 &v > l 3 s l < r± 1 

«3&if«sajfcrfe>*L« 0 mwf. Tif^v?^, t°n^^ tf7/y^, 

y y i?^' >r y ^u-y y 4 % ?y y fry y v?^ N ^ yfr^ y 
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v?>\ t°7/yy, 1, 2, ^f-^y^ ^yt^f 

R 5 ^fA©liI (#£L<W\ HUBB^^mAODffmS^ UXOR 3 ) t 

Bitt^u-m, Mmist'Rx^nz mwkistix^x-k £^m.mmm 
fts mmmmi ^^x^x^^wmmtwim^^^^y^ ^ 

mmmm ^i,x^^xi>^mM&tvx(D m^nx\^xhx^r/u^- 

te, iATv^$ti5 rg^$t^Tv^Tt> J;v^^m^mj ^iRMUfcfc^fcif 
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if hfrZo 

25 BiliH^, bteO^fctel (0£L<tel) ^i- 0 

SufB^, z' nW&ZtiX^Xh J;W =• K^^fcteB^tvCV^t 
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5£-C(R' )=N-R' ' D&<K R' ' tefcmm^ ffl&£tlX^X^£\t^ 
*fc, rBtfeSftfV^Tfc .fcVM'S F-T/^SJ tel*5Vvt\ R 5 jfiS^— 

K-T/^Sj fi-ttL-ett^: -c (=o) — nh 2 xtt-c (=s) — nh 2 -cs 

R' 33cfa«R' 5 rfijft$tL-cv>Tt>«tv>7kifeSj itt 

r' -e^$*t5 rgm$*vcv^T%J^r^/£j irLTte. bubble R-e^£ 

TO rBife£*i/rvvCfcJ:Vvr$y£j irlRl^tDtiCQ^^V^fifufBbfcR 5 X^ 

5£ (i) x^^ttS'fb^^fcv^Ts r' ' &$/i/7$^m&m<DTiy/i'mx$> 

R' ' T^£*b3 ^/V^m.^(DT^JVm\ i LT(i, Mx.fi> BtifBLfci 
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r'" nm&ztix^xit&^fcikfomm&Tjk't'] xmznzmfz^ox 5 

IBUfcR 5 -C** 3*1,5 rg^^HTV^T^ J:V^bdc5d*j ^IH^O^O^ff 

R'"^ti5 nufe^ax-cwrfc ±v^-fb7K*Sj tessits tfcikim 

C 3 _ 6 ^uT/^/K C 6 _ x 0 ry-/K C 6 _ x 0 _ 4 

vx^x^£\,m&&tmmtem<Dmm(Dh<D&mifibtiz> 0 

S-COOR'"^tl5ItLTIt &^% s C x _ 6 T/Wn^-* 

^#~/n&£f) N C x _ 6 T)Vt> y -f ;m^-C, _ 6 T^n^f^-*;^ 
A* (M> tV^' n /^^r b * v^/I^J^K 1 - (Ti? "h ^r-» ^ h * 

Ti=r b^cis— tert-Zf h^v-^/^^/^if) N C x _ 6 TVl'^v' 

r^^-^y. b^i^/l^J^ /U&£f) „ 5-C x _ 4 TAs^JV— 

So 

r' timmztix^x-b^T^ ;m m^h<^ 7-;/, y^ 

757, xf/P7>;/ N y'ntVKT^y, ^f;V75/, ^x^7$/, t 

KyvV, t°^y^;> f-<7^y> ^/^y/ N ^^/i^yy&if) &^-f- 
Mtfcwtvxn, i~2m<Dm& (c x _ 6 ) r^/^m, i&m. (c x _ 6 ) r 
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N, N'-v^^/l-T^vV, N, N' -i?xf;W7 5 N-/« ^-N' - v 5 

/^=3r^/^^p#) N *.mmt£¥&mf e>n, r' ©^lim^ lth, " 

tK*. m^T/u^r/um ($J*Jiy^vK ^fvK 7nt°/K ^ y^o fcVK zf^ 

^ptVK -ry^ntvK -fyy'f^c! _ 6 t/^/^s) 

v\ yn^v^ ^y^P^y yh=¥v\ ^yy'b^f^c! _ 6 r/^=< 

^^1) ^ y/i-yjyb£, &.T^;v=f-isr^ (M^Ui^ ^vl/f^ ^A^f-^ 

±m&&, r' ' t Ltd 7km^w^bv\ 
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mmm turn s^^t^ts^ causes) 'tu, jfc^jw^EWcaa* 
is) $ b ^mmm^-Rxmmm^m* ^>mmnt^T i ftv u 3 

-1 — T/K lH-^^y-/l'-4-^;I^) , fy/D/K 1,2,3-^ 

^if^/K 1,2, 3-f7^ryy;K 1,2, 4-^Tv J ry*y/K 1,3,4- 
fT^ryy/K 1, 2, 3- mjt^jj/k 1,2,4-^7^5^.(1, 2,4 

- hVT^V/is- 1— -OK 1, 2,4-MJ7yiJ;v-4-^;vf) N rb^y 

y /k t° y v 5 /^ ( 2 - N 3 -xte 4 - 1° y ^) „ \? y t° y ^ >>~/k 

^Ffcm&mifbth, *3ctt>*Mx.ttV^Ky/K ^y^y-Ky/K ih-^^ 
y y /k ^yx^f y^y y /k -<yy^ty y /k 1,2 -^<yyv y^-y- 
yy/K ^yy^ryy/K ^yyt o 7^;K 1, 2-^yyvy^-ry y/K 
ih— <yy b yryy/K ^yy/K -^y^yy/K -yy/^/K 3^-yy 
^y^-y-y^/K y^yv^/K -^y^yv^/K y*y — /k y>y^ 
/k yj/w^yy/K a-yj/^y— /3-yj/wisy y— #/^y~/K 
ryy^/K y^y^-y-^/K y^y^r^/K y^-?-^— /k y^h 

y S?c=vK 7xtfn!J y- > K V i>=/K t°n n [ l , 2 -_b ] fc° V 

=/k y n c i , 5 -_aj t° y i?7K ^ 5 ^y c i , 2 -_aj t° y v^k -r ^ 
#v c 1 , 5 -_aj tr y >vk >r 5 y*y c 1 , 2 -_b ] t° y y >>-/k ^ ^y 
C 1 , 2 -_aj t°y 5: v>=/k 1 , 2 , 4 - b y ry n [4,3 -_aj t° y v>/k 1 , 

2,4-hyryn [4, 3-bJ t°y ^^/p#©8~l 6M L< f3:. 8 
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mm L-tz. 5 l 6 m<D^mmm^&mm.mm^ i ~ 2 m (0 * l < 1 

fc 5 L 6 M^^W^^miSmmS©^!— ^fc{»^o«*m 2 ~ 

^ y /k t° y s^fc at uv \ 

ifp^tim 4 -try v f /^w*u<, r.<7)4-t o y v^/w^; 2fi 

tf7ff^=/K ^ny^/K t'^y^ (2-, 3-X{i4-t°-<y *?M „ 
^-^e/M* j; ^7^^ (1 — fcT-^S^-MM ^ Jft^e 

Z' T^SttS r-g-^^SS^j ©IIStLtlt H&BBLfcRT^^tL^ 

lid a: 
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cr 1 &j;tm 2 ttti^tum&^XTkmm 1 ?. mm^tix^x^^r/u^u, 

mM^flX^X^^T/Udr=-/^ W^nX^X-k^^TsU^c-JK M^tl 
Xi> <fcV^/W^>f/W ^P'fv^ */T;^tz.\±~ hnS£r^U R 1 *3 
HfFia^, R 1 :&£tm 2 X7F&ti% re^^TV^T^ J^TV^/H N 

r rgm^nTv^^ iv^m^Sj ^uwTt> <fcv^m££: Ltiz) rg$i 
/u^tcnm^thx^xh^^r^y #Wi£L<, r 1 &j;tj«R 2 ^7k3ft 

( I ) £: Lt(i, N-[3-[ (6-^ a n^-^fvl/) ^/P/^^/k] /p fc?/l/|- 
N-p< ^-l-(4-t°!J vVl^-tf^IJ h\ 2-[N-[3-[(6-^ n n- 

2-^ 7 ^VP) ^ ;V7fr z=./U] ~? u tT/u] -N- [ 1- (4- fc° V V/V) -4-fc°^ V *J;V] # ;Vi$~ 
)VT % J Wm.* ?VK 3-[(6-^ n ^/^-/l/l-N-y 5VWJ-[1- 

(4-t o y v?^)-4-t°-<y ^]yp/^T 5: p\ 2-[n-[3-[(6-^ u 

/K 3-[N-[3-[(6-^ n n-2-^^^-/l/)^7^^^]y 0 n^y-i'/i/]-N-[l-(4-t; o y 
^)-4-t°^y v7k]T 5: fc^^^/K 3-[(6-^ PP-2-t7f/V)^ 

^/l/-N-[l-(2-^ f-A^-A-lf V ^)-4-t°^y yn^N°i/T 5 
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K N-[2-(r-fe^vKT ^)xf;k]-3-[(6-^ p */U7fr~/U]-N- 
[1- (2-^ 1° ]J -4- P vvt^] :7° P /^T ^ K„ N- (2-T ^ 7 3^ 

/k)-3-[(6-^ p n-2-^-7^/l/)^/l/*^/l/]-N-[l-(4-fc 0 IJ v>/k) -4- fc 0 ^< y vvK] 
^p/^T 5 K b< «s •eov 5 b!)7n nsmft) . N-[2-(T-fe^T 5 

5 y ):n^yi/]-3-[(6-^ P n-2-^-^^/P) ^/^^y^]-N-[l-(4-t° U v>/I/)-4- fc°^ 

U v^^p^^T^ h\ 3-[(6-^ n n-2-t7f ;v) ^;^=;H+[2-[(^ ^ y 
?,>vik~)V)T 5; y]^^-/i/]-N-[i-(4-t°y ^/u)-4-tr-^y ^]yn;-?y7^ h\ 

3- [ (6-:/ p *-2-t7f^) ^;Vt£=.jV\ -N-y ^vk-N- [1- (2-^ 5VI/-4- 1° y v>/l/) - 

4- t°^<y v^/^^P/^^T^ K\ 3-[(6-^pp-2-^-7^)^/W/Jn^/W]-N-[1- 

lo (2-y f;p-4- 1° y v^) -4- tr-< y vVv] -n- [3- (1-^ >- k-4-^-^/^ y ~ 

. ^/W]-3-[(6-y p a-2-t7f-^)^^*^^]-N-[l-(2-yf-;M-t 5 y v>/k)-4- 
y ^P $ K N 3- [ (6-^ P P KAsfr~fV\-lfr-* f-jV- 

N- [ 1- (2, 6- v 5 y ^/W4- tT y -4- bf y v>/U] ^o^7$K, 1- [3- [ (6-^ 
15 P P-2--^7^/^)^/l/7iK^/k]^P^V^/^-4-(2-y 5VW4-t°y v 5 /!/) fW^v 5 

20 iP*^»*SrjBi UTfls^* (I) Xzmct^^m, WSMSt»cJ;9JD7k4H¥3te 

Mru^ (i) \^m\L-tz>\\&m*\^« it&m u) ©^k^s/ 

^i: Itft, ( I ) ©7 5/1^7^ TV^/Wb. D A,m-fb£;ftfc 

fb^#J (^Jx.il ib-g^ (I) ©7 5/S^3ty^;W^> Ty~/Wb. ^ 

/WtU ^^D^/^^^f^ t e r t -^/Wk$*tfcfb«a*J&if) „ fb 

(i) ©TKSfe^T^W^ T/i^Mbs 0//SMb> fsd^b^Wcfb^ 
fb> fcr^d^/Wbx f-^~/Wb, y^rVMt, r^-zHb, ^w?/^ 
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m&^x^/Ht* y % wk£titcfc&m en 

-x-^y—i, 3-myvy-4 — f/io y^vi^;*7vWb> i- (s^n 
(i) ja>feiegrt-srt^t?#5 0 

(i) ©/DK7*^tt, j£JH#0i 9 9 o^fij rggjg,s l <z>H%i 

l7t^lH 6 3l^b 1 9 8Hfc:fB*£;ft/rv^ J: 5 &> ^M^J^Xit 
^Afik 7v;H6, T^^/js^^ Jt-fbTkJftgt, 3!>flaK*»s * 

/t^ T ^ ^g£ N flffis^ogfe^oagfrfin^ Mtift h y >7 a n # y 

M$:M$,l'X^Xi>£<, frfrZUb VXfe, fc&fo (I) <D&kmW£h<D& 
3feA 
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R — W — S (0)— X— Y— (N) — Z- 



ANH + L 1 T 



(III) 



(ID 



K 



R— W— S (0)— X— Y— 00— Z 




R— W— S(0)— -X — Y — L + H — (N)r — Z 



(IV) 




(V) 



R c 



R— W— S (0)— X— Y— (N)— Z 




T 



CD 
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R— W— S (0) 




FT 



R— W— S — X — Y— (N) 7—Z 




R— W— S (0)— -X — Y- 



R° 




T 



(I) 
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H 



R— W— S (0)— X— Y— (N)— Z 




(lb) 



R 5 L 4 (VIII) 



R c 



R— W— S (0)— X — Y — (N)r— Z— h A N — Z' 




R a 



(IX) 



(I) 



R— W— S (0)—M + X' — Y— (N)r—Z— f- A N — Z' 




(X) 




^ (I I) 

L 1 — Z' 

0&<K LM«,Ht« (Mil^n^VH^ (M. 7«>a m.m. Hit, a** 
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m^ir 0 ] T&tZtiZik'&Vo (ii) XK^oStS: (i i i) 

R 5 

R— W— S (0)— X— Y— (ill) ^—Z 

M^fsriiaoTib^ (i) &mtittzzk&-v%z a ft&m (id 

Xtt: (III) ©ti: ttti, mm\^fz-i\&m (I) fciWd^«r?&*1-5S&i:©R 

^ ^nn^yf) N ^k7K*S (M> n -^v, Wioc^ 

15 f) , 7^ MR (Ms */^r^ K> N, N-^y^vI/tfvW^X? h\ N, N-v 5 
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^ N N-^f;l/t^y^ N-^f;i/k 0 ny^ N - * J-jv^jvifr ]} >\ l, 
5 -v^Tif tfv-^ n [4. 3. 0] / ^- 5 — (DBN) N 1, S-v'Tiffi/ 
[5. 4. O] - 7-^^x-fe>-(DBU) N 1, 4-v ; TiftfV^n [2. 2. 



KJ£Wbl^3 (III) I^LTIM (II) £0. 5-5^4, 0£L<teO. 
8~2^fi:£;BV^ 0 

K^as«-2o~2o o°c, ^^b<«o~i 7 o°c-e$>5 0 

s^NF^^-ft:^ (id xf* (in) (omm, mm<Dwm, Bj&mEmzzv 

10 giteZtiK S^1^&^U$7 2B#Fh^ 0^U<W^J1 5^V^L^)2 4B#F^ 

S (IV) R-W-S (0) a -X-Y-L 2 
15 [5£nK L 2 «»S (iiil AP^yl? (M, 7-^ 3«>* 

^-^■^S (Ms ^ $ v^/wft^/i^^v^ m^^^/i/^^/^dr^ h y 

(.mm. ^mm.m h%^n^(DRmmmfc (m> B&^-r k 

7Vt^) S^fiW53E^) te©aa#ttlWnB4:lRl*SSlSr*-t"o ] T»$ti5 
te-S^ (IV) £5£ (V) 



5 



2] $-??^m<D3mT^>-z>m^hnz> 0 




T 



25 
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m) *> 3 V ^ tt-t ©KJSttif* (08 x. f£g&^ 7-f K zcj*tvK BIT v» K, Ml 
£te«fc X)ft*>tiZ> a (V) ©ti ttli, BuiELfcfc^ (I) 

ft&m (iv) fcjBv^&axs UT«T^y^jRi£ (iifitby>)A 

m. t LT teMxJi h y * ^AT ^ b y x-f-fVT % >1£, tert - * 

-^y^viyr^y ^y y i^ssas/iv^jxSo *fcgt^-f 

fvK ^^/^(D{g:*ST/^=3f/^^T/^^ N j^g^TK^i: bTfW/Ci _ 
4 T/i"¥^Bfe«ft^fl«i** (^J^L{«ii^ (IV) 

^/-fy^nlf/^ *y^y^/l/^ ^ytert-T^/l^g§ N 

^e-y^^v 5 /^^ ^-y (p-^fn^y/u) ^yTV7vmmmt(om 
&mte&m ^ c x _ 6 i&flSR^^^a^iwiiiTk* (^if«i civ) £ 

/vBfex MJ7;^p^ MJ^pnii, Tir Mm^&HtHMcK) x 
c 7 _ , x " 3Sr®*^^>i?^ifeja^fiMHI** (M^f»« (iv) k&&ffik* p 
- h ;W /Hk p - ^ n n ^S#gfe^ i > ^ 

(i^(^^yy^*y^ ^^v^/^v^ ^^-tf^/M^Bk 

p- hykrc^/^v^^^^M^) igt£T$ KiLTtt^Sfc* 

liift^tOT? K (0«;t«agfiB& (IV) b\fyy—/^ 4 ^V-/K ^ 
yyMJ7y-/i^i©i7^ KT\ rne,©tt*i*s^iic 1 _ 6 T 

/i^r^ (Mili^f;K ^^/K :/n hVK y yyn tVK T^/K y y^f ;K 
sec-T^VK tert-T>/^) x C,_ 6 Tz^^ (Mitf^ h=¥^ ^ h 
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* (^jx.«^w^ ^f-A^f-^ ^ntv^^ y^/u^m) mT*w&£ 

4 * K^^^/K 1 - 1 Kndri/^<^y h y 7/-^x^f/i/ % 6 n n - l 
- 1 Kn^i/^yy* h U7^x^r;K 1 - 1 Ka^- 1 H- 2 - fc° JJ K 

&m (illboWttC, _ 6 TV^A- (#Rtf^?vK ^?vK 7ntVK 

=¥v\ tert-^b^v-^) , Anyyg? (Mili7^a HSf^) > C 

! _ 6 T/l^/l^^ (M^fi^^-/^^-, 7at>ft, 

^-#) ^-eg^^tL-rv^T^ctv^ ^<D^^T-/k [#i> 2 - 1° y vvi/^— 

5 KIS (DCC, WSC, Diem) \ t9A/HM*#: (#ij, ^7;?)^7xf;K DPPA, 
B0P-C1^) „ ^^4-(4, h 3ci/-l, 3, 5- MJ T M -4- y ^vl^/P 
7^ y — (DMTMM : yc^v-^rb, ^ hy^Kn^ 1 9 9 9 N 5 5, 13 1 

59) $o ^#^T^ff^ttSo m.mti,xit, mm^ttm 

BLmmt&m (no i^Lt^ (v) 0.5-5^*, 0^b<fio.8~ 

2^»7?fe5 D 

5 0—1 5 0°C, L< (i-2 0—1 0 0°C7?fc§ o 

^h#^«^#? (iv) xn (v) comm., mmRi^mm^mms ^m-umm 

fc«fc 1 #ng&v>U$ 1 o oh#F^ l< raft 1 5^W^v> 
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^ (VI) 



R— W— S (0)— X— Y— (N)^ — H 



5£ (VI I) 



cot, l 3 (iv) <dl 2 tmrnm*. ^tcm^m^mmtmMm^ 

i©i 5 U»7/l'n- /vjg (#iJ N y^y— ;k ^y — /K :^n^y 

V'^-^-^-y^ fh7tKo77^ v 5 ^^-/!/^— tert — T/^vM^v^ 4 - 
o^tv^I (M> ^B^^vK @fcB£^?vK g£gfe n -:^vl^) > /Nn^yft^ 

7kst<m# y a n Tkiff-fw- h y ^ ^mvTkmikT/ux v &mm, mz.t£ y f)A 
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& ^RfcfTksi-my ^ TK^fb^ y *swb^- h y a, jssh- h y * 
a, mk* y ^^tk*^- b y ->Af©iwi s ii« b y ^,vr ^ ^ 

h y (n -7 xx 7^y^ by (n --ff-jv) 7^y v y tvy^^- 

N,N-^f/v7^!)y, N-^/n^y v>>\ N-y^/vt°n y n 
-y^/we/i^y^ i, 5— v^Tif tr^n [4. 3. o] 

(DBNk 1, [5. 4. 0] - 7 - ? I^-fe ^ (DBU) % 1, 4 

-^T-rtfV^n [2. 2. 2] ^^^©3jKT5^fflV^fetLS 0 
SJtSttfb^W (VI) I^Ltft^ (VII) £0. 5~10^i, ^*U<«: 

o. 8~3 mm&m^Zo 

RfcUmte- 3 0 ~ 2 5 0 °C, Iff Kfi-10-15 0 °CX»fo% 0 

Rjwiwwtffc'^* (vi) x» (viD <omm, fmvwm, 



RftLt, ffc^tt (I) SrK3frr«ii:as-eta 0 



^ (I a) 




N 



Z' 



WO 02/06234 PCT/JP01/06148 

46 

S (Ms v'^-^f-^ fh7tKo77^ S?xf^x- fvK tert-^/l^y 

^/l/^c— T^/K v 1 ^ t:V^— r/K zcf-^lsjf U v^y ^-/i^rc— ^ 

^nn^y, 7on*;^ M^Sf, fjJ^Dnxf vy, 
*K^«S^#^T('fT^ 5 r. t-C#5o LTf^ «i 

i^mitv tk^-^ h y *7A N tk^^ y ^^©tk^t/i^ y ^ 
ih- h y mm* v ^^t^mmrju* y ^tk*^ h y ^ 

^ift (la) LT@£te£lJte 0 . l~203ilftL<|^0. 

4-1 0^»> i^^O. 1~2 0^*, 0^b<f*O. 4—1 O^Jr^JlV^tL 

So 

St/^TBv^HSo rHfoi©tfif4ft^ (I a) l^LTO. l~2om 
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fcj&mj&fflb- 1 0°C~^ 2 5 0°C, 03: U< {»- 5°C~^ 1 5 0°CX>&& 0 

mnm i 5 o mm, m& u < nm 5 ^-ra-^j 2 4 f^p^fc-So 

^ (VIII) R 5 -L 4 

#) % l — SjlSI^/Mit^VJf^^gm^^TV^^ i^C^eT/^/W/^^ 
^-^r^S (Ms ^^^^/^^/^^-S/, ^ v:*/WK~/l^3rv\ h JJ 7/1^ 

(viii) db) 



H 

R— W— S (0)— X — Y— m—l—Ck^ — I 



K^colE^ffrlBil^SaSr^i-o ] X»mfr£ti&fc-&m (lb) £^£;£*3 
^i:^J;9tel» (I) 1tWm-tZ>^k&X*%Z> 0 

^mmt^m db) ^m-^iti^itst (viii) xit-zvm. mmm., ^mm. 
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mm. t vxitm wr h v * f-^r h y ^/vr =• >m., tert - 
N-^^r^y^. t°y^>-^ v >-m.m&m^^bn% 0 interna 

_ 4 r/^^/^^^MTk^ (M*j»iitgi (viii) t^/ t^mm, ^; 
^y^y^ntvi^^ ^y^y-f^/vmm, ^ytert-z/^/um 

(viii) 4:Sfflfe, ^r;i^ yntf^g^ mm, ^ymm, tf^m, 
m?km , c 7 _ 1 ! ^w^^^^v^m^m^ ($!;u»i« (viii) i: 

■X/wfr:/^ p - b/^^^y^^^^cDM^ilTK^i) ^T3; K£ 

i,xn^mmmmmik-&mt<DT^ k (itiJii® (vim £f^y-/K -r 

WiCj _ 6 T/vdr/i' (M;tfc£y^vK ynfcVK -fyyntVK 

/K -f y^^-/K sec— ^^/K tert-y^y^) N C x _ 6 7^^^ 

«y ^h^iX, yn/K^X ^VT'p^ y>=¥v^ tert-^h^r 

^/^^•t^/^ N-t Kn^ri/f K^T/K N-t Kp W^/V 

^ 5: K^^tvK 1 - 1 Kn ^v'-^^y h!J7 y— )V=c^)v^ 6-^pp-1 
- 1 Kn ^v-^^y b y 7y^;n^r/K 1 - 1 Kn^>- iH-2-t°U K 
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-fy^ntX ^y^/K sec-^/K tert-^/P^) N C 1 _ 

io ^ YM (dcc n wsc N dic#) N OA/MMM* (Mx ^ry^Sv'if/K DPPA. 

B0P-C1^) „ DMTMM^) (Dft&T\Z.ftfr>fl% 0 ^Q<fc5&^$£> SliLTIt 
SJfSWb#4fc (VIII) t^LTft^ (lb) 0.5~5^fir. 0*U<f±O.8 
15 SJSfiSaftH:- 5 0~1 5 0°C> 0* L< (±-2 0~1 0 0°C^fc£ o 

sjs^iwb^- (viii) db) <z>tf& ^mt>^s^«», ^siaa? 
iusfts mftfa i #ra&v^ i o o mm, u < «#n 5 ^ra* 

I ^ Ufa 4 8NFM-e*)«o 
20 5£ (IX) R-W-S(0) a -M 

w*-i£. wy>m* (Ms 7yi, Hit> am) «i©iB#f± 



X'teT/t^~/l'£fcteT/l^~/l' (0£L<f± % C 2 . e T/Vfr~;VtLfM 
25 c 2 . 8 T/^=/k) % fesv^Mt^ (M> AD^ygf (M, 7yS, i£3ft. H 
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db) frRfcts^z^k^j: vit&yo (i) &mm-t%~t 

fcfomk&W (IX) l^LTfM (X) 0. 5-3^*, ^b<«0. 8~2 
SCTSfi- 5 0—1 5 0°C, 0^L< «-2 0~120 o C-Cfe^> o 

SWIWb^ (ix) xte (x) ©ss, ^m^s^ss, EOSia&S? 

±m&Bifcxm^zmmk-&m d i n > (vn 33 j;^ (x) ^ mrf, 

R-W— S(0)— M — ** G » R-W— S(0)~ X— Y— L 6 * ttL »■ R-W— S(0)— X— Y—L 2 

a * 4 v \. | a 




J 

*► R— W— S(0)t-X— Y— (lil)— H 
(VI) 



H-(Jl)— H 
(XVb) 



(IV) 
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2 

(XVI I la) 



P 1 — (t— Z — H 
(XVII) 



.H— (ll)— Z— (Tp-P 2 

(XVI I lb) XR-VI-S (0) a -X-Y-L z 

3»p\ <■» 



L 7 -0~P 2 
(XV I a) 



L— X— Y— L 2 R 5 

(XX0 R — W — S (0)— X — Y — A— Z— Ql-P 2 

(XIX) 



L— X— Y— (N)— Z — H 

(XX) l 4 — x— Y- (t— Z-^AJI-P 1 

(XXII) 




R— W— S(0)— M 
(IX) 



R — W — S (0)— X— Y— (N)— 1— (T)h 

(III) 



L 1 — Z' ** W L 
(ID 



L 7 -(a)— H «XV) p1 

(XV lb) 

P 3 — Z-^AJI— H 
(XXIII) 



fr&X FT 

r 5 " " P 1 — (ibr- z-^a>— Z' 



(N)ir-; 



Z — H 
(XVI I) 



(XXVI) 



p3_ Z _0_ Z . ^ L 3_Z-0-Z' 

(XXIV) (VII) 



h— (ii)— z-£a!i — Z' 

(V) 

X' — Y — L 2 
(XXVI I) 



,5 



X' 



— y— oi) — z— Q>— Z' 



(X) 



5 (IX) R-W-S(0) a -M 

G^^K fB-^«SufB^I^#a^-fo ] -C^SftS-fk;-^ (IX) XlittMk* 
5£ (XIa) L 4 -X-Y-L 5 . 3; fete 5£(XIb) X' -Y-L 5 

-e^bSHS (XIa) ^fcteffra* (Xlb) yJi^fhh<D^h £SJft is^x. 
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S (XI I) R-W-S(0) a -X-Y-L 5 

C5S:t»oiB#tt^ffiBtpi*ai*^i-. ] •v$tt>£ti&ft&m (xii) &m§rrz>o 
^sjts^b^ (xia) ^giSL 4 ^gm> ^fettfb^* (xib) o^ssjs^ih. 
m^\ttfeMz.-&tfz>i\&m (id ki\&m cud i:<D^T*^$^^s 

10 XfffrtlZ. 

i£ (IX) R-W-S(0) a -M 

t^*, !B#ttfl&IBi:lTOH«r*i-„ 3 T^§ti5ft^fe (IX) X«^0^<h, 

15 S; (XHIa) 

R 5 

L— X— Y— (Jl)— P 1 

(XI I la) 

flZ>ik&m (XI I la) Xfi-£<0ifii:KJe$**t\ SI (XI Va) 

R 5 

R — W — S (0)— X— Y— (A)— P 1 

(XlVa) 

L^(om^nmmtwiMm^'ro i xm^n^t^ (xiv a ) 

(XHIa) *5j;TJ* (XlVa) *K P 1 Tv^$^5feISt LTtt, 
1991. T^K f"^X\ ~;x— 3— ? (T. W. 



WO 02/06234 PCT/JP01/06148 

53 

Green et al. "Protective Groups in Organic Synthesis''^ John Wiley & Sons^ 
Inc. New York) t£ if ^IBsK^KK^ m? btK MX-liC^zT^/U (M, frfr 

S^/WjwK ^ h^v^/^—zK tert-^>^^^7/^=.7U^) > C 7 _ 15 T 

(ix) (xiia) ^fc^ft:^ (xnb) t<DRjfc^mw&frifcRjfo^i*m 

i£ (IX) R-W-S(0) a -M 

mm*mmkmMM%7f;-t a ] ^t^t^ta^ ax) xfet^mt. 

5£ (XI I lb) 

H 

L— X— Y— (ill)— P 1 
(XI I lb) 

m^itmmtw\Mm^ir 0 ) xm^^^m anno x\-±^<o 
m&m&^z>z-b\z.&)o$: (xivb) 
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H 

R— W — S (0)— X— Y— (A)— P 1 

(XlVb) 

k^, m^fcwmtmmm*7F-r 0 3 -rmt>£ti&tt&m (xivb) xn^<Dm. 
(ix) k{£&b (xiia) ^tz.m^^o (xnb) t<Dfcmx°mm£nfcRfcm*m 
^fe j 

5£ (xivb) 

H 

R — W — S (0)— X— Y— (ill)— P 1 

(XlVb) 

C^f> IB-^-fiS&IBir^a^-rc ] T?*£*L5fb£4fo (XlVb) Xfi-toxlfti^ 
5*: (VIII) r 5 -l 6 

[5£*, IB^ft«lBi:^aSr^-t-o ] X*mfrt$friZfc&m (VIII) 
tr£0&£i£5^£^efc« (XlVa) 

R 5 

R— W— S (0)— X— Y— (ill)— P 1 

(XlVa) 

[sfc^K IB^BulBi:[^Ea^-r= ] -?mfr£tiZ4k&m (XlVa) Xf±*r<Bifc 

db) Hb-a^ (viii) k<D&m^f&mztiit^&^jin*fr\zm?z^ 
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i£ (XlVa) 

R 5 

R— W— S (0)— X— Y— (ill)— P 1 

(X I Va) 

o&'K m^nmmtmMm&^ir a ] xm^ti^it^ (xiv a ) xn^<Dm.<D 

T5/s«»*t5ri(a ^ (vi) 

R 5 

R-.W— S (0)— X— Y— (Jl)— H 

(VI) 

5 o£<k m^mmtmrnm^'to ] ^^^s^i^j (iv) 

nf^f^ y/U—y -fy •tf—y? -yz/^y^'\ 1991, ^-YU — 
T^K I^X, -f^, = ^. — 3 — ^ (T. W. Green et al. "Protective 
10 Groups in Organic Synthesis", John Wiley & Sons, Inc. New York) &iffclfB 

5£ (XII) R-W-S(0) a -X-Y-L 5 
15 C^^> IB-^«HufBi:I^MaS:^-ro ] ^^tL^'fb^ (XII) Xfet<Dm.<D . 

»ms^<DBfr^fcf^^^^i>M^^<b-r§r.i:^J:i9^: (iv) R-s(o) a - 

X-Y-L 2 

20 M5t-f-5^i:^-e^5 o 
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■^hP^A, »y>>^ ^lfc**^MJ !>A«Sr^«) > ^n>fyft (Wk 

mt^^-sK ha^^/k tt^mtv^. 3m.it 

>r y tvv^^vi/T 5: >\ t° y n, n-vM 5 y tr y b 

5) ^©sjts^iufffcttSo sffias^s 5os«> Rj&isra 

5£ (IV) R-W-S(0) a -X-Y-L 2 

tt^<Dm^nwmtmMm&7j<ir a ] T^sftsfls^w civ) xtt-^ife^ 

5£ (XVb) 
»5 



H— (N)— H 
(XVb) 

c^4»oiawftinai:i^sa^i-o ] -vmztizfc&m (xvb) xf*t©ja«r 

SJ&SiirS 9 5*; (VI) 

»5 



R^ 



R— W— S (0)— X— Y— (Jl)— 

(VI) 



b H 
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(iv) tit-^m (v) t(D^ft^mm^titcRm^m^n^fh{z.mir^m^ 

5£ (XVIa) 

l 7 -£a)-p 2 

(XVIa) 

i^(Dm^mmtmMm^-p 0 ) ■vm^ti^^m (xvia) xn^(Dm.t, 

(XVII) 

R 5 

p 1 — (rl)— z— h 

(XVII) 

tt^cDm^nmmtmmm&^'to ) -e*$tL^ft:^ (xvid xn^(om.% 

Rj&£-&Z>Z.k\C&*)iS: (XVIIIa) 

R 5 

p 1 — do— z-Q-p 2 

(XVIIIa) 

GifcfK IB-^-{iSiffBi:|WI^a^-fo ] (XVIIIa) Xf±-fc<£> 

(iv) Hb-a*^ (v) i©K^TOT$^fcs^{^x^^^^2p-r5^^ 

5£ (XVIIIa) 
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R 



5 



P— (10— Z 



(XVI I la) 



tt^^m^nmmbmMM^i-o ] t«*$ti5^ (xvia) xn^(Dm.(D 
T$sm<D&mm&m3zirzz.k (xvnib) 



(XVI I lb) 

O&tf 3 . m^-nmmtmMM^ir 0 ] ^S^nsffra* (xvnib) xf«<£> 

(xiva) ©tirisis^p^ $ ntz.Rm^mjLnt^m-r % xm\z x^xn 

(xvi i ib) 



(XVI I lb) 

^^(Dm^-i.ntmtmMm^'to ] x-mznzfc-g-m (xvnib) 

s£ (iv) r-w-s(o) 3 -x-y-l 2 C^^ofa-^ftS&lB^i^ita^i-o ] ~e*$tt 
(iv) X{«^^J^$^6^i:^J:t)S; (xix) 





r5 

R— W— S (0)— x— y— o!d— z- 




(XIX) 
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[5£cK m^femrnhmmm^-te ] -^mt^^n^^ (xix) xittvm. 

(iv) ktt&to (v) ^©^Ttft^$^K)S^^Xf«'n^^i*s^fe^ 

5£ (XVIa) 

L L_0-P 2 
(XVIa) 

c^^oia^HtfiBiri^Ea^t-o ] -vmzfhza&m (xvia) xj»<z>&<b> 

(XX) 

R 5 

L— X— Y— (fl)— Z — H 

(XX) 

^^<DmwnmmtmMM^-r 0 ] -c^sax-sfc-a^ (xx) yj&^comtfc 

^b^kV^ (xxii) 
R 5 

L— x— Y— (f!l)— z— ^T)i-p 2 

(XXII) 

0&4\ fB^teffjlB£P3icli£^-ro 3 -e^^^^xs-fb^ (xxii) xte^Jt 

(XVIa) bit&m (XVII) ^(^^l?m?g$tbfcS^^{^Xf«n^W^^ 
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5£ (XVI I lb) 




(XVI I lb) 

tt^<Dm^femmkmMm%^-f a ) ^isth%fc-&m (xvnib) x&-e©t 
^ (xxi) l 4 -x-y-l 2 tt^<Dm^femmtmmm&^ir 0 ] 

te-a^ (xxi) ;m^<?)»Rj££-£3-£^j;« (xxii) 



(iv) bte&m (v) to^ST^§g$^fe^^#X^tt{z:^l-fS^^ 

5£ (XXII) 




(XXII) 



L— X— Y 




N-P 2 



(XXII) 



m^-±WmtmMM^ir 0 ] -et^^tis^fe (xxii) xtt-twlfc 

^ ^ (ix) R-w-s(o) a -M c^f^fB-^^ftuiati^Ea^^-ro ] -vmzti 

Zik&m (ix) xf±-toi*[«rRjtS§*<5i:i:l3:j;ijS; (xix) 
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R— W— S (0)— X— Y— (I 



R 5 

A— z-£a)-p 2 



(XIX) 



(ix) m^s^ (x) t <DR)fcx~mn&tLfcRmm*mxn^n\mi*z^mz. 



R— W— S (0)— X— Y— Z— ^Ajl— P 

(XIX) 

iB-^^HfrfB^^a^i-c ] x*m^friz>it&m (xix) xi^ot© 

#Art^*M^_h<Df*^^*i-§r ^^it)^; (in) 



R— W— S(0)— X— Y— (N)— Z— ^AjlH 

(III) 

[5£<k m^-fewmhw&.m&TF't* 3 ^^tbs^^ an) xf«o±t 

(XlVa) <D««^-t?mPJ ^^fcS^^Xfi-^tL^p-f S^Tfe^ cfcoTfT 



5£ (xix) 



R 
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5£ (II) 

L'-Z' 

(II) 

[**<D!B»ttlitrlB£PJ#lt**t-,, ) T-3l£ti.5-(bg* (II) Xl«*.6»!fi 
Srst (XXIII) 

P— Z-^AJJ— H 
(XXI I I) 

m&^-to 3 -e*$tb§-fb^ (XXIII) Xf«^£^&£^;5 ~ 
(XXIV) 




(XX I V) 

i^fDm^feffimtwiMm^-to ] -es^s^-g^ (xxiv) x^^da^ 
(id Hfr^#5 (in) t(D^^m^nrc^m^mxi-±^ti\-m-r^m 



s£ (xxiv) 
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(XX I V) 

m^temmtmnM^iTo ) -zmzfizfc&fo (xxiv) 




(VII) 

(xii) ^Mb-a^ (iv) ^(Dm^mx-mm^tircRm^mx^fi^m-r 

5£ (II) 

L 1 — T 
(ID 

K^^iB^sirfBiiwi^^^-o ] x*m&ti z>ik&m (in) itt^b© 

(XVIb) 




(XV I b) 

i^<Dm^femztmw-M%^i~c 3 -rft^tis^^j (xvib) xf^o^ 

KJ££-ti:6r<HcJ:i9 5£ (XXV) 
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(id ki\&m (in) t<om:^mn^tz.m^m^^±^\^r^m 



pz*<Dfr^fcm&kmMm&7M-o 3 x*m&ti%4k&m (xxv) xf«ttbo 

(XVII) 



tt^&m^fcmmkmMm&TF-to ) -e*^^s^^ (xvid 3m^i££r 

SJg^ri:^.];!)^ (XXVI) 



s£ (xxv) 




(XXV) 



p 1 — (Jl)— z— H 

(XVI I) 




(XXV I ) 
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&&*<D&ttm&kmnm&7F-t 0 ] -em&tizib&m (xxvd x^o^st 

(XVIa) (XVII) t^^T^K^^fcS^^X^tb^^-fS^ 

(XXVI) 

>5 




(XXV I ) 

tt*ps m^mmtmMm^i-. ) -vmztizik&fa (xxvd xn^(om.<D 




A N — T 



(xiva) ^nfri^^ip^ $^fc^^#^xf«^^ m-rzjfffiz £^xn 

3* (V) 
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R 5 

H— (1)— Z— Q* — T 

(V) 

CiC+OtB-S-l4BulEiiait»*S'i-„ 1 T*H:i5ti%ik&® (V) Xtt-eti,6)©* 
SrS (XXVII) X'-Y-L 2 (S^WtB-i-tttSlBilliaa*^-*-. ) T-;S;5 HSffrg- 
*> (XXVII) XI«r©ifi£:K/S£*5r il'J; 9* (X) 

R 6 

X' — y— (i)— z— ^T^l — Z' 

(X) 

tt^com^temmbmmm&TF-to ) ^^s^-a* (x) jL^com^m 
(iv) tit&m (v) £ ^sj^t-™ $ Htz.Rmm*mjite^tL\zmirz>jjmz 

— . y -r . "if ^ 5: * b y — ^ ^ n f-^ ^ y y 2 # ^ 

14 h 2" 1961^ <i^#— ^-fyy*,^—, 

'{y^ — a.: — 3"— # (A. Weissberger, "The Chemistry of Heterocyclic 
Compounds. 14 Part 2", 1961, Interscience Publishiers, Inc. , New York) 

^ ^fnf/f^yj/^ ^V^^X 14 b 2" 1974^-^3^ 

^-fy— T^K fyX, -fV^ 3— ^ (A. Weissberger, E. C. 

Taylor, "The Chemistry of Heterocyclic Compounds. 14 Part 2", 1974, John 
Wiley & Sons, New York) ^^fB^^^Tc^tL^^C^^^j; oT®*5t 
-r^-^^T#S 0 ftil<D»m^ (VIII) „ (IX) s (XIa) „ (Xlb) , 
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(XHIa) , (XHIb) \ (XVb) % (XVII) „ (XX) „ (XXI) *3«fcT* (XXIII) 
/^^ynt't^ ^rO^^^/K KXteS C^^L<{^ 3-(6-^n 

m^mxM, i\&m en ^^-t•^(D{^lJi^:fflv^^n§o 

<tv^ Mtil fb-a* (i) •T?ffiv^b^^^^i:l^#^%o^ < ^f^p^f ^tLSo 

=r-^"TJVh LTiiMx.fi* (1) ^^-/K tert-^/i^ 
<7>f&i^T/MVl'C x _ 6 ^tvI^I, (2) tty^^T/P (M^fcfv^h 
15 drv'U y^x^r/K v^^/^!) >-^c;*-7Vi^0 „ (3) p-^hn7x 

r^/^^x/K (4) 2, 4— h n 7^^71/3^ ^.x/K (5) VTV^^vl" 

(6) ^^^nn7i^x7r;K (7) N-t Kn^r^f^i/- 
i^*K^*7vK (8) N-fc Kndrv^^/W ^ K^^tvK (9) 1-fc 
Kn dri/^y)/ h y (10) 
20 y/MJ7y^;^f/K (11) 1-t Kn^-lH-2-t 5 !) 

tvk (12) ^^tvi- IMpLI^s ^mwmmm^Jr-Mk&m [rttfeo 

"f?-^ ^ y7Y/K sec-^^/K tert— "f^-A^) N C x _ 6 T/I^^v- 
(^JxJiy I^iA ^b^v^ yn^v', ^y/n* 0 ^ :/h=¥v\ tert- 

25 -?b^>m) > /^oyylf (M^i^ik itst. jy$N£) , C, _ 6 T/K* 

^^-/^^- N 7°nt>f^ -f^jv^-isrm) mxm 
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^y h y ry^/vf^ir ^ kt\ ^fh^co^mmmmmit^mtc 1 _ 6 

T /uresis (fJi(i^f;K ^?vK tVK ^y/ntVK -f 

^vjw («itf7y«, it*. &*30 > ^y, ^^y, c t _ 6 r/i^ 
/^^- (Mxf^^Mo^ ^f-n^-^ /Pfcvw, y^/i^Hg) fTi 



xJ*te(±L li, #fn. H^ 0 , *7Aynvhy , 77^- > wmw-? 
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Jfcff. 'frj&SSs «iMlk*£^ WlfiL^*^. ^;?^7^ 

15 mftiwsDmikwmm, -mw^mw (tia) % m&m&, 

mimmm^B, M^mmm, <bmw.mi&mm, >bmmm<D^mm • 

Etemmm (sirs) x^RtwtAt^tsjw&iiffrttti^ 

(Die), 5 ojfiLtHSH*'^^ «B#oJg^SJ^, 
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i:^!Ja -/*©1^ i: ©M, tK y ^ y -fe n — /HJgJlfi^c ^ vvw 
15 »J^fr^bT2^V^b8 511%, 03; L < 5 ftV^ L 7 0 

mi$m^hfhz>m&ftk ffi&nu mmm. mmk zf-mmmm, mmit 

m^-£, Q&m (i) ^^(om.^m^mt^m^i^ mm. 
mm®], mmm^mz^xwmirzz. t&x%, %mRx^mmm^m-r^m 
25 -m-^ msmu ife-snu mmmm^^^^xmm-t^^-t^x^ ?> 0 -nt^ 

%-$#£^:xmm-tz>z-t&x%z> 0 
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^£-£lJ<D#| £ LTf±> 5 ftV^ LI 0 Ii°/of>yy?) t) $u 10^L20l. 

#®jgt££ij©0!l£: ttft 7 V V /«t h y ? a, *Ky y/w<— h 8 0 , y 

»»i^»^*5v^xii^^rffiv^fe^^«*fe»l^ mmu mmu tt 

25 A (ftS&6 0kg) lBS^^ittf^ (fb-^J (I) Xf*£<E>*fc) t 

LT^l&V^Ll OOOmg, 0f:L< fc£#\l3ftV^L3 OOmg, £ b#F£ b< telt) 
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fc <9 ItJ 0 . Olmg lOOmg, 0^ L < Wjfa 0 . 0 1 5 0 m g N =fc V 

0* b < wa& o.oi 2 o m g SrflMlR&ltiz: i 5 ift-^-i-s o^WiP^-e*) So 

att^um, 'iwpR^At^ioKi^ fcrmtftk fcfrmmL mmmtm, & 
mmtmtea&'&tztis •^itms^mmti.x^ ^^yy^^^^mmm 

£fc«fcoTPaS$*L*o &ttffi<%kt«£ LT«3i«£i£zk, ^K^«K»-toffi 

y a— /w) , (Mxjwy y^w<— hso, hco-5 

3*— /K 7*y— /uj&if) fc*f£B^LTfcJ:i\, il^timitt, iiS, 

s***?-^ /7^^fi40HMG-C o Aat^MftPJ-^ll^) n TGfST 
HI (M> ^n7^^7-bf) , A I l« (M> jfr^iTvWi' i/U=^ir 

XVV^m > Ca« (M> rAPi?fc°yt) , ACEPMH 
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5 

^3feM<£>#7 hJf77j— fc&ttS^fcBteTLC (Thin Layer C 

hromatography, ifJl^ P ^ f> 37 A —) ±«<R&Ttefrfc*tfbfco TLC 
4RftJC*5V»Tf4x TLC/^FiU^/^ (Merck) |±IO6 0F2 5 4$ 

7^i^y ^^VH^IrI C< ^/l/^lii^CO^r— 0 (70 /^L2 3 0^ 
^fcfi^r— 0 (2 3 0^14 0 0^*/^) £rfflV^ 0 # 
7 Affi^Stt^ y # ^/MSETiV JJ ^T-ft^tfcJtOittStt V y77NH-DM10 
2 0 (l0 0^L2 0 0^7^a) 3r/BV^c 0 NMR7>^^>;Hj:rtte(^ 
15 gl^Pi: LTr !>7^^/^>7^^ffiV^^y T ^Gemini 2 0 0itfc«3 0 

0l7-<7 fn^ — -eliJ^U f^v^ b & S fl[t? N 7J $/^°y i^j£#*Hz 
t?^bfc 0 IR^ WKiliFTZR-8 2 0 01^ hn^-^--ei 

^fct ^*5it5%i«i o omi^© g f •atz.&nm, mmm^oy 

20 IB^-f^oJ: ot£W&X*-foZ>o 



s 


: iy>^Uy h (singlet) 


d 


: ^VV7 h (doublet) 


t 


: MJT'Vyb (triplet) 


q 


: & VlVry V (quartet) 


dd 


: ^VV7 h (double doublet) 


m 


: ~^j>V=?-~7 e Uy Y (raultiplet) 


br 


: y'u— K (broad) 


brs 


: :/ n — K (broad singlet) 


J 


: 7^7 -y^V l/y*1i£%(. (coupling constant) 
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WS C : 7K^#^iM 5: K 
THF :fb7tKn77y 
DMF :^f/M?^7 5K 
DMSO:^.W;^^F 
5 HOB t : 1 — t Ko^yXhyry^ 

3-[(Hpp -2--j- 7 ^/l>) ;*/Wafr ^/W] -N-^ fVl^-N- [ [1- (4- b° y y?/k) -4- tf ^ V 
10 la) N-^ gvl^j- (4- g y $W tf y ^^-4-^77^7^^-^ ^ K 

i-(4-tf y -JjV) n°^<y i?i/-4-*/is?$>-m(i.02> g) tmkTyt~jv(<o mDofi 
&m-&Wft?$mMk. MJ±.mm^fc a aW#3£rTHF(50 mlMdtfA/^U 
^ ^imtMiO. 41 g) t h V ^JVT ^ >(3. 1 ml) ^riP^LTCo ^»&M.-ei4B# 

i^/^myco tmm^^u zmzismwrn, »^*7«M4 

15 v-y 77^/K g^^Av^ ^ / -JV = 5/1) f^, g^^/l^ ^ y -/^^^ 

^bTMfB^^/»^@^(0.70 g, 64%) h bT#fc 0 NMR (CDC1 3 ) 5: 
1.69-2.05 (4H, in), 2.26-2.39 (1H, m), 2.83 (3H, d, J = 4.4), 2.82-2.96 
(3H, m), 3.92 (2H, dm, J = 13.2), 5.66 (1H, br s), 6.66 (2H, d, J = 6. l), 
8.25 (2H, d, J = 6. 1). 

20 lb) 4- [4- (N-?i ^;vr % s ) * gvwiz tr ^ y *?M h° y V 

TK^hT/l/ 5^>7Ayf >)A (LAH) (0. 13 g) <DTHF(12 ml) it A/M^HJS^Ilb) 

T-#fcN-^ ^-i- (4-t° y $w tv< y ^^-4-^7/^^rf- 5 k (o. 50 g) . 

7;^>fi^T^ 5R#H03tSfcLfc o SJEJRfczKCO. 54 ml) £6N*SMfctf- h y !7 
AtK^(0.07 ml) SrJnSJfc, 83W&«r3*U 5**«EE«IB^ 0W#J&77:7 
25 (v-y 77 gl^^^Vk/V ? J-SV = 20/1) & N i^xf;W^ ^ / - 

/^^S^bTMfB^#3^fe»»(0.29 g, 62%)£bT#fc„ NMR 
(CDC1 3 ) 5: 1.18-1.38 (2H, m), 1.66-1.75 (1H, m), 1.78-1.86 (2H, m), 
2.45 (3H, s), 2.49 (2H, d, J = 6.6), 2.84 (2H, dt, J = 2. 4 and 12.8), 
3.89 (2H, dm, J = 12.8), 6.65 (2H, d, J = 6.6), 8.24 (2H, d, J = 6.6). 
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lc) WMa-# nPt7^ Ul/-2-X/Uifc=i/U 

6-T 5: 7 1~7 9 I/ /HfcV8K44. 6 g) <£>tK(200 ml) rtA4Wfr^BH- h 

y^A(ll. 1 g)£rfln*. N #b^fc^%7K^bfc 0 (43 ml)Sr^o<i9^n 

X., 3l£«# h y !>A(16.6 g)O7K^(100 ml) Sr5°C^TT30^^t 
5 TMTbfco SJ^M^0-5 o C^lB#K;a^^^fc^, *«6«fciRiftSr5JRUfe„ # 
fcHfr«r*^Ufe!*WlslR— <H(23.8 g)tf>28j6tfiH(ioo mDicJBx., StaT? l H#|*k 

g )7K^^pHi-2^pf5Lfc 0 mmmzs'®., str 0^200 mD^n^m^o 50% 
;jcHMb;fry ^^TKiStt-cT/^y ^mm^w, ft«bTHfr(i6.8 g )& 

10 #fc 0 5*Sr«EE«HtUTHfr(19.7 g)Sr#fc„ 

#kfrfc@#:3:3£t&ffcy ^(74 g) i: £ M 100-1 lOtJlc^MJPKft bfc„ ^fi^ 
JWU tK(40 g)SrJD^ tfcSMfcSr^lRU *7ASi(i/!J^^;K ^nn^ 
/t^/^drf-V = 1/3) bT, JS1Bfb£*> (12. 1 g, 23%) £r#fc 0 NMR (CDMC1 3 ) 
5 : 7.66 (1H, dd, J = 2. 1 and 8.7), 7.97-8.07 (4H, m), 8. 59 (1H, s). 
15 Id) Q~9 g P-2-^/^^ 

LAH(7. 07 g) <7XTHF(130 ml) itA^^^IIMJlc) "C#fc^b6-^ PPt7^ U 
i/-2-^/^^/K20. 2 g)(7)THF(130 ml)?»£3t^T^T bfc^ 
JffiKE^jttW-fco S1S?S^^^/K50 ml)<H£Ts i^V>T2N^(360 ml) SrJp 

20 SlB-ffr£^(13. 1 g, 88%) £#fc 0 NMR (CDC1 3 ) 8 : 3.60 (1H, s), 7.34-7.48 

(2H, m), 7.61 (1H, s), 7.66 (1H, s), 7.68-7.81 (2H, m). 
le) 3- (6-9 n u -2-1-7 ^-M^-^-y" vi t'Jr^m 

Mt&fflld) X°Ufc6~9 n n -2-7 7° b 7^7 9 ^ (0. 20 g) h Wg&flClr Y V 
7^(1.1 ml)<D*9S~-sl'(15 ml)Wifc^ 3-^n^E-^n fcT^gM ^vKO. 12 ml) 

25 &%ux.mwvimmfr% &&it&* mxmki- vvv &*m& (2. 2 mi) l 

T22«FffjaBttbfc. KJ£3££i*E»5H§U MttSrJia?*^ lN«»t?lM4Jz: L 

fc 0 ^ u v- y # v) mm IsXmssm&vs (0. 14 g , 

52%)&#fc 0 NMR (CDCI3 ) 6 : 2.72 (2H, t, J = 7.3), 3.26 (2H, t, J = 
7.3), 7.40-7.49 (2H, m), 7.65-7.72 (2H, m), 7.77-7.80 (2H, m). 
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If) 3-(6-^ P P Z g z ^t^±M^kji=zk2l5 

HJ&Mle) -e#fc3-(6-^ n ft^n t°^-^(0. 14 g) CO* ? / 

—71/(10 ml)|g$^;>< n ii^S^^(mCPBA) (0. 20 g) ^P^L^M-e50#K^^ 

-^^/(O. 11 g, 69%) £r#;fco NMR (CDC1 3 + two drops of DMS0-d 6 ) 5 : 2.67 
(2H, t, J = 7.7), 3.51 (2H, t, J = 7.7), 7.85 (1H, dd, J = 1. 9 and 8.7), 
7.86-8.01 (4H, m), 8.46 (1H, s). 

lg) 3-f(6-^DP -2-T 2 f-M g — ^1 -N- ^ f/Ht- [ [ 1- (4- U v^V) -4- 

y ^ gvw] 2lg >t $ K 

ll»!llf)-T?#fci3-(6-^ n n -2--^- 7^/1^)^/^— /V/a t°^~^(0. 11 g) t 

ml) \Z.mm U ^JSMlb) -C#fc4-[4-(N-^ ^ / ) * 5vPt°^y t° y 

>-(76 mg) i: h y ^(56 ml)<OTHF(2 ml)^^7k^T^D^fc 0 RJ© 

v- y # 7i^('J:5 *f§£ LT, MIBf ^n^M^B (20 mg, 1 1%) £ b 

T#fc D NMR (CDC1 3 ) 8 : 1.15-1.35 (2H, ra), 1.62-1.90 (3H, m), 2.71-2.93 
(4H, m), 3.04 (3H, s, Me), 3.18-3.24 (2H, m), 3.57 (2H, t, J = 7.5), 
3.80-3.93 (2H, m), 6.60-6.67 (2H, ra), 7.59 (1H, dd, J = 2. 0 and 8.8), 
7.94-7.97 (4H, m), 8.21-8.29 (2H, m), 8.48 (1H, s). IR (KBr) : 1640, 1597, 
1310, 1148, 1127 cm- 1 . 

Tzmftrnm c 2 5 h 2 8 n 3 o 3 sci tut 

ft^t (%) : C, 61.78; H, 5.81; N, 8.65 
MfflM (%) : C, 61.63; H, 6.09; N, 8.59 

N-[2-[ (6-^ P u-2-±y^-/V) ^/V^^/V] jc^-/V]-N-^ ^yV-l-(4-t:° y vVlQ-4- 
2a) 2- -2-~T ~7 f-JV) ^^"^ 9 J 
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^Wild)-e#fc6-^ P u-2-*7Vjj-7 h ~T7 $ 1/^(0. 14 g) t lNTk^Kb^ h V 
>>A(0.84 ml)<£M^/ — /KlO ml)^?g^2-yn^rc^/— /U(0.60 ml) ^Px. 

^UTMfB-fb^(163 mg, 98%)§r#fc 0 NMR (CDC1 3 ) 5 : 
2.02 (1H, t, J = 6. 2), 3.22 (2H, t, J = 6.0), 3.80 (2H, q-like, J = 6.0), 
7.39-7.51 (2H, m), 7.66-7.70 (2H, ra), 7.77-7.79 (2H, m). 
2b) 2-(6-^ p u-2-^-y^-/V) X/lsTis^/U^? / —;V 

«M2a)-e#fc2-(6-^ P n-2-'T'7f';U)^^^ J— mg)(D^^ / — 

/K5 ml)-THF(10 ml) MW^ Tk^TmCPBA (0. 28 g) ^Px.^-e30#f^^^ 

ft^bT, mm^^m^mwio. 15 g , 82» i Lt#fc 0 nmr (cdci 3 ) 5 : 

2.71 (1H, t, J ■= 6.5), 3.43 (2H, t, J = 5.4), 4.50 (2H, q-like, J = 5.4), 
7.61 (1H, dd, J = 2.1 and 8.7), 7.89-7.99 (4H, m), 8. 50 (1H, s). 
2c) 6-? p p-2-(2-^ p p ^-^/U) x/Uft=./U-f-7 & 

^iiM2b)T?#fc2-(6-^ P P-2-^-^^-^) 7.;V~fo^;V^-$ J — /KO. 15 gK it 
-f^^-^/KO. 16 ml) £DMF ($$£*) <^ P P tJn^A (3 ml)^£3B#P B lj§?/fc Lfc 

^ ifftiLfco ®w^^^y^ptv^-^/^gfe^LT, mm^rn 

(0.14 g, 90%)£#fc o NMR (CDC1 3 ) 8 : 3.57-3.64 (2H, m), 3.76-3.84 (2H, 
m), 7.61 (1H, dd, J = 1. 9 and 8.9), 7.92-7.98 (4H, m), 8.48 (1H, s). 
2d) N-[2-[(6-^ P P-2-^-^^-/!^) *;Vfo=.M^;V)-N-t ^vt^-l-(4-b° V 

M -4- tf^< y /U7$$-y- s-. k 

^Mla)-T?#fcN-^^-/I— l-(4-t°U $W t°-<V l?^-4-Z>/U7n3-f-* K(110 
mg)<7)DMF(2 ml)^— tR^TtK^^ b y ?-M60%$tf4 ; 22 mg)^^. ^fiT 
1B3TO># 3^Ycf£, »M2c) -e#/t6-^ p p -2- (2-^ P P ^/P) 
-TV^UXUA mg)^0°CT^P^ ^TMB#|i^#-§:i£fc 0 ^«£^J±3§liU 

TBmmttmm^ v % ? j^-vmrn ^xmrn^m^mn^mz (4. 9 rag , 

2%)i:LT#7c 0 NMR (CDCl 3 ) 5 : 1.71-1.82 (4H, m), 2.58-2.73 (1H, m), 
2.80-2.94 (2H, m), 3.22 (3H, s, NMe), 3.47 (2H, t, J = 6. 5), 3.79 (2H, t, 
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J = 6.5), 3.88 (2H, dm, J = 13.2), 6.64 (2H, d, J = 6.5), 7.59 (1H, dd, 

J = 2.0 and 8.8), 7.90-7.97 (4H, ra), 8.25 (2H, d, J = 6.5), 8.46 (1H, s) 

7G*^W C 24 H 26 N 3 0 3 SC1-0.7H 2 0£ LT 

fiMW. (%) ; C, 59.48; H, 5.70; N, 8.67 

MMiU (%) ; C, 59.47; H, 5.68; N, 8.53 

H»J3 

N- [3- (6-^ p p =f-^-^n \f;V] -N-^ ^vl^-1- (4- tf ]) -J;V) -4- H°^< ]} 

3a) N-[3-(6-^ P v-2-~)-7^/U) f-^u fcf/I/l-N-;* ±M%Jkt± % ^ifetert-^ 

gyp 

HJSMld) -C#fc6-^ n p -2-^ /U^7 ~7 V ~T7 9 l> > (0. 58 g)<D*#S — ?V 
(50ml) ft A/i«(£28%^ h V V b / — (0. 87g) ^[Jxfc^ 

N-(3-^ P p/n'^)-N-^ fVlOfryW* ^ ^^tert-^/l/(Vedejs, E. , Stults, 
S. , J. Org. Chem. , 1988, 53, 2226) (0. 75 g) &M?i40 o C-? 1 0 H#ffQ $ 6 

i^bT^fa^^^M-fe^^d.O g, 91%) b LT#fc 0 NMR(CDC1 3 ) 6 : 
1. 45 (9H, s), 1.89 (2H, tt, J = 6. 9 and 7. 3), 2.84 (3H, s), 3.01 (2H, t, 
J = 7.3), 3.37 (2H, t, J = 6. 9), 7.35-7.46 (2H, m), 7.64 (1H, s), 7.69 
(2H, s), 7.77 (1H, d, J = 2.0). 

3b) N-[3-(6-^ P f^2lg b°/^]-N-^^/Wl-(4-fc°U v^-4- 

Hi)SM3a)-e#fcN-[3-(6-^ P U-2-T7?-;U) ft^P tVH~N-^ ^/^/W? 
^ ^tert-7*5VW0. 5 g)(D 1> 71^^(10 ml)|g$^ b ]} 7/^P^(2 ml) 

mmz.W P P * * ^(20 ml) t h V ^/VT * Z/(4 ml) &1}UX-f^ l-(4-t°!J 
^-4-fc°^^:/#/WlwI^p y Kig^i&(0.26 g)^Dx.l5B#^^#Mfc 0 

t>^t?^L7t 0 f«^^M4i/y^^v^7 
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^•eiit, mk^/v/^—T/vsi v) ag&ik isxmmt&m oemg, 19%) sr# 

fc Q NMR (CDCI3) 6 : 1.58-2.10 (5H, m), 2.59-3.10 (9H, m), 3.53 (2H, t, 
J = 7.5), 3.70-4.00 (2H, m), 6.55-6.70 (2H, m), 7.35-7.50 (2H, m), 7.60- 
7. 80 (4H, ra) , 8. 25 (2H, d, J = 6. 2). 
5 Jtm^mm C 25 H 28 ClN 3 0Si:LT 

ff-#jj£ (%) : C, 66. 13; H, 6. 14; N, 9. 19 
MWM (%) : C, 65.99; H, 6.14; N, 9.19 

10 N-[3-(6-^ P v -2-1-7 ^( ^.jVfxn. ^-^- 1 _( 4 - tr ° y 

4- fcf ^ V Z?is*r/U7$ery- ^ K 

«^ij3b)-e#fcN-[3-(6-^ p ^J-^p tVl/J-N-.* f;l/-l-(4- 

tf U v>A-) -4- y v> V# - 5 K (90 mg) (O * $ J —JV (10 ml) W0\^M% 

TlN-^(0.5 ml) %Anx.7cft> mCPBA(38 mg) SrJP>tl«FlH*?#a^/to KJtJSRSr 

15 mj±mm, mm^m^^-^^mm, titt^ y 7 lti 

tiAk&fa&te&M&m#(50 mg, 47%) £: LT#fc 0 NMR (CDC1 3 ) 5 : 1.60-2.25 
(6H, m), 2.60-3.05 (5H, m), 3.08 (3H, s), 3.40-3.65 (2H, m), 3.75-4.00 
(2H, m), 6.65 (2H, d, J = 6.6), 7.50-7.65 (2H, m), 7.80-7.98 (3H, m), 
8.15 (1H, s), 8.2 (2H, d, J = 6.6). 
20 TtmftVfiM C 25 H 28 C1N 3 0 2 S • 0. 75H 2 0 1 LT 

ft^i; (%) : C, 62.10; H, 6.15; N, 8.69 
(%) :C, 62.36; H, 6.08; N, 8.54 

N-[3-(6-^ p p-2-^7 ±Ad. ^JVj^^^-fn b°;^]-N-^f ;Wl-(4-b°!J ^-4- 
25 fc:v<y K 

5a) N-[3- (6-^ P p -2-^-^^/V) ;?>;V/fc~7i^7°P tVl/l-N-^ gvV#7Wj ^ 
tert-l/^VP 

^M3a)^1#fcN-[3-(6-^ P P -2-^-7^/1/) ^7°n fcVl/]-N-^ f;l/^7;W^ 
5 >-^tert-^/K0. 5 g) <£>f»c^/K50 ml) Ig^CmCPBA (0. 52 g) ^P^l. S 
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m*ffi!ti~by ^A-e^Lfc 0 ttW?$£MJEEj§|f Lfc D a^W^^f-^ 
/gfflfcc^/K8:l) SrJHx.^IftrfTV^IIS^i|l^iMi (0. 37 g, 69%) t L 
T#fc Q NMR (CDC1 3 ) 5 : 1.39 (9H, s), 1.90-2.08 (2H, m), 2.80 (3H, s), 
3.10-3.22 (2H, m), 3.31 (2H, t, J = 6.8), 7.60 (1H, dd, J = 2. 0 and 8.8), 
7.88-8.00 (4H, m), 8.47 (1H, s). IR (KBr) : 1694, 1395, 1312, 1146, 1132 
cm \ 

5b) N-[3-(6-^ p n-2-j-^^M^/^~ ;v7n bVl/]-N-p< ^vP-l-(4-b°y I? 

^JfeM5a)-C#fcN-[3-(6-^ n n-2--Ty^;V)^;Vi^^;V'^xi fcVl/]-N-p< <f-jV 
* >mtert-^^-/U(0. 33 g) frbmMM3b) t Wim^ LTMI2^^^#fe 
t&*@#:(58 rag, 14%) t UT#fc 0 NMR (CDC1 3 ) 5 : 1.70-2.20 (5H, ra), 
2.60-3.00 (4H, m), 3.09 (3H, s), 3.09-3.22 (2H, m), 3.40-3.65 (2H, m), 
3.80-4.00 (2H, m), 6.65 (2H, d, J = 6.6), 7.55-7.68 (1H, ra), 7.82-8.00 
(4H, m), 8.24 (2H, d, J = 6.6), 8.46 (1H, s). 
TCl^tHfi C 25 H 28 C1N 3 0 3 S • 0. 1H 2 0 1 L"C 
fjrWiW: (%) : C, 61.55; H, 5.83; N, 8.61 
HilHii: (%) : C, 61. 29; H, 5.85; N, 8.54 



N-[2-[(6-^ P n-2-^-^5 : -7^)^^-]^^-^-N-^^-7Wl-(4-t:°y v^)-4-faV<y 

6a) N- (2-^P ^ ^-=f-)V) ^ >B:text-^^-/U 

2-^n^E^^/l^T 5: ^Hfbfc3^(4. 1 g) OtK(25 ml) t Tir h =■ b V /^(25 
ml)»a-2N7k^<ft^- f> V ^AtK^(25 ml) *5 «}; tf-^gfe it-tert-^TM*. 8 
g) §r^X.150#P H 1^^^Yc o S«^^La^^7k^Ux.T^^^-Ctt 

^A-en;^bfc 0 mmm&mm^xMmit&w&m&mvtyoiz.s g , 85%) ^lt 

#fc 0 NMR (CDCI3) 5 : 1.46 (9H, s), 3.40-3.60 (4H, m), 4.98 (1H, bs). 
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6b) N- [2- (6-7 P p f-^-zc^/U] § ^^tert^gvl^ 

^JSM6a) TitfcN- (2-7* P ^E-^^) # /W* ^ >»ert-7*^ (0. 18 g) fa M 

j» a ) tmm^^xmmit^-m^m^^io. 12 g , 69%) t bx#fc G nmr 

(CDC1 3 ) 6 : 1.43 (9H, s), 3.15 (2H, t, J = 6.4), 3.30-3.45 (2H, m), 
4.90 (1H, bs), 7.36-7.52 (2H, m), 7.62-7.80 (4H, m). 

6c) N-[2~(6-7 p ^-^J^/Kl-N-^ ^ ^&tert-7*^ 

/U 

^^M6b)^#fcN-[2-(6-7 n n-2-ry^-;V)^=!L^-;v\ti)V^ ^tert- 
7*^(0. 12 g) <£>DMF (5 ml)^-R^7K»^ h y !> (60%$H4 ; 0. 17 g) ^MtLM 

uxmm^m^t^ ov^\ £?^^vko. 15 g)%tozLi5mmfr%miftc 0 
/u*7j*x°mm^xMmk^&m&m&i!&)(o.o8 g , 64%)£LT#7t 0 nmr . 

(CDC1 3 ) 5 : 1. 42 (9H, s), 2.89 (3H, s), 3.06 (2H, t, J= 7.0), 3.38 (2H, 

t, J = 7.2), 7.36-7.52 (2H, m), 7.62-7.82 (4H, m). 

6d) N-[2-(6~7 p P-2--j-7^-/I^)^^-^^/l-]-N-^^/^-l-(4-^°y 

MMmGc) -C#fcN-[2-(6-^ P p -2-~r ^^-/v) ^^^]-N-^ ^jVjJlV/^ % 
^tert-7"^vW(0. 19 g)(D Wl^V(5 ml)^$^ b ]) 7/U*/Vtim(l ml) 

W (20 ml) y ^p fcVl^c^-T $ V (0. 47 ml) m^X.tzM, 

l-(4-t°y -4-t^7^y*/^^/V^ n!J K±^i& (0.21 g)^Bx.l5H# 

T^bfcf^, ^7K^^-hy !)A«tf: 0 ^s^w^ nm^mk^f- 
McMM, m.m^iy y # 7 ^-e*tM bTMfBft^^^fei>*i§^ (0. 23 

g, 95%)£LT#7c 0 NMR (CDC1 3 ) 5 : 1.44-2.00 (5H, m), 2.15-2.40 (1H, m), 
2.58-2.98 (3H, m), 3.05-3.30 (4H, m), 3.45-3.98 (3H, m), 6.45-6.65 (2H, 
m), 7.35-7.55 (2H, m), 7.62-7.88 (4H, m), 8.23 (2H, d, J = 5.2). 
TZmfttifW C 24 H Z6 C1N 3 0S • 0. 5^0 k b T 
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fHHfii (%) : C, 64.20; H, 6.06; N, 9.36 
HWfi (%) : C, 64.34; H, 6.04; N, 9.26 

N-[4-(6-^ P ^7U^^/]y7^/Ul-l-(4:-^ V vVt^) -4- bf^ U 

7a) 4-t: Kp^t^Y/^/W^ tert-y^yl^ 

4-T ^ 7 -\--f* J —7^(2. 7 g) h ^ MJ /V- (30 ml)^^2N7K^{t;^ b 

(6.7 g^^Tbfc, ^^Mb3B#^^^MYc^, ^EE*3ie, iixf;^i 

^A-e^Lfc 0 ffi^l§bTMfa-f^^^^tt^(7.9g, 77%)£LT#fc 0 
NMR (CDC1 3 ) 8 : 1.44 (9H, m), 1.5-1.68 (4H, m), 3.10-3.22 (2H, m), 
3.62-3.74 (2H, m). 

7b) 4-7*xi^-?<?-/lsJj/U;<* l/tert-7*^~;\/ 

^»!l7a)l?#/t4-t Fn^c-yy^/UZr/U^^^m tert-^/Kl. 89 g)33j; 
X$h V ^^-/^^^^^O. 15 g)(Z)^b^ ^1^(20 ml)^— Eg^fb^m(5 

g)^r-^^n^ N $b^^a-c2^/0^MTc o Rmmizmmwfc&tozLm 
*§k i&fp^Tk-e^fe^^Lfc ttffiis^mii, nmm^^v ufsvti^M^ 

J:<9^LTMIB^^)tril^^(1.76 g, 70%) L"C#^io NMR (CDC1 3 ) 
5 : 1.46 (9H, s), 1.50-2.00 (4H, m), 3.08-3.12 (2H, m), 3.43 (2H, t, J 
= 6. 6). 

7c) N-[4- (6-^ U P ±£2l22U} #/W^ ^ ^mtert-y'^-/^ 

HJSM7b)-e#fc4-^P^^/^/W^5 tert-^/P-(0. 76 g)frbmM 

M3a) t mm\z. ^xmmk&m*mmngk (o. 74 g , 79%) t vxmc nmr 

(CDCI3) 8 : 1.42 (9H, s), 1.50-1.80 (4H, ra), 3.03 (2H, t, J = 7.0), 
3.05-3.20 (2H, m), 4.50 (1H, bs), 7.35-7.46 (2H, m), 7.60-7.74 (3H, ra), 
7.75 (1H, s). 

7d) N-[4-(6-^ P X/U^^suy^/Ulti/W* $ ^mtert--y"^-/U 

MMW7c) -C#fcN-[4-(6-^ n n-2-Ty^/V) J-Jr7^?V\ %/W< ^ y|| tert- 
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7^/1/(0.35 g)(D^m.= c -^^(50 ral)f^f^mCPBA(0. 35 g) &Mx.^ 

m&^*^/mwt^^frt>Mi&ik ^xMrnik^mzmmsMi (o. 35 g , 92%) 

5 t L-C#7c 0 NMR (CDCI3) 8 : 1.39 (9H, s), 1.48-1.90 (4H, m), 3.00-3.28 

(4H, m), 4.54 (1H, bs) ,759 (1H, dd, J = 1. 8 and 8.8), 7.82-8.00 (4H, m), 
8.46 (1H. s). 

7e) N-[4-(6-^ p n-2-f 7f^)^;^^;i/7Y^]-l-(4-b°!) ^-4-^]] 

10 MMM7d) Tl#rcN-[4- (6-^ n 7,>Vi£z=.jV~7^}V] 5; 

tert-^/l/(0. 21 g) ^bH«ij6d) £ m&\Z ^XMB^m^m^W^n (0. 2 g, 
77%) t lt#fco NMR (CDC1 3 ) 5 : 1.55-1.90 (8H, m), 2.15-2.36 (1H, m), 
2.74-2.95 (2H, m), 3.21 (2H, t, J = 7.5), 3.27 (2H, t, J = 6.2), 3.76- 
3.95 (2H, m), 5.84 (1H, t, J = 5. 7), 6.63 (1H, dd, J = 1. 4 and 5.0), 

15 7. 59 (1H, dd, J = 2. 2 and 8.8), 7.82-8.00 (4H, ra), 8.24 (2H, dd, J = 1. 4 

and 5.0), 8.45 (1H, s). 
7mft%\\% C 25 H 28 C1N 3 0 3 S£ LT 
ff#fit (%) : C, 61.78; H, 5.81; N, 8.65 
Hl!tft (%) : C, 61.70; H, 5.76; N, 8.69 

20 

mmm 8 

N- [4-[ (6-^ p p zgz±Z±M2L^i^k] Z^kdb* T2tzlz (4- bT y -4- 

8a) N-[4-(6-^ P P-2--j-7^/I/)^7l/^^7l/7^/l/]-N-^ 
25 tert-7^-/!/ 

HJSM7d) -e#fcN-[4- (6-^ P P -2-^-7 % 5 vSfc 

tert-^/W(0. 3 g)^fe^M6c) irPH^ LTMfBte^?£Mfe$^(0. 14 g, 
50%) t UT#fc 0 

8b) N-[4-r (6-^ p p -2-^-7 J-SU) =.;V\ 7*J-;V-H-* ^-/U-l- (4- ]) 
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/W< 5: Vgfetert-^/KO. 14 g) d>g>£%0!|6d) £ LTMimfc^^Stfelft 

tJc@#:(0. 15 g, 88%) i: LT#fc 0 NMR (CDC1 3 ) 5 : 1.55-1.90 (8H, ra), 2.54- 

3. 00 (3H, m) , 3. 02 (3H, s) , 3. 25 (2H, t, J = 7. 5) , 3. 36 (2H, t, J = 6. 4) , 

3. 74-3. 98 (2H, ra) , 6. 65 (2H, d, J = 6. 6) , 7. 58 (1H, dd, J = 2. 2 and 8. 8) , 

7. 82-8. 00 (4H, m) , 8. 25 (2H, d, J = 6. 5) , 8. 45 (1H, s) . 
5c*#*Nft C 26 H 30 C1N 3 0 3 S£ LT 
ff-gMg (%) : C, 62.54; H, 6.05; N, 8.40 
(%) : C, 62.27; H, 6.05; N, 8.49 

N-[3-(6-^ P_P z 2^2bZ±M^ZkjlEZk2lg ^V^]-N-^^^-l-(4-H°IJ 

9a) N- tf /l^) ^ ^Utert-:/^-/!^ 

3-^n^a tVl^T 5 ^#Wbic*tt(4. 37 g) ^bll^j6a) £ LTMIB 
fc^£^#.?Sl5t£#K4. 37 g, 91%) £ LT#fc D NMR (CDC1 3 ) 8 : 1.45 (9H, s), 
1.96-2.15 (2H, m), 3.27 (2H, q, J = 6.6), 3.44 (2H, t, J = 6.4), 4.65 
(1H, bs). 

9b) N-[3-(6-^ P Ezgj^Z±M±^2lE ¥M%;W*%l/&tt&rt--7<?-J\' 

HJIIM9a) -C#fdN- (3-^ a ^E- ^ P fcVU-) # ;V/* 5 ^Bfetert-^^/W (0. 18 g) 35» fe 
HJSM3a) i: mmfc VXmmk&yd&M&MtM! (0. 28 g, 69%) h tX#fc 0 NMR 
(CDCI3) 8 : 1.44 (9H, s), 1.78-1.96 (2H, m), 3.05 (2H, t, J = 7.2), 
3.27 (2H, q, J = 6.6), 4.60 (1H, bs), 7.35-7.48 (2H, ra), 7.65 (1H, d, J 
= 2.4), 7.68-7.80 (2H, m), 7.76 (1H, d, J = 2.2). 

9c) N-[3-(6-^ P ^/U^^/^u Vgfetert-:/^- 

JV 

HiiM9b)-e#fc:N-[3-(6-^ p p-2-^^^/^) Wn \?A']%fl'*X > s8L 
tert-^/Kl. 1 g)/O^^M7d)^^(CL-CMIB^#§r^^(L07 g, 
98%) t LT#fc 0 NMR (CDC1 3 ) 5 : 1.40 (9H, s), 1.85-2.05 (2H, m), 3.15- 
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3.35 (4H, m), 4.68 (1H, bs), 7.59 (1H, dd, J = 2. 2 and 8.4), 7.85-8.00 
(4H, m), 8.46 (1H, s). 

9d) N-[3-(6-^ P n-2--ry*?-;V) 7,;Vfc^;V-fxi bVl/]-l-(4-t° ]) v^U) -4- 

5 MMM9c) l?#fcN-[3-(6-^ n V2-2-i-y^/U) ;V\ ^ 1/ 

g£tert-:/^/KO. 12 g)^b»M6d) LTMlB^^^^fe^ (0. 13 

g, 85%) i: L"C#fc 0 NMR (CDC1 3 ) 5 : 1.28-1.78 (5H, m), 2.15-2.40 (1H, ra), 
2.68-2.90 (2H, m), 2.98-3.18 (2H, ra), 3.20-3.48 (3H, ra), 3.78-3.98 (2H, 
m), 6.76 (2H, d, J = 6.6), 7.70-8.00 (3H, ra), 8.05-8.35 (5H, m), 8.62 
10 (1H, s). 

7tMft%t\U C 24 H 26 C1N 3 0 3 S • 0. 4H 2 0 tit 
ff-^-fit (%) : C, 60.15; H, 5.64; N, 8.77 
W®M (%) : C, 60.11; H, 5.43; N, 8. 57 

15 HiiMio 

4-(6-^ P tj-2-~ry?-jU)?-3--l-[ll-(4:-t°}) £W-4-bf^<y -JM% /U7$^/U] 
10a) 4-b Kg ^rv--l-b°^!J i^^/I^V^tert-^^vl- 

4-t kp^-^ y w o. 03 g) frhnmmw t mm^ x.xmmk&tfa^ 

20 -fe|§^(6. 2 g, ft) i ttHfc 0 NMR (CDC1 3 ) 6 : 1.30-1.56 (2H, m), 1.46 

(9H, s), 1.75-1.95 (2H, m), 2.95-3.14 (2H, m), 3.75-3.95 (3H, m). 

10b) V i?fj3 /l^^^tert-y^/I^ 

H3i$J10a)-e#fc4-t Kn^-l-fc^y i^#/I^V^tert-:/5VWL 89 g) 

tf> £,H;!«7b) £ iRMUfc LTjTOfb^Sr^lfeJft^* (0. 89, 67%) t LT#fc G 
25 NMR (CDClj) 5 : 1.46 (9H, s), 1.82-2.20 (4H, m), 3.22-3. 40 (2H, m), 

3.60-3.78 (2H, m), 4.25-4.42 (1H, m). 

10c) 4-(6-^ P U-2--yyj-/V) c f-^--l-^^<3 -J>%7^^m;tert-~??'/U 

MMfflld)X^fr6-?risU-2-?tsl'%7°h1--7# 1^(0.23 g)<DT± h V A* 
(10 ml)«$?~- h y =^f-fVT % ^(0. 6 ml) *JD^.B^M^#ja^ffc« N HJfiM 
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10b) T'#fc4-^n^E-l-fc°^ V ^^^7/^V^tert-y^(0. 80 g) &tox.80 o Cfc 

{%-h2onmfr%m^tc a &mm$:7k\zm€&^ wmufc^^^^ ^Lfc 

5 fk^fe£&S6*£ifi(0.38 g, 38%) i! LT#fc 0 NMR (CDC1 3 ) 6 : 1.44 (9H, s), 

1.50-1.70 (2H, m), 1.88-2.06 (2H, m), 2.86-3.06 (2H, m), 3.24-3.46 (1H, 
m), 3.90-4.06 (2H, m), 7.38-7.55 (2H, m), 7.66-7.76 (2H, m), 7.80 (1H, d, 
J = 2.2), 7.85 (1H, s). 

lOd) 4-(6-^ P P-2-t7f^)ft-l-[[l-(4-t^^)-4-^]l Z?/U]#/U7$ 

io ^ib'^y^y 

^JSMl0c)*t?#fc4-(6-^ n n-2-^-^^)^^--l-t°-<y S?^/UaJ?>^| 
tert-^MO. 12 g)/D^H«j6d) ^ LXMIB^^^^^ ( 0 . 13 g, 

85%) £ LT#fc 0 NMR (CDClj+DCl) 5 : 1.40-2.20 (8H, m), 2.90-3.48 (5H, 
m), 3.50-3.72 (1H, m), 4.00-4.40 (4H, m), 7. 15 (2H, d, J = 7.6), 7. 40- 
15 7.62 (2H, m), 7.75-7.92 (3H, ra), 7.95 (1H, s) , 8.09 (2H, d, J = 7.6). 

TU^ftWiM C 26 H 28 ClN 3 0S-0. 6H 2 0i: LT 
If^it (%) : C, 65.49; H, 6.17; N, 8.83 
UPHtf (%) : C, 65.49; H, 6.26; N, 8.75 
H»J11 

20 4-(6-^ P u-2-1~7^MX/l'7fr~/ls-l-[[l-(4-t°V i?/l>)-4-t°'<}) 

11a) 4-(6-^ P u-2-±y^-/U) 7M-/Wl-bV!J i^^/I^V^tert-:/^ 

^»J10c)-C#fc4-(6-^ P u-2-i~~7=?-/l>>) ft-i-t^yv'^/^yl 
25 tert-^/^(0. 15 g) frbmM&ttd) LTMIB^^Srilfe^ (0. 15 g, 

92%) £ LT#fc 0 NMR (CDC1 3 ) 5 = L 42 ( 9H > s )> 1.55-1.78 (2H, ra), 1.94- 
2.10 (2H, ra), 2.55-2.78 (2H, m), 3.02-3.20 (1H, m), 4.15-4.34 (2H, ra), 
7.60 (1H, dd, J = 1.8 and 8.8), 7.81-8.00 (4H, m), 8.43 (1H, s). 
lib) 4-(6-^ P n-2-^7^/l^)^/^^/Wl-[[l-(4-t:° y -4- 1°^< V 
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mtext-zff-jv{Q. 14 g)^hmwm) tmm^xmmt-^m^M^^^s mg , 

33%) t U-C#fc 0 NMR (DMS0-d 6 ) 5 : 1.38-1.80 (6H, m), 1.82-2.15 (2H, m), 
2.40-3.62 (6H, m), 3.80-4.00 (2H, m), 4.00-4.22 (2H, m), 4.50-4.70 (1H, 
m), 6.71 (2H, d, J = 5.8), 7.64 (1H, dd, J = 2. 2 and 8.8), 8.52 (1H, s). 
Tcm&ffim C 26 H 28 C1N 3 0 3 S • 0. 5H 2 0 k UT 
th^'fit (%) : C, 61.59; H, 5.76; N, 8. 29 
HjRHfi (%) : C, 61.33; H, 5.83; N, 8.27 

MMM12 

l-[5-(6-^ p X2-2-jrz7^/V-)^/U^^=./U^O^ y ^/I^]-4-(4-b°y tf-^S? 

>: 

12a) 5-(6-^ P P-2-t7f;l/) ^/^^y^gCBfej-^/U 

^Jfe^ljld) T?#fc6- ^ P P -2-^ -f h ~T 7 $ V 1/ (0. 4 g) <D^ ^ y — ^ (20 
ml)«^^- h y ^ h^is K(0. 41 g)*5 itJ«5-^P^^^^^Px 

8o°c-ei60#p H i^^MYc o Rfcm&mms ^Mx.pn2kL-xmm^^xmm, 

lafn^Tk-e^bfcf^ M^KW^-by ^^T*^bfc 0 ttffi«it$tf^ 

mmmtt^ / -/K30 ml) iC^? U iftfifcgfeO. 3ml^n^3B#^»5S^ LTx 

MMm-r h y vj»x*mMi^fc 0 ttm^^mcpBA(o.85 g )^m^mm^x^ 

ilfe^.t LT(0. 59 g, 83%)i:LT#fc 0 NMR (CDC1 3 ) 6 : 1.20 (3H, t, J = 
7.0), 1.60-1.90 (4H, ra), 2.26 (2H, t, J = 7.5), 3.18 (2H, t-like), 4.08 
(2H, q, J = 7.0), 7.59 (1H, dd, J = 1. 8 and 8.8), 7.88-8.00 (4H, m), 
8. 46 

12b) 5- (6-^ P U-2-j-7^-M XjU-fc^/U^&m 
MMffll2a) *T?#fc5- (6-^ n P -2~~)~ ~7 ^/l^/js z=-)V^^^x.^jv (0. 59 g) 
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<d* ^y— 71/(10 mi)^— 2njmnk~r v v t7J»7kwm(4 mi) &MzL^ui:3mm 

Skit LTMfB^^£rM£,#M£E§l (0. 47 g, 86%) b LT#fc 0 NMR (CDC1 3 +DMS0- 
d 6 ) 5 : 1.60-1.90 (4H, m), 2.28 (2H, t, J = 6.7), 3.19 (2H, t, J = 7.5), 
5.10 (1H, bs), 7.59 (1H, dd, J = 2. 2 and 8.8), 7.82-8.00 (4H, ra), 8.46 
(1H, s). 

12c) l-[5-(6-^ P V -2-1-7 7 ^ -4- (4- b° U -J/V) H° 

H2&$J12b) -e§fc5- (6-^ n n -2-t7f;^) X/Uft^/U^^m (0. 33 g) „ 
HOBt(0. 17 g):JoJ;t>*WSC(0.29 g)©7t h= f> U^(30 mD^^lRtF^/^Mi? 
tzM, 4-t°y i?;V\?^*Jl/(0. 17 g)^Bx.^?a-ei6B#K^Mfc 0 

mm, mm^^x^m, tk, swtk, ^p^^^nwx^^ufc^. mtxm? 
thy ^^-e^bfco iw^siu mmm^mm^/^x w&MifcLxm 

IB^^#J^^fe^(0.42 g, 88%)£LT#7c 0 NMR (DMS0-d 6 ) 8 : 1.42-1.74 

(4H, m), 2.20-2.42 (2H, ra), 3.10-3.60 (10H, m), 6.80 (2H, d, J = 6. 6), 

7.71 (1H, dd, J = 2. 2 and 8.8), 7.97 (1H, dd, J = 1. 4 and 8.8), 8.10- 

8.36 (5H, m), 8.62 (1H, s). 

Ttmftffim C 24 H 26 C1N 3 0 3 S£ IT 

ff-^jit (%) : C, 61.07; H, 5. 55; N, 8.80 

MMiU (%) : C, 60.29; H, 5.53; N, 8.68 



mmmi3 

l-[5-(6-^ p P-2-t7f^)^M^;^yf^]-4-(4-fc°!)y ; ;P) t°^<9 i?f 
»$J12c) T?#fcl-[5-(6-^ n n-2-ry^-;V) / /V]-4- 

(4- fc° U (0. 15 g) OTHF (15 ml) MMW.^ 1 Mv>tfc^ :/-THF#£#: (1 

mi) m^mmMMT^mmimMm, Lfc D sn^^b^^l^, f^nsw 
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XMMk&^dtil mg, 24%)£#fc 0 NMR (CDC1 3 ) 8 : 1.30-1.60 (4H, m), 
1.65-1.90 (2H, m), 2.33 (2H, t, J = 7.0), 2.48 (4H, t, J = 5.0), .3.10- 
3.35 (6H, m), 6. 63 (2H, d, J = 6.0), 7.59 (1H, dd, J = 1. 8 and 8.8), 
7.80-8.00 (4H, m), 8.26 (2H, bs), 8.46 (1H, s). 
jnmftmfe C^ClfiAS • 1. 7511,0 1 LT 
ftlf-fji: (%) : C, 58.88; H, 6.49; N, 8.58 
HilHii: (%) : C, 58.83; H, 6.30; N, 8.43 

2-[N-[3-(6-^ P V2-2-r-7^;V)^;V^^;v^fu HV^]-N-fri-(4-tl° V 

^< y T % J ] mm* ±/t 

14a) N-[3-(6-^ P v-2-~}"7j-;l')^;V~fo=-/V-7vi \£;V\-2, 4-v^ h P^Vif -y 

HffiM9c) ~e#fcN-[3-(6-^ o n-2-^-^^-71^)^/^— /^n t>]^?;P/^y 
iltert-T/^vWO. 77 g)<£> h/^^TO^ h V 7/^nifflfe(2 ml) ^Pfc^S 
T* 2 l$ffflj&># MYco KJ&iSfc Y/^^Mx. 2 m«$g&@ Srifefc t) bfc 0 M 
m^mt*f-l^>(40 ml)^Px.T^$^r, vM-y^PfcVt/T^CO.? ml) £ 
MTCkM, mtZ, 4-v 5 - b n-<^if >-^/^^7k(o. 6 g) ^Bit£"e3 0##> 

mmi>xMm4k&v?)*n&®M(o.5 g , m)ti,xmc 0 nmr (cDci 3 +DMso-d 6 ) 

8 : 1.90-2.10 (2H, m) , 3. 10-3. 40 (4H, m), 7.61 (1H, dd, J = 1. 8 and 
8.8), 7.80-8.10 (4H, ra), 8.28 (1H, d, J=8. 8), 8.40-8.60 (3H, m). 
14b) N-[3-(6-^ p u-2--ry^-M ^/Ut^^/U^u fc7l/[-N-^ Y^yjj 
* =f-;v-2, 4-v^- h u^yHl/x/uft^/UT ^ K 
MMfflUa) -e#ytN-[3-(6-^ P P-2-^^^/U) ;*/U7ft^/K7°p \fjV\-2, 4-v 5 — 

hP^^if^^/I/Tj^TS: K(0. 36 g)tf)DMF(7 ml) ]) ^^(0.48 g) 

&j)\\X-fc^ ^P^^ 095 ml) ^Mx. 2 B#^MT^^Mfc 0 g^H 
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NMR (CDClg) 5 : 2.00-2.20 (2H, in), 3.27 (2H, t, J = 7.4), 3.60 (2H, t, 
J = 7.4), 3.65 (3H, s), 4.19 (2H, s), 7.60 (1H, dd, J = 1. 8 and 8.8), 
7.85-8.05 (4H, m), 8.25 (1H, d, J = 8.8), 8.38-8.55 (3H, m). 
5 14c) 2- [N- [3-(6-^pp -2--T 7 gvlp X /Uifr ~A^f n \f;V\ T % J ] ffcgg ^ ^-/^ 

Hfi&#iJl4b) -C#fcN-[3-(6-^ n n -2-^:7^/1/) ^/l/7j^/K7°n tVl/]-N-^ h =3f 
^/l^—zl^^V^^-v^ h u^~^ J lly^)Vi^^.;VT % Y (DMit V ^ (7 

it^^M^MW^iO. 13 g, 52%)^bT#fc 0 NMR (CDC1 3 ) 8 : 1.80-2.00 
(2H, m), 2.71 (2H, t, J = 6.6), 3.22-3.35 (2H, m), 3.33 (2H, s), 3.70 
(3H, s), 7.59 (1H, dd, J = 2. 0 and 8. 8) , 7.85-8.00 (4H, m) , 8.47 (1H, s). 
14d) 2-[N-[3-(6-^ p n-2-1~7?-M */U7fr^/]/7°u fc7H-N-[[l-(4-tf y i? 
15 ^)-4-fc°^ V *J=-M %/U7$~jU'] T ^ J WtWk* 

H^!ll4c) ^#fc2-[N-[3-(6-^ n u-2~i~y=f-/U) X/Ufc^/Uy>u T % 
/JUSM^vWO. 13 g^i&ft^ 5^^(20 mDffiSR^^ y^n fcfAcc^yl/T 5 
>-(0. 38 ml) %M%JtM, l-(4-fcT!J ^-/P)-4-t°-<7 *JlsfJ Asfc—W n ]} Rift 
H±£(o. 19 g)^Px.l50#F H 1^#^Yc o 50»£r3§li, 7k, 

l§*'fkUTJBIBffe:^*& : *lfe|g*(84 tag, 42%) £ LT#7c 0 NMR (CDG1 3 ) 6 : 

1. 65-2. 20 (6H, m) , 2. 35-3. 00 (3H, ra) , 3. 15-3. 32 (2H, m) , 3. 40-4. 18 (9H, 

m), 6.64 (2H, d, J = 5.2), 7.55-7.70 (1H, m), 7.80-8.00 (4H, ra), 8.25 
25 (2H, d, J = 5. 2), 8.46 (1H, s). 
TumftWM C 27 H 30 C1N 3 0 5 S i: LT 

th^g (%) : C, 59.61; H, 5.56; N, 7.72 

(%) : C, 59.61; H, 5.69; N, 7.78 
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2-[N-[3-(6-^ p fcVl/]-N-[[l-(4-fc o y SW-4-tf 

[ [ l- (4- 1° y i?/i^> -4- 1°-< y # /u^/t/] r 5: y ] mk* (84 mg ) h 

5 ^Ml2b) £ ]^XMmfc&m%m&M^(0. 05 g, 76%) i: LT#fc D NMR 

(CD 3 OD) 6 : 1.50-2.10 (6H, m), 2.75-3.75 (7H, m), 3.91 (2H, s), 4.10- 
4.30 (2H, m), 7.09 (2H, d, J = 7.8), 7.65 (1H, dd, J = 1. 8 and 8.8), 
7.90-8.20 (6H, ra), 8.54 (1H, s). 
TE* C 26 H 28 C1N 3 0 5 S • 1. 0H 2 0 1 LT 

10 ft^fit (%) : C, 56.98; H, 5.52; N, 7.67 

MWM (%) : C, 57.21; H, 5.29; N, 7.84 



N-[3-(6-^ p xi-2-~)-7^;v) x/uft~/U7 p u \f;v\-^-=^^;v-\- (4-tf V v ? /i^)-4- 
15 bX^^^;^>t-; K 

16a) N-[3-(6-^ P n-2-jry^-;V) \f;V] -N- , 4-y^ h 

H^Ml4a) T?#/tN-[3-(6-^ PP-2-t7f;V) ^/Wwl^n fcVl/]-2, 4-v 5 — 

h p-<^^/^^t 5 K(o. 42 g) ^bUffiMHb) t W6k\z. bTJSIB-fb^Sr 
20 Hfe*&5|c(0.42 g, 94%)iLT#7c 0 NMR (CDC1 3 ) 6 : 114 (3H, t, J = 7.2), 

2.00-2.20 (2H, m), 3.15-3.30 (2H, m), 3.38 (2H, q, J = 7.2), 3.51 (2H, t, 
J = 7.2), 7. 60 (1H, dd, J = 1. 8 and 8. 8) , 7.82-8.00 (5H, m), 8.20-8.60 
(3H,m ). 

16b) 3- (6-^ P P -2-^-7^/^) ^/Wfr^Wf-^^yl^P tf/t^T ^ 1/ 
25 HifeMl6a) -e#/cN-[3-(6-^ nn-2-t7f;l/) ^jvfc~)V7u \f;V\-]H-^;V 

-2,4-v>~ h P^^^/Mwl'T^ K(0.42 g)38>kJUfe0»|14c) iTOctT 
MIB{h^^MfeTO%(0. 15 g, 62%) h LT#fc 0 NMR (CDC1 3 ) 8 : 1.04 (3H, 
t, J = 7. 1), 1.80-2.00 (2H, ra), 2.57 (2H, q, J = 7. 1), 2.69 (2H, t, J = 
7.0), 3.20-3.35 (2H, m), 7.58 (1H, dd, J = 1. 8 and 8. 8) , 7.55-8.00 (4H, 
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m), 8.46 (1H, s). 

16c) N-[3-(6-^ P VL-2--j-y^-M^;Vi^=.}V-fx^ fcVk]-N-cc=fyy-i-(4-t:° ]} 
;V) -4- fcV< p /U7$*± ^ K 

HJ&Ml6b) T?#fc3-(6-^ n P -2-^~ 7 =P/I/) ^M^;WN-xf /U^o tV^T 5 

5 > (o. 15 g) ^ mmm^d) t mm^ ^xmmi^^mm^M (o. 23 g , 92%) t l 

T#fc c NMR (CDCI3) 8 : 1.07 (0. 75H, t, J = 7.2), 1.22 (2. 25H, t, J = 
7.2), 1.60-2.20 (6H, m), 2.55-2.78 (1H, m), 2.78-3.00 (2H, m), 3.10-3.26 
(2H, ra), 3.26-3.60 (4H, m), 3.78-4.00 (2H, m), 6.64 (2H, d, J = 6.6), 
7.55-7.70 (1H, m), 7.80-8.10 (4H, ra), 8.24 (2H, d, J = 6. 6), 8.46 (1H, 
10 s). 

Tnlff ^JrfPt: C 26 H 30 C1N 3 0 3 S • 1. 0H 2 O t LT 
ff-IMt (%) : C, 60.28; H, 6.23; N, 8.11 
MMiU (%) : C, 60.41; H, 6.16; N, 8.18 

mmmn 

15 N-[3-(6-^ p p -2-1~7 '=f-;V)7.)Vifr^;V7°xi tVH-N-n-(4-tf JJ vvk)-4-t: 0 ^y 

^JSM9d) -C#rtN-[3-[ (6-^ P u-2-ryj-;U) 7,jVi£~jV\ 7°v tVl/-N-^ =^/U 
-l-(4-t°y ^)-4-t°-<y v^^/^^f-^ K(81 mg)<D$§7kTHF(6 ml)H«^ 
^mn.ffiT^mtf? >-THF$gfc (l ml) 8 B#^»3S^SrfTofc 0 3N^ 

20 &tox.$rm, fcfom&Wkm^t^ mm^r^v^t i^mm^^xmm. 

m^mt^^-^no mDizmm, mtki^o. i mD^i^-ry^Ptv^T 
5:^(0.2 mi) srjni^.sa-e i 6B#r^^^fc 0 Eifom%mmL-Tmw7k-t:T/i<> 

it^^M^^(47 rag, 55%)£LT#fc 0 NMR (CDC1 3 ) 6 : 1.10-1.40 (2H, 
m), 1.60-2.20 (7H, m), 2.36-2.96 (3H, m), 3.10-3.36 (4H, ra), 3.40-3.76 
(2H, m), 3.76-4.00 (2H, m), 6.58-6.72 (2H, m), 7.55-7.68 (1H, m), 7.84- 
8.00 (4H, m), 8.17-8.33 (2H, ra), 8.46 (1H, s). 
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TG&fttiffe C 26 H 30 C1N 3 0 3 S • 0. 5H 2 0 1 L"C 
fHWiC (%) : C, 61.34; H, 6.14; N, 8.25 
MMiU (%) : C, 61.29; H, 6.18; N, 8. 34 

5 mmmi8 

N-[3-(6-^ p u-2-^~y^-7V) ^7V7^=-;^u fcVl/j-N-^f y^°n fcVP-l- (4- tf V i? 
M -4- b c ^< y ± * K 

18a) 2, 4-v?— h P-N-^f y^n fcf/W^-fcf ^^/l^fr ^ K 
-fy^nfcV^T 5X0.36 g)*3 £Xfi¥ V v^CO. 53 ml)(D^^^l>^(15 ml) 
10 ^—^2, 4-i^~ f 07 g) £;!jP;^fiT*30#FfQ^#*l 

ft^£M7MM-?- b y ^A-ai&^Lfcm, mirvy a -eft 

m^XMmfc-&m&m&®-W:Mi(0.46 g , 40%) £ LT#fc 0 NMR (CDC1 3 ) 5 : 
1.19 (6H, d, J = 6. 6), 3.62-3.82 (1H, m), 5.18 (1H, d, J = 7. 2), 8.40 
15 (1H, d, J = 8.8), 8.56 (1H, dd, J = 2. 2 and 8.8), 8.68 (1H, d, J = 2.2). 

18b) 3- (6- ? P P -2--T 7 ^/U) X /k/ft ~;V~f p J 

MMMld)-V^fc.6-? UU-2-sl/U%7>h1-7? U>(0.87 g) <D * ? / — 7^(90 . 
ml)^M^^- h y ")^^ h=3fv-K(0.49 g), MO. 93 g) £ 

A[I^15B#F^nSit^bfc 0 ^*P, ^»^r6*, 3?£&ai«gLfco 

mi)&j)\\x.mm^s mcpBA(2. i g) &tox.m&xm mi>**m& it. &mm&mw& 
25 %Mx.ffim Ltcffiih%?>m isTmmfc&yozm&ffisM, (o. 7 g , 55%) t LT#rt 0 

NMR (CDCI3) 5 : 1.94-2.10 (2H, ra), 3.25-3.38 (2H, m), 3.76 (2H, t, J = 
6. 0) , 7. 59 (1H, dd, J = 2. 2 and 8. 8) , 7. 80-8. 00 (4H, m) , 8. 49 (1H, s) . 
18c) N-[3-(6-^ P P-2-^-7^-/^) X/lsTfr^/uyv fcVl/1-2, 4-^~ h P-N--Y V 
y°P tVW<V-fcf ^yyP/fr>-T 5 K 
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^»Jl8b)l?#fc3-(6-^ n n-2-^7^-/U)^y^^-/V7°n^y — /K0.28 g), 
^MffllSa) -C#fc2, 4-v 5 — h y7>v fcVWO-if ^;*/WfrVT ^ K(0. 29 

g)£s£tJ*MJ ~7 ^~>V7fr7.-7 J 1/(0. 32 g) (DTHF (5 ml)|£$^ s r/^/^> 
^^^V(DEAD) (40%fWo^^$, 0.3 ml)^Bx.^?a-e5B#^j5^^-lffc 0 R 

JB^£4feSritfij(Nli(0.49 g, 88%)£LT#fc 0 NMR (CDC1 3 ) 5 : 1.18 (6H, 
d, J = 6.6), 2.05-2.25 (2H, m), 3.24 (2H, t, J = 7. 3), 3.49 (2H, t, J = 
7.5), 4.00-4.20 (1H, m), 7.61 (1H, dd, J = 1. 8 and 8.8), 7.85-8.00 (4H, 
m), 8.26 (1H, d, J = 8.4), 8.40-8.52 (3H, m). 

18d) 3- (6-^ P P -2-^-7^/I^) y7°P \f/V^U \fjVT % 1/ 

H»iJl8c) -C#fcN-[3-(6-^ n n -2-7^7 f-M \?;V]-2, 4-5*= 

h n-N— f y If/WO-tf^^/H^.^T ^ K (0. 4 g) frbW&Mllc) L 
TMfBte^&&£,ift*fc4fc(0. 19 g, 81%)£LT#7c 0 NMR (CDC1 3 ) 8 : 1.08 
(6H, d, J = 6. 2), 1.92-2.12 (2H, m), 2.75-3.00 (1H, ra), 2.80 (2H, t, J = 
7.0), 3.25-3.38 (2H, m), 7.57 (1H, dd, J = 2. 0 and 8.8), 7.90-8.00 (4H, ' 
ra), 8.48( lH,s). 

18e) N-[3-(6-^ p p-2-7^^^/^)^/^^/^p fcV^]-N-^ V^n h°/P-l-(4- 

^JiMl8d)T?#fc3-(6-^ n n^-^^^/^^/^^/l— N-^T y^u tT/U^n fc° 
. /P7 5 >- (0. 19 g) £>Hi£#i|14d) i: HUH^ LTMIB^fe (0. 17 g, 54%) £#fc 0 
NMR (CDC1 3 ) 8 : 1.12 (1.2H, d, J = 6.6), 1.25 (4. 8H, d, J = 6.6), 1.60- 
2.20 (6H, ra), 2.60-2.80 (1H, m), 2.80-3.00 (2H, m), 3.21 (2H, t, J = 
7.5), 3.35 (2H, t, J = 7.7), 3.80-4.00 (2H, m), 4.00-4.20 (1H, m), 6.60- 
6.70 (2H> m), 7.56 (1H, dd, J = 1. 8 and 8.8), 7.80-8.00 (4H, m), 8.20- 
8.30 (2H, m), 8.47 (1H, s). 
TuMfttfriU C Z7 H 32 C1N 3 0 3 S • 0. 5H Z 0 1 LT 
fHSft (%) : C, 62.00; H, 6.36; N, 8.03 
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MMU (%) : C, 62.29; H, 6.34; N, 8.34 

N-[3-(6-^ p */Uvts~/uy p n t:°/^]-N-7^^/^-l-(4-b:°IJ 

5 4-tf^y v^yfr/M^I^ K 

19a) 2,4-^ bP-N-7cc^/^^if^^7^VT^ K 

r~ v ^frbmmmi8a) t mmiz LxMmik&m&%km&®-vtM> (77%) t tx 

#7c 0 NMR (CDCI3) 5 : 7.16-7.38 (5H, m), 8.04 (1H, d, J = 8. 4), 8.37 
(1H, dd, J = 2. 2 and 8.4), 8.66 (1H, d, J = 2. 2). 
10 19b) N-[3-(6-^ P Xi -1-^-7 =f- M fcVP]-2, 4-v*— h P-N-7i 

H3rfeMl9a) T?#7c2, 4-v 5 — h P-N-7^^/^-<^if ^ FfrbMM 

mi8c)tmm\^. ^xmmit^^m^Mi(96%) t lt#tc 0 nmr (DMso-d 6 ) 

6 : 1.52-1.78 (2H, m), 3.46 (2H, t, J = 7. 7), 3.82 (2H, t, J = 6.4), 
15 7.02-7.38 (2H, m), 7.73 (1H, dd, J = 1. 8 and 8.8), 7.78-7.97 (2H, ra), 

8.10-8.30 (3H, m), 8.49 (1H, dd, J = 2. 6 and 8.8), 8.55 (1H, s), 8.95 
(1H, d, J = 2.2). 

19c) 3- (6-^ P P-2--j-^^-^) ^^/Uy>n \f)VT ^ ^ 

MMffll9b) T?#fcN-[3-(6-^ P ^/Vfo—^u \f;V\-2, 4~v>— 

20 b p-N-7 cc^/WO'-tf y^;Vfr^T % ^t>hMMWU8d) t lUtl^ LTMfB'f^ 

^^^^(82%) t UT#fc D NMR (CDC1 3 ) S : 2.00-2.18 (2H, ra), 3.20- 
3.40 (4H, m), 3.69 (1H, bs), 6.54 (2H, d, J = 7.4), 6.69 (1H, t, J = 
7.4), 7.11 (1H, d, J = 7. 2), 7.15 (1H, d, J = 7.2), 7.58 (1H, dd, J = 
1.8 and 8.8), 7.80-8.00 (4H, m), 8.46 (1H, s). 

25 19d) N- [3- (6- ^ P P -2-~T ~7 ±M * ~/K7° P -N- ~7 a. ~)V-\- (4- jJ 

-4- t°^< v ¥k^2kl££L± § K 

^ffiMl9c)-t?#fc3-(6-^ p P-2-t7f^) ^/l'^=;WN-7x=;l/7 s D fcVl'T 
^>-^feHiiMl8e)i:^^bTJBfB^fe(51%)Sr#fCo NMR (CDClg) 5 : 
1.55-2.05 (6H, m), 2.25-2.44 (1H, m), 2.44-2.68 (2H, m), 3.15-3.30 (2H, 
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m), 3.78 (1H, t, J = 7.0), 6.67 (2H, d , J = 5.0), 7.05-7.20 (2H, m), 

7.35-7.50 (3H, m), 7.59 (1H, dd, J = 1. 8 and 8.8), 7.80-8.00 (4H, m), 

8.21 (2H, d, J = 5. 0), 8.42 (1H, s). 

7clff:£#Hft C 30 H 30 C1N 3 0 3 S£: LT 

ffW-iU (%) : C, 65.74; H, 5.52; N, 7.67 

MMU (%) : C, 65.04; H, 6.39; N, 8.19 

2-[N-[3-(6-^ P n-2-ry^7V) ^/I^fr^/^P hV^]-N-[[l-(4-fc:° V i?/U)-4-\i° 
20a) . 2- (2, 4-v^ fp7x^)^M^7^/1^jxf^ 

fe#f^(53%) t LT#fc 0 NMR (CDC1 3 ) 8 : 1.19 (3H, t, J = 7.2), 4.07 
(2H, q, J = 7.2), 4.08 (2H, d, J = 5.8), 6.14 (1H, t, J = 5.8), 8.31 (1H, 
d, J = 8.8) , 8.55 (1H, dd, J = 2. 2 and 8.8), 8.76 (1H, d, J = 2. 2). 
20b) 2-[N-[3-(6-^ P U-2-j-7=f-M ^)Vj^=.fVfxn. tfVl/|-N-[ (2, 4-S?=- h P 

HJSM20a) X%tc2- [ (2, 4-v>~ fn7x ~/l/) ^/l/T 5; J ] 

b«Mi8c) t mmK Lxmmfc&m&m&njfcifemm t LT#fc 0 nmr 

(DMSO-d 6 ) 8 : 1.52-1.78 (2H, m), 3.46 (2H, t, J = 7.7), 3.82 (2H, t, J 
= 6.4), 7.02-7.38 (2H, m), 7.73 (1H, dd, J = 1. 8 and 8.8), 7.78-7.97 (2H, 
m), 8.10-8.30 (3H, m), 8.49 (1H, dd, J = 2. 6 and 8. 8), 8.55 (1H, s), 
8.95 (1H, d, J = 2. 2). 

20c) 3- (6-^ P P-2--7~:75V^) X/Uft^/U-N--? cn^/K^P \f/VT % > 

Wfc®\20b) -<?#7h2-[N-[3-(6-^ P u-2-~}"7^/U) t°/^]-N- 
[ (2, 4-v»~ f p z? ^ ~jV] 75/] mm^-^fr h H»!ll8d) t mM 

fcVXMmfc&m$:W:M&%kMi(82%) b lt#fc D NMR (CDC1 3 ) 8 : 1.28 (3H, 
t, J = 7. 2), 2.00-2.20 (2H, m), 3.27 (2H, t, J = 7. 5), 3.61 (2H, t, J = 
6.8), 4.18 (2H, s), 4.21 (2H, q, J = 7. 2) , 7.61 (1H, dd, J= 1. 8 and 
8.8), 7.88-8.00 (4H, m), 8.25 (1H, d, J = 8.8), 8.38-8.55 (3H, m). 
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20d) 2-[N-[3-(6-^ g ^/U7^=.^n t:VH-N-[[l-(4-t:° V 

;V) -4- M°s< V i?M # ;V^}V\ T^Jl ffc^ 

^^^hmMmi8e) tmm^\^xmmit^(.6i%)^nti 0 nmr (cdci 3 ) s 

1.23 (1.5H, t, J = 7.2), 1.29 (1. 5H, t, J = 7.2), 1. 65-2.15 (6H, ra), 
2.35-2.60 (0. 5H, m), 2.70-3.02 (2. 5H, m), 3.15-3.32 (2H, m), 3.54 (1H, t, 
J = 6.6), 3.67 (1H, t, J = 7.4), 3.80-3.96 (2H, m), 3.99 (1H, s), 4.10 
(1H, s), 4.12 (1H, q, J = 7.2), 4.21 (1H, q, J = 7.2), 6.64 (2H, d, J = 
4.8), 77.55-7.68 (1H, m), 7.82-8.00 (4H, m), 8.25 (2H, d, J = 5. 8), 8.45 
(0. 5H, s), 8.47 (0. 5H, s). 
jumfttfriM C 28 H 32 C1N 3 0 5 S k LT 
It^t (%) : C, 60.26; H, 5.78; N, 7.53 
(%) : C, 60.28; H, 6. 05; N, 7.63 

N-(2-T 5 y-2-^-^y^^-7^)-N-[3-(6-^ P v -2-1-7 ^/U) X/Uft^/Uy p X2 H° 

M -1- (4- t° y -4- y 2 az£±± % k 

^W!|15-e#fc2-[N-[3-(6-^ a u-2-T7=f-/U) ^/P^^/U^u fc7l/]-N-[[l- 
(4- t° y -4- fcf-< y # A*$~/U] 75/]] (90 mg) , HOBt (25 mg) 

<£>DMF (3 ml)^$^WSC(47 mg) &fa*.lf$m&M.'Vt>*%tBi&it 0 OV^\ 25%T^ 
^-T7k(0. 1 ml) ^tIX.18B#F^ ££>^WSC (47 mg) ^Px.7B#^^MYc 0 ^ 

&JS£jfi(51 mg, 57%) <h LT#fc 0 NMR (DMS0-d 6 +D 2 0) 5 : 1.35-2.00 (6H, m), 
2.50-3.00 (3H, m), 3.20-4.00 (6H, m), 3.78 (1H, s), 4.00 (1H, s), 6.70 
(1H, d, J = 6.0), 6.76 (1H, d, J = 6.0), 7.69 (1H, dd, J = 2. 0 and 8.8), 
7.88-8.02 (1H, ra), 8.05-8.40 (5H, m), 8.57 (0. 5H, s), 8.60 (0. 5H, s). 
juMfttitiW. C^CIN^S • 0. 5H 2 0 1 LT 
ft^C (%) : C, 58.04; H, 5.62; N, 10.41 
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MBM (%) : C, 58.32; H, 5.59; N, 10.23 

N-[3-(6-^ P U-2-±y^7V) 7,}V-fo~)V-7u h°/l^]-N-[2-(4-^&/^ ]) =.jU)-2-^T 
3r y j^/U] -1- (4- 1? V i?/U) -4- H°^< V 7ls7$*y- ^ K 

5 ^SSM15) T'#fc2-[N-[3-(6-^ n n -2-^ 7 ^vl/) ^/kTfwl^P fcT/l/|-N-[[l- 

(4- 1° y -4- y v 5 -^] # T?y] mm t ]) >fr h MMM 

21 tmm\^\^xmmit^ (79%) £#fc Q nmr (dmso-^+dcd 5 : 1.35-2.00 

(6H, ra), 2.55-4.30 (19H, ra), 7.13 (2H, d, J = 6.4), 7.72 (1H, dd, J = 
2.2 and 8. 8), 7.95 (1H, dt, J = 1. 8 and 9.6), 8.10-8.36 (5H, m), 8.61 
10 (1H, s). 

imfttiriW. c 30 H3 5 cin 4 o 5 s i: 

ftjfjjf (%) : C, 60.14; H, 5.89; N, 9.35 
HiPHit (%) : C, 59.86; H, 5.88; N, 9.13 
»M23 

15 N-[3-(6-^ P u-2--T'7^-;V)^J^=-;V^'X2 tf/W]-N-U2-^-^- y-2-(4-H° V ^ 

M * gvKT ^ / ] =^f-AA-\- (4- fc° I) -4- fcT"< U y> ± ^ K 
^*SMl5)Tl#fc2-[N-[3-(6-^ a n-2-^:79Vl/) ^/^^yl/^n t:7k]-N-[[l- 

(4- 1° y i^/w) -4- y v^/p] # /i^tJwi/i r ^ / ] s^ft ^4-75/^ f-tv t° y 

^ £>H»!]21 1 mmfc VXMBih^ (6. 0%) NMR (DMS0-d 6 +DCl) 

20 6:1. 70-2. 40 (7H, m) , 2. 70-3. 06 (2H, ra) , 3. 08-3. 30 (2H, m) , 3. 50-4. 20 

(6H, m), 4.38 and 4.46 (total 2H, each d, J = 6. 2), 6.65 (2H, d, J = 

6.6), 7.13 (1H, d, J = 6.2), 7.15-7.30 (1H, m), 7. 55-8. 00 (5H, ra), 8.23 

(2H, d, J = 6.0), 8.40-8.60 (3H, m). 

7C*^Wfifi C 32 H 34 ClN 5 0 4 S-1.25H 2 0i! LT 
25 tHWg (%) : C, 59.80; H, 5.72; N, 10.90 

H$!Hfi (%) : C, 59.75; H, 5.77; N, 10.90 

MMW24 

2-[N-[4-(6-^ P 7*jVi&~iV-? $ / >f /H-M-ri-(4-fcf U iW-4- 
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24a) 4- (6-^ P P -2-^-7^-^) ^-^-jg^zc^-/^ 

=3rK(0.48 g )cD^^y— /^(20 ml»^4-:/p^|»^/Wl. 07 g)^B^L, 

*ife^(1.41 g, 92%) £ LT#fc 0 NMR (CDC1 3 ) 5 : 1.24 (3H, t, J = 7. 1), 
2.01 (2H, ra), 2.49 (2H, t, J = 7. 2), 3.07 (2H, t, J = 7. 2), 4.13 (2H, q, 
J = 7.1), 7.40 (1H, dd, J = 8. 7 and 2.1), 7.43 (1H, dd, J = 8. 8 and 1.7), 
10 7.66 (1H, d, J = 8.4), 7.68 (1H, d, J = 8.8), 7.72 (1H, d, J = 1.7), 

7. 76 (1H, d, J = 2. 1) . 

24b) 4- (6-^ P ^/I^fr^Ujgj&x^yu 

H»j24a) T?#fc4- (6-^ n P -2-~T 7 ?'jtW&x.?'A'(l. 41 g) (DW&St*- 
?VK20 ml)^^mCPBA(2.38 g) ©g^»^/U(20-ml)«S*^«T Lfc 0 £OM 

15 Sr^a-Cl.5^FM^#jS^?^ N ISfPfili7K*3J:r>«p^7k-e^^ 

^*^»>-k*T*fcSfcLfc„ «^*LTMfB^^l^^ffl»(l.54 g, £ 
*#j) t LT#fc„ NMR (CDC1 3 ) 5 : 1.21 (3H, t, J = 7.3), 1.98-2.13 (2H, 
m), 2.46 (2H, t, J = 7. 1), 3.23-3.30 (2H, m), 4.11 (2H, q, J = 7. 3), 
7.59 (1H, dd, J = 8. 8 and 1.8), 7.87-7.99 (4H, ra), 8.47 (1H, s). 

20 24c) 4- (6-^ g Ezgz±Zg2kj ^/^=-^WiW. 

H$&M24b) -^#7c4-(6-^ P P-2-^-7^/l/) */t-/^/H»r-^/Kl. 54 g) tf» 

fe^»ji2b) t mm\- L-Tmmk&mzm&MvtMi a. 21 g , 83%) t bx#fc D 

NMR (CDCI3) 6 : 1.97-2.15 (2H, m), 2.55 (2H, t, J= 7. 0), 3.27 (2H, t, 
J = 7.6), 7.60 (1H, dd, J = 8. 7 and 1.7), 7.87-7.98 (4H, m), 8.48 (1H, 
25 s). 

24d) 2- [1- (4- V S?/t>) -4- M°^< V ^ZkJ Z g ^ M^A- 

l- (4- tr y *J;v) -4- bf-< U Ky (o. 18 g)3o J; tj«^ y v- ^^^-/i/^ * fvi4£&ii[ 

(0. 14 g) <D^# J — /K6 mD^^TK^v^T y h U £ A (63 rag) SrJP 
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(0.21 g)#fc 0 NMR (CD 3 0D) 8 : 1.33 (3H, t, J = 7.2), 1. 60-1. 95 (2H, m), 
2. 25-2.40 (2H, m), 3.18-40 (2H, m), 3.55-3.80 (1H, m), 4.09 (2H, s), 
4.33 (2H, q, J = 7.2), 4.35-4.55 (2H, m), 7.25 (2H, d, J = 8.0), 8.17 
(2H, d, J = 8.0). 

24e) 2-[N-[4-(6-^ n u-2-^7^;U) / 4 /u]-N-[l-(4-\i° V 

/u) -4- y vVi/j 7^;] mw.^/^ 

^S$|24c) ~e#fc4- (6-^ a u -2r^"7^tV) *A-3fc=/l^g&8& (0. 31 g) <D h/l^ 
W5 ml)SBIS?R-4e^^--/Kl ml)^H^90°C^^2B#^/5^MYc o ^ 

^sr^spft, »$g$£@ m# fitz.mmt^mmm24d) xntz.2- a- (4- tr v & 

)V) -4- fc°-< V T 5 / ] gfflfcx^/i, (0. 25 ^t^V^n fcVPT 5 V (0. 7 

ml) ©tfcft;^ 1/^(20 ml)^«^0^fc o KJS»*lHaT?16l$raa»#S^!:« % 

»»bT«^b^&&&»*(0.13 g, 31%)£LT#fc 0 NMR (CDC1 3 ) 6 : 
1.25 (1.5H, t, J = 7.3), 1.28 (1. 5H, t, J = 7.3), 1.35-1.96 (5H, m), 
2. 02--2. 28 (2H, m), 2.45 (1H, t, J = 6.4), 2.73 (1H, t, J = 6.4), 2.80- 
3.02 (2H, m), 3.30 (1H, t, J = 6.8), 3.33 (1H, t, J = 6.8), 3.80-4.05 
(2H, m), 3.88 (1H, s), 3.91 (1H, s), 4.14 (1H, q, J = 7. 3), 4.21 (1H, q, 
J = 7.3), 6.60-6.70 (2H, m), 7.59 (1H, dd, J = 1. 8 and 8.8), 8.20-8.32 
(2H, m), 8.77 (1H, s). 
7tmft%rW. C 28 H 32 ClN 3 0 5 Si: bT 
ff-#fjt (%) : C, 60.26; H, 5.78; N, 7.53 
MfflM (%) : C, 60.01; H, 5.22; N, 7.33 

N-[4-(6-^ D ^/U^^uy^-/W\-l-(4-if V S?/k)-4-tf*<!J 

25a) 4-(6-^ P H^zllZ±Zk) 2£^~j!k^~t/¥L § > hV 
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tert-y^KO. 75 g) CO h/^>-(3 ml)SSSS^ b U :7/l^P@^(3 ml) Mx. 

^u-c2B#r^^^Mfc 0 h^^Mx.mmmmm, mmm^^^^mx. 

*fmbfc^Sr 6^UTMIB<b^^M# 1 tt H B H (0.72 g, 93%) <H#fc 0 NMR 
5 (CDCl 3 +DMS0-d 6 ) 5 : 1.70-1.95 (4H, m), 2.75-3.05 (2H, m), 3.10-3.30 (2H, 

m), 7.61 (1H, dd, J = 1. 8 and 8.8), 7.85-8.10 (4H, m), 8.20-8.60 (3H, 
bs), 8.46 (1H, s). 

25b) N- [4- (6- ? P P -2--j- Z f2k) g E^g£/±J Z 1" (4- b° U -4- 

y ^yr^y 

10 »M25a) ^?#fc4- -2-^7^-/1^) ^/t^^/I/^v^T 5: ^ hV 7 

P (0. 41 g) 33 «fc tfl- (4- tT !J -4- if^< JJ K ^ (0. 18 g)©^^/- 

/Kio mi)SSR^M.t?**'fk;vTy ia 5 f> y # a (77 mg ) ^nx.> 2Bmfr 
% MYc 0 £j$ffi£r«ffi L xmBtoK* U CHP-20^7 7 a t-iit, 

/ — ^/^Jg^^ UTMIB-f^^Sr^^^ (0. 19g, 41%) £ LT# 
15 fc D NMR (CDCI3) 5 : 1.20-1.45 (2H, m), 1.45-1.68 (2H, m), 1.70-1.98 (4H, 

m), 2.56-2.75 (1H, m), 2.63 (2H, t, J = 7.0), 2.80-3.00 (2H, m), 3.12- 
3.25 (2H, m), 3.70-3.86 (2H, m), 6.63 (2H, d, J = 6. 6), 7.59 (1H, dd, J 
= 1.8 and 8.8), 7.83-8.00 (4H, m), 8.24 (2H, d, J = 6.6), 8.47 (1H, s). 
7iMft%t\U C^CIN^S • 1. 25R,0 1 LT 
20 IHMIC (%) : C, 59.99; H, 6.40; N, 8.74 

MUM (%) : C, 59.93; H, 6.15; N, 8.57 

N-[4-(6-^ P P-2-j-7^-^)^/^^/^^/W]-N-[l-(4-tf U -^7^-4- v? 

25 ^(i#!j25b) -C#fcN-[4-(6-^ P n-2-'T'7 ^/V^s=./Vf^-;V\-l- (4-tT V 

-4- y i^VT ^ > (O. 1 1 g) O ^ p p t£;V A (8 ml) Me^Tk^i^ ^ n n 
^^/^(O. 2 ml)43 h y ^JVT 5: V(0. 15 ml) ^Px.30^^^iffc#, 
M^ML2^ra^^MTc 0 S^^mWTKTT/^ytt,!: LfciL t&fe^ 
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mHh&mamz*' v * 9 ^-emm vTmmk&m%mms* (0. 12 g , 

93%) t LT#fc„ NMR (CDCI3) 5 : 1.21 (3H, t, J = 7.0), 1.30-1.82 (8H, 
m), 2.70-2.98 (2H, m), 3.07 (2H, t, J = 6.7), 3.18 (2H, t, J = 7.5), 
3.80-4.20 (3H, m), 4.10 (2H, q, J = 7.0), 6.63 (2H, d, J = 4.8), 7.59 
(1H, dd, J = 2.0 and 8.8), 7.90-8.00 (4H, m), 8.25 (2H, d, J = 4.8), 
8.44 (1H, s). 



7zMft%Yi% C 27 H 32 C1N 3 0 4 S • 0. 25H 2 0 1 LT 
ff^-fjt (%) : C, 60.66; H, 6.13; N, 7.86 
USHB (%) : C, 60.59; H, 6.08; N, 7.84 

WM27 

3- (6-^ p p -2--r y gvvp ^ /t^ ^wf - [ l- (4- tf y -4- y 2lg£f 

27a) 3- (6-^ P P-2-j-7^^)^-^-7 p P tf 5^ 

HIMld)"C?6-^ p ht7^ V^(6. 3 g) > T ? V /V&t^/X' 

(2. 9 g) 33 «t t>* MJ x.f-A'T 3: V (0. 9 ml) ©8^3^71^(75 ml) $£?£«:^ifrT?2. 5 

m&mfc(8.88 g, 98%) £ LT#fc 0 NMR (CDC1 3 ) 8 : 2.68 (2H, t, J = 7.4), 
3.27 (2H, t, J = 7.4), 3.68 (3H, s, OMe), 7.39-7.48 (2H, m), 7.65-7.71 
(2H, ra), 7.74-7.77 (2H, m). 

27b) 3-(6-^ g X2-2--i~-7^-M^;Vfo~;v7u If&l^gt 

mmm27a) -?#fc3- (6-? P P -2-r-7^}V) J-Jrrfxi IfX-^m* (8. 88 g) 
£30%ii^fbfc|?f7R(6 ml)(D^(60 ml)^^30^3S^ bfc^ jftfiKS^(6 ml) 
^Ri> $ h 1211. 5B#Pb131^ bfco KJES?RS:7kT?«r3R LT#fffl LfcifcSS&^Bu 

W^^bTMI2'fb#^(8.20 g, 87%)&#fc 0 NMR (CDC1 3 ) 6 : 2.82 (2H, t, J 
= 7.5), 3.248 (2H, t, J = 7.5), 7.60 (1H, dd, J = 2. 0 and 9.0), 7.91- 
7.97 (4H, ra), 8.47 (1H, s). 
27c) 1- (4- tf V -4- 1°^< DFy h K?y> 
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i-(4-b?y ^/uM-t^y Kv(i.76 g)<D* si-iis mDmm^t K^v^ 
— 7KfP#J(l ml)S:JD^.gaa-eiNFRl36*#fetf^to U *y 

^/I/-e^fl-UTMfBjt:^^^^(L76 g, 92%) i LT#fc 0 
NMR (CDC1 3 ) 5 : 2. 50 (2H, t, J = 6. 2), 2.61 (2H, t, J = 6. 2), 3.54 (2H, 
t, J = 6.2), 3.63 (2H, t, J = 6.2), 4.99 (2H, bs), 6.60 (2H, d, J = 6.6), 
8. 27 (2H, d, J = 6. 6) . 

27d) 3-(6-^ n n-2-r~7?-/U) ^;^^;l/-N'-[l-(4-t: a y y^)-4-bf-< V *?M 

mMm21b) -e#fc3- (6-^ n n -2-r-7j-;V) 7,;vfr~;vy°u tr^l^gfe (0. 3 g) *5 
«fcl*H0Bt( 0.17 g) CDDMF (6 ml)^R— WSC(0. 3 g) SrJPx. 1 H*raa»tfflHffc„ O 

v ^\ HJfeM27c) T*#fc l- (4- bf y -4- DKy tK7^y (o. 19 g) & 

U mmmz.* ? / — /Kio ml) *5j;t*BBft«>. 2 ml) SrJn^^^lS'fhv'T / 
{5 5 h U A (0. 15 g) SrJ0x.fc„ MM.-? 4 NfW^#JS^#, 3Ni£g|-?pHl 
i: LCHP-20# =7 AtiH bTSIBf b^SrgfeHfe^ (9o m, 16%) £ LT#fc G 
NMR (CD3OD) 5 : 1.65-1.95 (2H, m), 2.20-2.24 (2H, m), 2.80 (2H, t, J = 
6.6), 3.16-3.40 (2H, m), 3.71 (2H, t, J = 6.6), 3.75-4.00 (1H, m), 4.32- 
4.52 (2H, m), 7.24 (2H, d, J = 7.2), 7.66 (1H, dd, J = 1. 8 and 8.8), 
7.90-8.20 (3H, m), 8.15 (2H, d, J = 7.2), 8.57 (1H, s). 
jtWj$tf\\% C^KjgClN^S • HC1 • 2. 75H 2 0 • 0. 2MeOH t t"C 
ft^jt (%) : C, 49.28; H, 5.76; N, 9. 91 . 
HSiMtt (%) : C, 49.44; H, 5.91; N, 9.62 

3-(6-^ P u-2-i~y^/U) ;*/Uafrsyl-N-7* gvW£ -[1- (4-tf V S?/U)-4-fcN< U g£ 
1- (4- fcf y -4- b?-< y K V (0. 36 g) <D * # J —JV (7 ml) WMc * =f-;V t K 

7^^(0.2 mi) &Mx.24mmfr%mj£tc&, Bj^&tim&ffiirfto mmmzh 

/U^^Mx., ttTmmtmirlta — ^ I^M27b)^#fc3-(6-^nn-2-^:7 
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J-jU)X/U7fr~sUy>v\i o 3-^m(0.3 g)*3«ttJ«HQBt(0. 17 g) ODMF (10 ral)^^ 

wsc(o.3 g )eRiii»^Wc^ %u<o\i h^^^iu^mmx-mm^ 

5 /Kio mi) ^»#UT*?&Tfc7K*ft:vr y e 5**^- b v v a (o. 15 g) %tox.m. 

y ttin u bfcM^r^ * / —/^Mx.xmm ltchp-2o# v j±xmm 

i^xmmit^^mM^MMio. 16 g, 32%) £: LT#fc D NMR (CDC1 3 ) 6 : 
0.90-1.15 (2H, m), 1.55-1.74 (2H, m), 2.75-3.20 (5H, m), 2.99 (3H, m), 
10 3.48-3.72 (4H, m), 6.72 (2H, d, J = 6.6), 7.53 (1H, dd, J = 2. 2 and 8.8), 

7.88-8.16 (4H, m), 8.12 (2H, J = 6.6), 8.52 (1H, s). 
TC^^If fit C 2 4 R, 7 C1N 4 0 3 S • 0. 5H 2 0 1 LT 
ft^jjl: (%) : C, 58.11; H, 5.69; N, 11.30 
MMiU (%) : C, 57.85; H, 5.85; N, 11.49 

15 

3- (6-^ p p-2-^-7^-/^) f/WN' -[1- (4-fc° ]) V 

^^M27d)-C#fc3-(6-^ n n-2-^-^^^)^/^^/WN'-[l-(4-t°y i^/l^)- 
20 4- y v^P] /n/N'yt K7^ K (0. 18 g) (D €m (2 ml) ^$C&£36%*/I^ V ^ 

(0.2 ml)^Px.l00°C^5B#^^^MYc o £0»£ift!ts INtR^-J" b y !7AtK 

!> Atm aii u v- y # <7V^# chp-2077 ?j»xmm LTJtifB 

^#^^r^fe^*(85 mg, 40%)£LT#fc o NMR (CDC1 3 ) 5 : 1.50-1.84 (2H, 
25 m), 1.85-2.25 (2H, m), 2.50-2.90 (5H, bs), 3.10-3.40 (2H, m), 3.52-3.72 

(1H, m), 3.64 (2H, t, J = 6.6), 4.15-4.36 (2H, m), 7.15 (2H, d, J = 7.6), 
7.66 (1H, dd, J = 2. 2 and 8.8), 7.88-8.16 (7H, m), 8.54 (1H, s). 
TtWAffiiU C 24 H 27 C1N 4 0 3 S • HC1 • 1. 5H 2 0 1 LT 
ff^ffi; (%) : C, 52.36; H, 5.68; N, 10.18 
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MMU (%) : C, 52.52; H, 5.78; N, 10.06 

5 30a) 4-^ fvl^T ^ I -l-(4-tf y \f^< V 

1- (4- 1° y i?/k) -4- !J K> (0. 88 g) 33 J; t>^ ^vUT 5 >mmm. (0. 37 g) 
7 ^ 7 — /l^(10 ml)«^g^(0. 34 g) &lN?Lfcm, AMit^T J U 5 if-?" h V 

v a (o.34 g)^m^m.xm^m^m^tL 0 msmzmmu mmmzwykm 

10 h y ^A-C^m^ ^^^5feLTMfBfb^^Mfe»^ 

(0.96 g, 5£S#J) £ LT#7c 0 NMR (CDC1 3 ) 5 : 1.22-1.50 (2H, m), 1.90- 
2.10 (2H, m), 2.47 (3H, s), 2.51-2.70 (1H, m), 2.84-3.02 (2H, m),3. 75- 
3.92 (2H, m), 6.66 (2H, d, J = 6.6), 8.25 (2H, d, J = 6.6). 
30b) 4- (6-^ p p -2-1- y ±Ad X ^ EZk± £ ±A^r [ 1- (4- bf fl %?M -4- bf 

15 ^<y ^]7>y7^ K 

HJgM24c)-e#7c4-(6-^ p P-2-^"7^^)^7^^/^^(0. 16 g)33«fcT* 
HOBt (80 mg) CQDMF (5 ral)^^WSC(0. 15 g) ^P^lH#^^#MYc#, HiS^J 
30a) Tl#7t4-7< <??V7 % 7 "I" (4-bf V *JM t?-< y 1/ (0. 12 g) ^P^MTM 

B#raa>#iM;fcc DMFSr©*biN7KBfeft:^ h P ^AtK«TT/^ y tti: UfcfU 
20 SRxf/PTJiait, ttfflaSrfiSiAjiDjc-eife^, #l*«iH-MJ^A-e*a!* 

$£b h b(0.22 g, 90%) £ LT#fc 0 NMR (CDC1 3 ) 8 : 1.55-1.90 (4H, m), 2.00- 
2.25 (2H, m), 2.45-2.74 (2H, m), 2.79 (3H, s), 2.82-3.02 (2H, ra), 3.34 
(2H, t, J = 7. 2), 3.88-4.05 (2H, ra), 4.52-4.80 (1H, m), 6.65 (2H, d, J = 
25 6.6), 7.59 (1H, dd, J = 1. 8 and 8.8), 7.80-8.00 (4H, m), 8.26 (2H, d, J 

= 6.6), 8.47 (1H, s). 
jcMftVrfa. CACIN^S-O. 1H 2 0£ LT 
ff^jf (%) : C, 61.55; H, 5.83; N, 8.61 
(%) : C, 61.44; H, 5.70; N, 8.76 
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HJiM3i 

4-(6-^ n n-2-t 7f ^;l/-N-y f ;WN-[1- (4- e y -4- !) Z? 

MMM27h) T?#fc3- (6- ^ n n -2-i~ 7 =^/u) x z=.jv? u \fHr £ X*M 

Mfflzoa) -e#fc4-y ^ast % / -i- (4- 1° y ^) t°-< y b ^mM30b) t m 

MlZlsXmmik'&yoiO. 12 g, 60%)£#fc o NMR (CDC1 3 ) 6 : 1. 50-1. 95 (4H, 
m) , 2. 70-3. 08 (4H, m) , 2. 83 (3H, s) , 3. 58 (2H, t, J = 7. 9) , 3. 80-4. 10 
(2H, m), 4.46-4.72 (1H, m), 6.65 (2H, d, J = 6.6), 7.60 (1H, dd, J = 1. 8 
and 8.8), 7.80-8.00 (4H, ra), 8.26 (2H, d, J = 6.6), 8.49 (1H, s). 
jtW^U C 24 H 26 C1N 3 0 3 S • 0. 2H 2 0- 0. lEt 2 0 1 LT 
fUMI: (%) : C, 60.67; H, 5.75; N, 8.78 
MWM (%) : C, 60.69; H, 5.72; N, 8.88 

Hi£M32 

4-(6-^ D U-2-^yf-7V) X/U7is~/U-}i-?i ^-/P-N-[l-(4-b° y y^)-4-bV<y g£ 



»M31"C#fc4-(6-^ v v-2-~r~7?-M ^^^^;WN-^ f-/WN-[l- (4- 1° ]) 

-4- tr«< y vW] 5 K<£>y * y 4N^fk7K^o^ 

#fc„ NMR (CD 3 0D) 5 : 1.40-2.00 (4H, m), 2.50-3.40 (3H, m), 2.85 (3H, 

s), 3.65 (2H, bs), 4.00-4.70 (4H, m), 7.15 (2H, bs), 7.55-7.75 (1H,. m), 

7.85-8.30 (6H, m), 8. 56 (1H, s). 

7tW£%T\U C 24 H 26 C1N 3 0 3 S • HC1 • 2. 75H 2 0 1 bT 

ff^fjt (%) : C, 51.66; H, 5.87; N, 7.53 

MWttM (%) : C, 51.59; H, 5.79; N, 7.48 

»M33 

2-[N-[3-(6-^ p P-2-^^^P) ^;VT^=-;V^fu t:°^/^]-N-[l-(4-b° V -J;V)- 
4- tf^ y T g / ] ji^vU 

H WJ24d) "C#fc2- [ 1- (4- fc° y v>/P) -4- y 7^y] Bt-gfcn^yi/ i n 
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J£M27b)-e#fc3-(6-^ n p -Z~~T7=5-;V) X/Uft^/u^ti t°$->mfrbmMM 
30b) tWim^'LXmm'it^^m^m^t LT#fc 0 NMR (CDC1 3 ) 8 :1.23 and 
1.27 (3H, each t, J = 7. 3), 1.25-2.00 (5H, m), 2.70-3.17 (4H, ra), 3.50- 
3.65 (2H, ra), 3.70-4.10 (2H, ra), 3.87, 3.93 (2H, each s), 4.13 and 
5 4. 18 (2H, each q, J = 7.3), 6.58-6.72 (2H, ra), 7.55-7.65 (1H, m), 7.80- 

8.00 (4H, m), 8.20-8.34 (2H, m), 8.49 (1H, s). 
ji>mft$tiU C 27 H 30 C1N 3 0 5 S • 0. 55H 2 0 1 LT 
fflfji; (%) : C, 58.54; H, 5.66; N, 7.59 
MWHW. (%) : C, 58.27; H, 5.77; N, 7.87 

io MMfim 

3- [N-[3-(6-y p u-2--rz7j-M7.;l'~fc—7V7x2 h°^/l^]-N-[l-(4-b:°3J 

4- tf ^ V -J/V\ T * 7 1 ^^-^zc^/k 

34a) 3-[l-(4-b° V -4- H°^< V ^17^ J ~7u fc 0 tyjxf;v 

1- (4- fc° y -4- 1°-< y K V (0. 88 g) t j3 -T 7 =■ i^^vl^ ^ x/l/^^ 
15 (0. 93 g) ^bHmM24d) £ bTMfe'fk^ (1. 44 g, 2r#fc„ NMR 

(CDC1 3 ) 5 : 1.26 (3H, t, J = 7.1), 1.28-1.55 (2H, ra), 1.88-2.08 (2H, ra), 

2.51 (2H, t, = 6.4), 2.64-2.85 (1H, m), 2.85-3.05 (4H, m), 3.50-4.00 

(1H, bs), 3.75-3.92 (2H, ra), 4.15 (2H, q, J = 7.2), 6.66 (2H, d, J = 

6.4), 8.23 (2H, d, J = 6.4). 
20 ^ffi$l34b) 3-[N-[3-(6-^ p p -2--?- 37 ^ylQ x/ufc^/uyyi 

(4- V -4- H°^< V *?M T % 7 ] ^°P t'j-^m^/l/ 
HMM27b) T?#fc3-(6-^ P P -2--T 7?-;V) ^jV^^/V^u t°^-^(0. 30g) \t 

mt^-^(2 ml)^Px.90 o C}'f*^»lB#^^^Mfc o b/^V^n^M^ 

m \^xmc.mm^^MMms4a) xmt^-u- (4- 1° y -4- t?>< y sm/i r ^ 

25 yyu t°^-^rc^-/i/(o. 2g)i: v 5 ^ 7 tVP^^T 5 1/ (0. 4 ml) (Dffifc* 

^1/^(20 ral)^—^Px.7K^TlB#^^^M\ S&lcM^I^W^jl^ 

m&is y # ^ ^ t lh-2o# =7 j*r*mm ^xmmk&m&m&B^ (45 mg , 

8%)£LT#7c 0 NMR (CDCI3) 5 : 1.22 and 1.28 (3H, each t, J = 7.0), 
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1.50-2.00 (5H, m), 2.35-2.60 (2H, m), 2.72-3.08 (4H, m), 3.32-3.68 (4H, 

ra), 3.70-4.20 (4H, m), 6.58-6.74 (2H, m), 7.61 (1H, dd, J = 2. 2 and 8. 8) , 

7.80-8.05 (4H, ra), 8.20-8.40 (2H, ra), 8.49 (1H, s). 
TbBfttifW C 28 H 32 C1N 3 0 5 S • 0. 5H 2 0 1 tt 

ft^jt (%) : C, 59.30; H, 5.87; N, 7.41 

(%) : C, 59.38; H, 5.61; N, 7.51 

2- (6-^ p u-2--f-y^-M =f-/u-a-[i- (4- ti° y z?m -4- tf*< y 1? 

35a) 2- (6-^ p n -2-^-7^/1^) f^f^T* gZk 

HiSMld) "X:1#fc6-^ n n -2-p< 7°h-t-^^l/^(1.95 g)©7<^y —7^(40 
ml)«^^MJ!>^^ h=3ri/K(0.81 g) ^Dx. 10^^ Miffed :/p^ 

^^^/Ki. 14 mi)^tix.^i.-e2H^^#MYc 0 ^f»^^>* n zm&mmu 

3Ni»-CpHl i: LfcfIL ^^^7UT*ttffl Lfc tttfcS^^rlgfO^TKT^^ *s 



^^f-^^Bx.^^LfcMIB'fh^^fefe^(0.91 g, 34%) atlfe, $ 
W-Ri^l^g^MIB^^^ffl^i: LT#fc c NMR (CDC1 3 ) 6- : 3.72 
(3H, s), 3.75 (2H, s), 7.42 (1H, dd, J = 2. 2 and 8.8), 7.49 (1H, dd, J = 
2. 2 and 8. 8) , 7. 64-7. 85 (4H, m) . 

35b) 2- (6-^ P P gy> 

^iSM35a) T?#fc2- (6-^ P P -2-T ~7 ^vU) (2. 6 g) frb MMM 

24b) tmmfcVXMmfc&m&m&MiMi(2.5, 84%)i:LT#fc 0 NMR (CDC1 3 ) 
8 : 3.70 (3H, s), 4.21 (2H, s), 7.60 (1H, dd, J = 1. 8 and 8.8), 7.90- 
8.00 (4H, m), 8.51 (1H, s). 
35c) 2- (6-^ P P-2-j-^^/P) X/U7isz=./UWtM 

HISM35b) -?#7c2-(6-^ p P-2--^^^) XjUfc=./lsm$£* ^VK2. 45 g) 

bmmm2b) tmM^vxmmk^%m&ffigk(2.25 g , 93%)^ut#/c 0 nmr 

(CDCl 3 +DMS0-d 6 ) 5 : 4.20 (2H, s), 7.59 (1H, dd, J = 2. 2 and 8.8), 7.90- 
8.05 (4H, m), 8.54 (1H, s). 
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35d) 2-(6-^ P xi-2-~r7?-;V) 9vI^-N-[l-(4- 1° V i^7V)-A-\f 

Hi£#ij35c) T?#fc2- (6-^ n a -2-^ 7 ^vu) */U3fc ^/Vgffll ^^J30a) T*# 

fc4-^^T^ y-i-(4-t°y $w tv<j; v^^bnii^b) ir^^LTMia 

-fb^fcSrilfet&fti: Itifc. NMR (CDC1 3 ) 5 : 1. 60-2. 00 (4H, m), 2.81, 

3.02 (3H, each s), 2.82-3.16 (2H, m), 3.88-4.20 (2H, m), 4. 34 and 4. 41 

(2H, each s), 4.45-4.75 (1H, ra), 6.60-6.76 (2H, m), 7.59 (1H. dd, J = 

2.0 and 8.8), 7.90-8.00 (4H, m), 8.25-8.36 (2H, ra), 8.49 (1H, s). 

^.mftffim C^KaCl^OgS t tT 

ff^g (%) : C, 60.32; H, 5.28; N, 9.18 

MWHM (%) : C, 60.17; H, 5.25; N, 9.19 

»M36 

N-[3-(6-^ P T.jV'fc^-jV-J'xi fcVl/j-N-^ gvWj^ [ 1- (4- \f V I? 

7l^)-4-t: 0 ^IJ v^] »U7 

^JSM34c) -e#fc4-(6-^ p p -2-^- X/U&~/umm(0. 31 g) i: h V ^ 
^SUT^^(0.15 ml)(D h^^^(lO ml)mW^T-Ji^J~7^~JV-fc^~fcy 
(DPPA) (0. 22 ml) &toZ-^U-V15ftmfr%Ul£ fcge, 110°C^1. 5B#P H 1/0^MYc o 
TrtBMk, HJ£$l30a) -?#fc4-^ f-A^T 5 / -1- (4- bf V JJv'y (0. 2 g) 3o 

J;tK!£<fb 7^1^(8 ml) ^Ux.^M-r?3^^^#M-i?fc 0 ^WSrW^U 1N« 

/u/mm^/i'frbw&M! vxmm^^M^M (o. 27 g , 53%) t lt#tc 0 

NMR (CDCl 3 +DMS0-d 6 ) 5 : 1.54-1.75 (4H,m), 1.87-2.08 (2H, m), 2.67 (3H, 
s), 2.80-3.04 (2H, m), 3. 20-3. 42 (4H, m), 3. 88-4. 05 (2H, m), 4. 24-4. 50 (1H, 
m), 5.58(1H, t, J = 5.8), 6.67 (2H, d, J = 6.6), 7.60 (1H, dd, J = 1. 8 
and 8.8), 7.82-8.02 (4H, m), 8.22 (2H, d, J =6.6), 8.47 (1H, s). 
TumfttifiM C 25 H 29 C1N 4 0 3 S i: LT 
ft^t (%) : C, 59.93; H, 5.83; N, 11.18 
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MfflM (%) : C, 59.71; H, 5.86; N, 11.09 

N-[3-(6-^ P U -2-7-7 f-M ^/U^JU^2ktMz2^ ^VWf-ri-(4-fcT V 

HSiM27b)-e#fc3-(6-^ P v-2-~r7^-jV)^;Vfr^;v7u t°Jr>mtmiMM 
30a) -C#fc4-7< T'/l'T 5 J -1- (4- fc° y fcT^ y £ ^»J36) £ L 

TMIB^-a-^^^^i! UT^#fc 0 NMR (CDC1 3 ) 6 : 1.52-1.75 (4H, m), 
2.67 (1H, m), 2.67 (3H, s), 2.80-3.05 (2H, m), 3.36-3.50 (2H, m), 3.68- 
3.82 (2H, m), 3.87-4.0 5(2H, ra), 4.24-4.50 (1H, m), 5.34 (1H, t, J = 
5.7), 6.65 (2H, d, J = 6. 6), 7.61 (1H, dd, J = 1. 8 and 8.8), 7.85-8.00 
(4H, m), 8.26 (2H, d, J = 6. 6), 8.47 (1H, s). 
jm^m. C 24 H 27 C1N 4 0 3 S£ LT 
^%\% (%) : C, 59.19; H, 5.59; N, 11.50 
HS'Hjt (%) : C, 58.95; H, 5.77; N, 11.46 



3- [ (4-^ PP7i ^ ^-/UX/Uft^M-N-J ^VU-N- [1- (4- faT V ~4~ 

38a) 3- (4-^ P P7x=;V) * ^7^^r7u M'^r^m^^/V 

3-* >VU 7°Y7 > u \f^r>m^ <?-n> (1. 26 g) t 2NtK^^ b 3 7 J**MWt (5. 5 
ml)(D^7 /K20 ml)^^^b4-^PP-<^vvWL61 g) ^PxL^MX?20B# 

(2.01 g, 82%) t LT#fc D NMR (CDC1 3 ) 5 : 2.51-2.72 (4H, m), 3.69 (3H, 
s), 3.70 (2H, s), 7.28 (4H, m). 

38b) 3-(4-7 p p 7x^;V) * ^-}V7,;Vfo~;v7'v- t'^r^M* ^~JV 

H»U38a) t?#f^3-(4-^ p n7x^) * JV^^T* ^ ^/^hM 
W!j24b) t WIMfc VXMm4k&yo&M& X) ^JtftiH (90%) t LT#fCo NMR 
(CDC1 3 ) 8 : 2.84 (2H, t, J = 7.4), 3.20 (2H, t, J = 7.4), 3.74 (3H, s), 
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4.26 (2H, s), 7.39 (4H, s-like). 

38c) 3- (4-^ P p y^^/]/) p( ^•jUTs/UTfr^/Uy'ti \£Or^Wk 

^JS#!l38b) -C#fc3-(4-^ p ^ ^-;V7,;V&=-;V7~ 'p \£j>rl/W.* 

(2.04 g)tm$m(3 ml)<D=^(20 ml)»^14B#^31^ Lfcm> £OS$i%7k-e. 

$j£r&S&$HfciS(1.71 g, 88%)£LT#fc 0 NMR (CDC1 3 ) 6 : 2. 89 (2H, t, J = 

7.1), 3.21 (2H, t, J = 7.1), 4.26 (2H, s), 7.39 (4H, s-like). 

38d) 3- [ (4- g P P Z g BZk) ^ /t^ft BZk] -N- 7 gvWjz [ 1- (4- h° U - 

10 »M38c)-t?#fc3-(4-^ PP7x=/V)^f;W;V*^7 P a fc^VgfefcHJfe 

M30a) -tr#7t4- 7 ?V>T 5: S -1- (4- fc° V $W ]1 v^#> b »M30b) £ IH^jH 
^LTMIB^^^Mfetf^(48%) bT#7t 0 NMR (CDC1 3 ) 6: 1.63-1.79 
(4H, m), 2.79-3.03 (7H, m), 3.29 (2H, t, J = 6.8), 3.93-4.02 (2H, hi), 
4.30 (2H, s), 4.65-4.74 (1H, m), 6.67 (2H, d, J = 6.5), 7.41 (4H, s- 

15 like), 8. 27 (2H, d, J = 6.5). 

jmfttfttU C 2 l H 2 6 N 3 0 3 SCI t b X 

tf^lt (%) : C, 57.85; H, 6.-01; N, 9.64 

MWM (%) : C, 57.56; H, 6.07; N, 9.68 

20 3- [ (2' -i/T 7 -4- If 7 ^ * ^-}V7,jVfc~tV\ -N- * =f-JV-^ [1- (4- ]) - 

4- V i£/t/j zfns^l/T 5: K 

39a) 3-[ (2' -v-T J -A-\f7^=-M * J-fl^-tf] 7" P b°^-^7 gvt; 

H3*«38a) t mmK isTmmk&to&m&mvtvo t Lt#fc, nmr 

25 (CDCI3) 5 : 2.56-2.64 (2H, m), 2.71-2.79 (2H, ra), 3.70 (3H, s), 3.80 

(2H, s), 7.40-7.55 (6H, m), 7.61-7.69 (1H, ra), 7.77 (1H, dd, J = 0. 9 and 
7. 5). 

39b) 3-[ (2* -i/TS -4-tf J =f-;V^;V^^;V\ ~?u g^yj^ ±J^f 

H;&»9a) -C#7c3- [ (2' -v-T J -4- bf 7 s. * <f-AS?*#] ^P tt^Wt* 
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/isfrhmmm24b) tmm^ \^xmm^m^m^m^(79%) t lt#^ 0 nmr 

(CDClg ) 6 : 2.86 (2H, t, J= 7.4), 3.27 (2H, t, J = 7.4), 3.74 (3H, s), 
4.36 (2H, s), 7.44-7.72 (7H, m), 7.79 (1H, dd, J = 1.4 and 7.6). 
39c) 3-[ (2' -v'T 7 -4-tf g ^— M * ±X^Uft=jUy7v \f^Wt ' 
5 H«U39b) -e#fc3-[(2' -iyT J -4- fcT!7 * ^/^) 7 ^P \£$rls 

^frbmm&mc) t am\z. \*xMfcn&vo&m&B& l m%) t tx#fc 0 

NMR (DMS0-d 6 ) 6 : 2.72 (2H, t, J = 7.4), 3.35 (2H, t, J = 7.4), 4.65 
(2H, s), 7.54-7.68 (6H, m), 7.78-7.95 (1H, m), 7.98 (1H, dd, J = 1. 2 and 
7.4). 

10 39d) 3-[(4-^ P P-<y v'/k) f /WN-[l-(4-h° |) yyP)-4-fc°^ 

MMW39c) -e#fc3-[(2' -v^T / -4- tf 7 * ~/U) 7 ^/^/P/Jn^^] t°^-^ 
1ft t ^IJfe0»|3Oa) T#fc4-y ^VU-T 5 y -1- (4- fc P U V itffrh MMM 

30b) tmm\c ^xmmik&m&m&feMi ti,x%tz. 0 nmr (cdci 3 ) 5 -. 

15 1.63-1.88 (4H, m), 2.80-3.03 (7H, ra), 3.37 (2H, t, J = 7. 2), 3.95-4.01 

(2H, m), 4.40 (2H, s), 4.62-4.79 (1H, m), 6.66 (2H, d, J = 6.5), 7.44- 
7.53 (2H, m), 7.61-7.72 (5H, m), 7.79 (1H, d, J = 7.6), 8.27 (2H, d, J = 
6. 5). 

Ttm^m. C 28 H 30 N 4 0 3 S£ LT 
20 tUfr-fiS (%) : C, 66.91; H, 6.02; N, 11.15 

MMiW. (%) : C, 65.44; H, 5.96; N, 10.51 

3-1(6-? p n-2-jry^jv) ^ ±jU2Jk2&=^kh$L£ 5V^-N-[l-(4-fc°y iWt±Z 
25 b°^y 2/Jd2^H£!ZZ § K 

40a) 3-[(Hon -2-?- 7 gVlQ /> gvl^ ^l2lg y fvk 

3-^ /f/n t°^-^^y 5Vk £ 2-^ o n -6-^ P p 7 f;l^7^ 
(Haydock D. B. et. al, Eur. J. Med. Chem. Chim. Ther. , 1984, 19, 205) 
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(CDClj ) 8 : 2.52-2.73 (4H, ra), 3.67 (3H, s), 3. 87 (2H, s), 7.42 (1H, dd, 
J = 1.8 and 8.6), 7.51 (1H, dd, J = 1. 6 and 8.4), 7.69-7.80 (4H, m). 
40b) 3- [(6-^ P ^J^ZiJ^MEi ^k] ^M^M2Lf2k 

HJfiM40a) *C#fc3-[ (6-^ D P -2-^7^/1^) * <?Af$r\ ~fn hf^i/gM ^/l/ 
/^ib«$]24b) £ l^ttiC LTMfBfb^&iS#,ftIi(43K) £ LT#fc 0 NMR 
(CDCI3 ) 5 : 2.83 (2H, t, J = 7.4), 3.23 (2H, t, J = 7.4), 3.72 (3H, s), 
4.44 (2H, s), 7.47 (1H, dd, J = 1. 8 and 8.8), 7.57 (1H, dd, J = 1. 4 and 

8.4) , 7.79 (1H, s), 7.83 (1H, s), 7.85-7.90 (2H, m). 

40c) 3- [(6-^ g n-2--yy=f-jv) ^ ; f-/u^/U7^^/u']y p x=i \f^r>Wt 

H»j40b) ~e#rc3-[ (6-^ p n-2-t7f;W) f^M^]^n fcT^-^ife 

NMR (DMS0-d 6 ) 8 : 2.65 (2H, t, J = 7.4), 3.33 (2H, t, J = 7.4), 4.72 
(2H, s), 7.54-7.62 (2H, m), 7.93-8.03 (3H, m), 8.08 (1H, d, J = 1.8). 

40d) 3-[ (6-^ p Hzgz±Zg2k) ^ gvk^Zk^Zkl-Nz^ ^v^-N-[l-(4-tf y g£ 

-4- tf^ y -7° P % K 

H^M40c) T?#fc3-[ (6-^ P P.-2-^-^^/k) p< ^vl^/Wjfc^/l/] t°^-^^ 
i: H^M30a) -e#fc4-7« 5 / -1- (4- bf JJ t°-< y -yl/fr bH»J30b) 

£Ptlt£LT®fBfl^^&M&eiIM71%)£ LT#fc„ NMR (CDC1 3 ) 5 : 1.67- 
1.76 (4H, ra), 2.78-2.85 (5H, ra), 2.91-3.13 (2H, m), 3.32 (2H, t, J = 

7.5) , 3.93-4.14 (2H, ra), 4.48 (2H, s), 4.67-4.76 (1H, m), 6.73 (2H, d, J 
= 7.0), 7.47 (1H, dd, J = 2.0 and 8.8), 7.60 (1H, dd, J = 1. 4 and 8.2), 
7.79 -7.84 (3H, m), 7.93 (1H, s) , 8.22 (2H, d, I = 7.0). 

jm^mt. C 2 5 H 2 8 N 3 0 3 SCI h LT 

ff^jt (%) : c, 57.85; H, 6.01; N, 9.64 

MfflM (%) : C, 57.56; H, 6.07; N, 9.68 

3-[N-[3-(6-^ P U-2-~r7j-jV) X/Uifr^/U-^'u H 0 ^-^-/^]-N-[l-(4-h° y vVt/)- 
Ala) 4-(2-J^ h3c*/$>j>Vi£~;U^;v)T ^ 7-l-fc°^y v^^/l^V^tert-:/ 
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4-^-^y-i-t^y ^^^7/^^^tert-^^/^(i.99 g) t ^-r^yif^ 

^X7-/um.MW.(1.69 g)©^ 9 J — 7V(50 ml) ^^^(1.2 g) Sr^fcflL tR 

fe?WI£l(2.8 g, 93%)£LT#fc 0 NMR (CDCl 3 ) 6 : 1.2-1.45 (2H, ra), 1.23 
(3H, J = 7. 2), 1.45 (9H, s), 1.80-2.00 (2H, m), 2.40 (1H, br s), 2.58 
(2H, t, J = 6.4), 2.60-2.90 (3H, ra), 2.98 (2H, t, J = 6.4), 3.95-4.15 
(2H, m), 4. 16 (2H, q, J = 7.2). 

41b) 3-[N-[3-(6-^ P Hzgz±2 '^2klZi2^=^k^B tf^-^/^]-N-(l-tert-^ 

H5&#!l27b) ~e#fc3-(6-y n n -2-^:7^-^) ^/i/^/K^n t°^-^(0. 15 g) 
i: 3- (1-tert-^ h*^*^^Sl/-4-\?^ X) ^) T 5 J fc^V^^ (0. 2 
g) OTHF(10 ml)^^r 5 ^f^t^fc^, ^4-(4, 6-v 5 ^ h ^-1, 3, 5- b V 
T i? M -4-7 "f-JV^/V^. y ~ K (DMTMM : Kunishima, M. et. al, 
- Tetrahedron, 1999, 55, 13159) (0. 15 g) 3 ?liffc 0 

5>f;V-Z) ^ A-eftMb-CMIB-f b^£rMfe^7fc(0. 28 g, 96%) £ LT#fc 0 NMR 
(CDC1 3 ) 8 : 1.15-1.35 (5H, m), 1.45 (4. 5H, s), 1.48 (4. 5H, s), 1.50- 
1.80 (2H, m), 2.35-3.05 (6H, m), 3.35-3.80 (5H, m), 4.00-4. 40 (4H, m), 
7.54-7.68 (1H, ra), 7.88-8.0 0(4H, m), 8.48 (1H, s). 

41c) 3-[N-[3-(6-y p n-2-f-y^7V) b°^-^/^]-N-[l-(4-b° ]) 

HJIM41a) -e#fc3-[N-[3-(6-y n V-2-*r~7f')V) X/Ufc^/U^V t°^/k]- 
. N- (1-tert-y b dr;/^;l/*=;W4- fcf^ y v 5 /!/) T 5 7 ] y°n fc^^oe^/i/ (l. 57 
g ), h^xy(2 ml)fcj;tJ«MJ7;^nSi(4 ml) ©JB^MfoSraa&T? 1 B#f?0/5> 
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;VT 7^=1—7^(30 ml), 4-7*n^ fc°y v^4^^(0. 58 gX ^y/ntV^f 

/vr ^ (7. 8 g) eoi4 8 b#p b im« bfc 0 a«£iiff ^it-?- h y 

5 ^I^M-fe^*(0. 44 g, 29%) t LT#7c 0 NMR (CDC1 3 ) 8 : 1. 22 and 1. 28 (3H, 

each t, J = 7. 0), 1.50-2.00 (5H, m), 2.35-2.60 (2H, m), 2.72-3.08 (4H, 
m), 3.32-3.68 (4H, m), 3.70-4.20 (4H, ra), 6.58-6.74 (2H, m), 7.61 (1H, 
dd, J = 2. 2 and 8.8), 7.80-8.05 (4H, m), 8.20-8.40 (2H, m), 8. 49 (1H, s). 



10 HHM42 

4-(6-^ p ^-7l^-N-[l-(2-^ =f-;V-4-\f ]) i?/U)-4- 

y y?- >y\ ^ K 

42a) 1- (2-^ f;W4- fc° y vvlQ -4- !) H> 

Y^mmM.— 7Kfn^l(1.53 g) t4-^nn -2-^^-71/ t°y (1.-27 g) 

^^feH#:(0.89 g, 47%)i:LT#/c 0 NMR (CDC1 3 ) 5 : 2.49 (3H, s, Me), 
2.56 (4H, t, J = 6.3), 3.74 (4H, t, J = 6.3), 6.54-6.61 (2H, m), 8.23 

20 (1H, d, J = 5.8). 

42b) 4-^ =f-}VT % ls-l-(2-* ^71^-4- V -J;V) ]} *Jls 

^M42a)^#fcl-(2-^^7l/-4-t°y vVt-) -4- tf y K^(0.96 gK . 40%t< 5^ 
AT 5 >7kmm (1.6 g) & <fc XFBm (0. 86 ml) (D * $> J —;V (10 ml) M^7k?£T> 
7km<k IsT J U 5 b y V ^ (0. 47 g) (D * $ J (5 ml) Mm$:ffiT Lfc D ^ 

25 j»£rO°CT?i. 5B#P^>#M«:^ im\^yr J U 5 m-T h V $ ^ (o. 47 g) Srii 
^PLT^M-C1.5 0^^#^Yc o SJ£3£«r»BE*lfcU ^^^S^tK^P 
X-£*Si# y W7U-# y ttjc LTTHF-etttiJ Lfc 0 SmjRSr^TKfiltSI^^^ 

&%d$:mM&mVt ! &(l.O g, 97%)£Lfc#fc 0 NMR (CDC1 3 ) 5 : 1.30-1.48 (2H, 
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m), 1.92-2.02 (2H, m), 2.44 (3H, s), 2.47 (3H, s), 2.54-2.70 (1H, m), 
2.84-2.98 (2H, m), 6.49-6.54 (2H, m), 8.14 (1H, d, J = 6.0). 
42c) 4-(6-^ P u-2--ry^7U) ;*/U7fr:=./WN-pt f ;l^N-[l-(2-^f /M-b° V 
;V) -4- \f^< V *J~M K 
5 HffiM27b) -C#fc3- pp ^/Vt^/I^p fc^i/^ (0.45 g) N 

HJSM42b) -C#fc4-7< 'f'JVT % ^-l-(2-^ f;W4-t' p ^) y (0. 41 
g)*3j;t>T)MTMM(0.56 g)CDTHF(50 id)»S?fitl 6B#IK)&>#$gi?fc„ KJ&?£ 

10 y^7 3s^MUTMfB^^^Mfe^*(0.30 g, 38%) i: Lt#fc, NMR 

(CDC1 3 ) 6 : 1.52-1.95 (4H, m), 2.50 (3H, s), 2.75-3.15 (4H, m), 2.84 
(3H, s), 3.50-3.65 (2H, m), 4.45-4.80 (1H, m), 6.50-6.65 (2H, ra), 7.60 
(1H, dd, J = 2. 2 and 8.8), 7.90-8.00 (4H, m), 8.20 (1H, d, J = 6.4), 
8.45 (1H, s). 

15 TcSt^rfC C 2 5 H 2 8 CIN3 0 3 S • 1. 75H, 0 1 tt 

ft#<fjt (%) : C, 58.02; H, 6.13; N, 8.12 
MWM (%) : C, 57.77; H, 5.96; N, 8.08 

20 2-(6-^ p P-2-j-7^-/^)^7^^/^-N > -[l-(4-h°y i^/t^Ti? h 

43a) 2-[(6-^ P P-2--j-7^7^)^/1^^^7l^Ti?^ : -^]^/W^v ? ^^ tert-^^ 

HJi#!l35c) -e#fc2-(6-^ p P-2-^-7^/P) ^/M^/l'fl&i: ^/W^v^yi 
25 tert-^/^^HJ6^l42b) i PIESfc UTJBiafb^fc**l63lt* (82%) t LT#fc 0 

NMR (CDCl 3 +DMSO-d 6 ) 6 : 1.46 (9H, s), 4.19 (2H, s), 7.07 (1H, bs), 7.56 
(1H, dd, J = 1. 4 and 8.8), 7.80-8.05 (4H, m), 8.62 (1H, s), 9.65 (1H, 
bs). 

43b) \2-(G-# P T2-2-^-yf-M^^^^T± hi K7 K 
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Ja) T?#fc2- [(HPP-2-t7 f-M X /Vfc ~/^T *7-M % /W* v 5 > 
^tert-^MO. 6 g), nl)*iJ:Vb JJ7/Utn|^(l ml)(Bjft£*> 

-vma^xmrnvft-wmotr^m.^ tKml ^mvxmmit^(o.^i g, 93%) 

£r#7c 0 NMR (DMS0-d 6 ) 6 : 3.34 (2H, bs), 4.30 (2H, s), 7.72 (1H, dd, J 
= 2.2 and 8.8), 7.95 (1H, dd, J = 2. 0 and 8.8), 8.10-8.35 (3H, m), 8.58 
(1H, s), 9.38 (1H, bs). 

43c) 2-(6-^ P P-2--j-^^-^)^.7^AN^/I^-N , -[l-(4-b: o y v^)-4-fc°^y i?M 

HJIM43b)T?#fc[2-(6-^ p p-2-^!75Vp) ^Wft~/^Ti? b] fc K7v? K<b 

1- (4-t°y ^k)-4-t°^y K^(0. 10 g)<D^#/— /U(10 ral)^^^r8B#^nli3S 
^bfc 0 ^^/-/Kio ml)i:@tBfe(0.2 g)«rJH;fcfc.o tR^T^tK*^ 

v-t / fa o m-f- v y ^ a (o. 2 g) srjn*., $ b \z.m^v 1 6 mm^m^ti 0 & 
f&m%mi. mmm\^^iMx.mmmxmt\,tz. 0 tt»£^u chp- 

2 O^7^A-e|tMLTMIB'fb^^^i>*(0. 19 g)£LT#fc 0 NMR (DMSO- 
d 6 ) 8 : 1.20-1.55 (2H, m), 1.70-1.90 (2H, m), 3.00-3.30 (3H, m), 3.90- 
4.20 (2H, m), 4.50 (2H, s), 7.18 (2H, d, J = 7. 4), 7.74 (1H, dd, J = 2. 2 
and 8.8), 7.98 (1H, dd, J = 1. 8 and 8.4), 8.10-8.35 (5H, m), 8.61 (1H, 
s). 

55* #WHB C 2 2 H 2 3 C1N 4 0 3 S • HC1 • 1. 75H 2 OtLX 
ff-^fjt (%) : C, 50.14; H, 5.26; N, 10.63 
HMC (%) : C, 50. 10; H, 5.25; N, 10.58 

2- [(6-^ p P-2-^-7^-^)^/^^/^]-N , -^^/WN , -[l-(4-fc:°y iW-4-t^ 
Hife^ij43c) -e#fc2- (6-^ a P -2-^ yf-M ^/l^c^-N' - [1- (4- fc° V - 

4-t°^y ^]r-fe b t k?s? kp6^^M29) t mm\z ^Tmmfc-hM%m&ffi 

(36%) £ LT#/c D NMR (CDC1 3 ) 8 : 1.30-2.05 (4H, ra), 2.61 and 2.69 
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(total 3H, each s), 2.70-3.00 (3H, m), 3.75-4.00 (2H, m), 4.11 (1H, s), 
4.32 (0. 5H, d, J = 14), 4.75 (0. 5H, d, J = 14), 6.60-6.72 (2H, ra), 7.44 
(1H, dd, J = 1.8 and 8.8), 7.80-8.05 (4H, m), 8.25 (1H, bs), 8.48 and 
8. 51 (total 1H, each s). 
5 7um&$fi$: C 2 3 R, 5 C1N 4 0 3 S • 0. 75H 2 Ot LT 

If^jS: (%) : C, 56.78; H, 5.49; N, 11.52 
UPKB (%) : C, 56.91; H, 5.43; N, 11.74 
»M45 

4-[N-[3-(6-^ P P-2-^-^^/I^) X/UTfr—jU-J'u b°j-=;i/]-N-[l-(4-fc°!Jv ; ;l/)- 

io 4- v t ^ 1 1 mm^/is 

45a) 4- [ 1- (4- g V ^ -4- bf^< y v^t/) T g 7 ] gy^J-gyP; 

1- (4- 1° y v^V) -4- JJKyi: 4-T ^ / fg^^vKMlit^ 6? H»!l30a) t 

mm^i,xMmk&%&MM&mVi^(85%) kvxn± 0 mm (CDCi 3 ) 5 : 1.13 

(3H, t, J = 7.2), 1.15-1.50 (2H, m), 1.60-1.90 (4H, m), 2.25 (2H, t, J = 
15 7.3), 2.45-2.90 (5H, m), 3.60-3.80 (2H, m), 4.01 (2H, q, J = 7.2), 6.44- 

6.60 (2H, ra), 8.05-8.20 (2H, ra). 

45b) 4-[N-[3-(6-^ P p-2-^-^^/P) ^/V^^/^p b°^-^^]-N-[l-(4-t: 0 ]) 

¥M -4- ^ y zaz] mm^/v 

Hi&M27b) -e#fc3-(6-^ n v-2-1-7?-;v) ^/M^/i^n t 0 tyiiHlM 
20 45a) T*#fc4- [ 1- (4- fcf P v^) -4- fc^< y *?AS\ 7 5/ Bfflfcn^Vl'3&» £> HJ6M42b) 

^IHa^bT®fB^^^^fe^(13%) £ LTifco NMR (CDC1 3 ) 8 : 1.26 
(1. 5H, t, J = 7.0), 1.27 (1.5H, t, J = 7.0), 1.55-2.00 (4H, m), 2.20- 
2.40 (2H, m), 2.75-3.05 (4H, m), 3.07-3.30 (2H, m), 3.50-3.68 (2H, m), 
3.70-4.20 (6H, m), 4.22-4.50 (1H, ra), 6.60-6.75 (2H, m), 7.59 (1H, dd, J 
25 =1.8 and 8.8), 7.85-8.05 (4H, m), 8.20-8.35 (2H, m), 8.50 (1H, s). 

TKmfttitm C 2 9 H 3 4 C1N 3 0 5 S • 0. 5K, 0 h LT 

(%) : C, 59.94; H, 6.07; N, 7.23 
MMiW. (%) : C, 59.96; H, 6.12; N, 7.47 
H»J46 
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2- [N- [3- (6- g n P -2-^- 7 gvl^ ^ /Vifr ~jV7 P b^^/H -N- [ 1- (4- M° V i?M - 
46a) 2-[l-(4-b°U SVl<)-4-br^3J ^/l^lT ^ J V^O^/l^ 

l- (4- 1° y v^p) -4- y Kvi 2-r 5: / ^/i^/w^ ^ y^<i/*j;vm£M. 

frhmmmwa) t mm\z ^xmmfc&m&m&mvtmim) t bT#fc 0 nmr 

(CDC1 3 ) 6 : 1.20-1.60 (2H, ra), 1.85-2.00 (2H, m), 2.60-3.00 (5H, ra), 
3.29 (2H, q, J = 5.4), 3.70-3.90 (2H, ra), 5.11 (2H, s), 5.20 (1H, bs), 
6.65 (2H, d, J = 5. 2), 7.30-7.40 (5H, m), 8.24 (2H, d, J = 5.2). 
46b) 2-[N-[3-(6-^ P v-2-1~7^M ^/Ut^=.;V^x2 

H5EM27b)-e#fc3-(6-^ p u-2--r-7J->V) \i°^-^mkMMM 

46a) -e#fc2-[[l-(4-t°]; v^M-fc^y -J}V\T 5 7 if^^7;W^ V^O-v* 
/l/^fe»M42b) ^[IftfSI^ LTMfBfb^#£^M£*(9%) £ LT#fc 0 NMR 
(CDC1 3 ) 6 : 1.40-2.00 (4H, m), 2.70-3.10 (4H, m), 3.10-3.65 (6H, m), 
3. 70-4. 70 (3H, m), 5.06 and 5.10 (total 2H, each s), 5.20-5.40 (1H, m), 
6.50-6.75 (2H, m), 7.20-7.40 (5H, m), 7. 50-7. 65 (1H, m), 7.85-8.00 (4H, 
m), 8.20-8.36 (2H, m), 8.48 (1H, s). 
TumfttitiU C 3 3 H 3 5 C1N 4 0 5 S • 0. 5H 2 0 b IT 
fh^jt; (%) : C, 61.53; H, 5.63; N, 8.70 
MMM (%) : C, 61.66; H, 5.64; N, 9.00 

HifeM47 

3- [(4-\?7 ^->^-N-[l-(4-h°y -4- fcV< P v7H ~f 
47a) 3-(4-7 ? P^^^^/^)^-^-^ P P jf^m^^^ 

'fh^Sr*ifeft^(97%) k Lt#fc„ NMR (CDC1 3 ) 8 : 2.62 (2H, t, J = 7.4), 
3.15 (2H, t, J = 7.4), 3.69 (3H, s, Me), 7.22 (2H, d, J = 8.5), 7.42 (2H, 



WO 02/06234 PCT/JP01/06148 

120 

47b) 3- (4- If 7 zc—M^ir-fxi \f^ri^m 

HJfeM47a) -e#fc3-(4-^P^E-7cc^/l-)^^n \?JrZ/m.* f-/H2. 75 g) „ 7 
*=/W$5ift(1.7 gK ZMKSH-MJ »>A7K«(40 ml):Jo«fct>W b^V^i' 
(DME) (20 ml)<D^^^T^^'V#|g^,T^30^5Smbfc o MUCfcifU. 
Th7^(M) 7cc^/^^^/)^7^«>A(0.29 g)»X.2.5Bf H 1il^L^ 0 

Kft;#»SraiaSfe DA/M-ttid. 64 g, 64%) £ LT#7c 0 NMR (CDC1 3 ) 5 : 2.71 
(2H, t, J = 7. 3), 3.20 (2H, t, J = 7. 3), 7.28-7.60 (9H, m). 
47c) 3-(4-tf7^^/I^)^/^^/^P \f%-l/& 

mM&H7b)X~%ti3-(4-K*Z7^~sU)7-3-y'v t"^-^(0.52 g)£30% ii^TK 
*7k (0.4 ml)®9i«fe(5 mD^Srl^KaS^L^, *SrJPitT*fWU^:«fc»ft > 
^StLfc 0 mm^^/^^^frbW^Mi^XMm4b&yd(0.3l g, 53%) 
'.fco NMR (CDC1 3 ) 8 : 2.08 (2H, t, J = 7.6) , 3.43 (2H, t, J = 7. 6), 7.46- 
7.54 (3H, m), 7.59-7.64 (2H, m), 7.78 (2H, d, J = 8.4), 7.97 (2H, d, J = 
8. 4). 

47d) 3- [ (4- hf y ^ 7 jVifr z=.AA -N- * f;WN- [ 1- (4- h° V j?M -4- V 
H*fiM47c) Tl#fc3- (4- tf 7 s =/!✓) -jV~?xi hT^lfe £ »M30a) "C# 

fc4-7< ^ y -l- (4-hr y y zt^frbmmmwb) t mm?, i^xmm 

fc-g*%M&@#:(33%) t LTifc. NMR (CDC1 8 ) 5 : 1.61-1.92 (4H, m), 
2. 74-3. 03 (7H, m) , 3. 54 (2H, t, J = 7. 7) , 3. 85-4. 05 (2H, m) , 4. 57-4. 72 
(1H, in), 6.64 (2H, d, J = 6.5), 7.44-7.55 (3H, m), 7.58-7.64 (2H, m), 
7.79 (2H, d, J = 8.4), 8.00 (2H, d, J = 8.4), 8.26 (2H, d, J = 6.5). 
TcmfrtirU C 26 H 29 N 3 0 3 S'0. SRjO^ tT 
th^jt (%) : C, 66.58; H, 6.36; N, 8.96 
MflfM (%) : C, 66.65; H, 6.14; N, 8.99 
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48a) 5-t 

5-;* b^rv^i/y ^(Barker P. et al, Synthetic Communications, 
1989, 19, 257) (3. 95 g) h t° V ^^^(8. 7 g) ^^^^180°Cm 5f$|R 
^#MYc 0 S^Sr*"?^ U lN^T^ttKl LT^3i^/H?ttm b7c 0 

y # 9 j»-?mm i^xmm^^mn^m^ (2. 93 g , 87%) £ lt#tc 0 

NMR (CDC1 3 ) 8 : 4.88 (1H, s, OH), 6.67 (1H, dd, J = 2. 2 and 0.7), 6.81 
(1H, dd, J = 8.8 and 2.5), 7.01 (1H, d, J = 2.5), 7.35 (1H, dd, J = 8. 8 
and 0.7), 7.59 (1H, d, J = 2. 2). 

48b) 5-(N, N-i^ ^yl^^TJ/W^^/lQ Jr^y^Z/^/y g -y 

H»j48a) "C#fc5-t KB y ^(2. 93 g) N ^{bv^ fA^ttA' 

^t(5.4 g)*5 e fclj«l,4-v f rif^v'^n[2.2. 2]^"^^^(4.9 g) % DMF(6 ml) \C 

u ^ y * ?as% v^mm vxmm^^mn^m^ (4. 8 

g, ^S^})^LT#7t 0 NMR (CDCI3) 5 : 3.38 (3H, s, Me), 3.48 (3H, s-, 
Me), 6.76 (1H, dd, J = 2. 2 and 0.8), 7.00 (1H, dd, J = 8. 8 and 2.6), 
7.27 (1H, d, J = 2.6), 7.49 (1H, d, J = 8.8), 7.64 (1H, d, J = 2.2). 
48c) 5- (N, N-v^ 5VM7/W^^f M J-^-^yV-y^ is 

HJ&M48b) t?#fc5-(N, N-vM <f-jV=f-j>rl> >Vs^J ;V) ^v^OyV y y (4. 4 
g) &250-260°C W/^V#B^T8B#P H 1/$^ SUffcfK U # *f}V% y J»X*mM 
LT, B8Bfc^4fc&*«fefetfo&(1.7 g, 39%)^LT#7c 0 NMR (CDC1 3 ) 6 : 
3.07 (6H, m, Me 2 N), 6.76 (1H, dd, J = 2. 2 and 1.4), 7.40 (1H, dd, J = 
8.5 and 1.8), 7.52 (1H, d, J = 8. 5), 7.64 (1H, d, J = 2. 2), 7.76 (1H, d, 
J = 1.8). 
48d) 5- * /Kfr 

Hife0!!48c) -C#7c5- (N, N- ^/t^/W^^f /U) y^^yy* 77^(1.7 g) t 
Tkmik* V V A (3. 3 g) (D* ? J -7^(33 ml)^Sr3. 5H#F^5S^ bfc D frfem* 
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/^7A^*»»LTffilBfb#te*«fetttMfe(1.12 g, 97%)£LT#fc 0 NMR 

(CDCI3) 8 : 3.54 (1H, s, SH), 6.69 (1H, dd, J = 2. 2 and 1.2), 7.25 (1H, 
5 dd, J = 8. 4 and 1.8), 7.39 (1H, d, J = 8.4), 7.58 (1H, d, J = 1.8), 7.61 
(1H, d, J = 2. 2). 

48e) 3-(5-^y-/77- M^^^n bT^VBM ^-/W 

msM48d) t?#fc5-^ ;vu 7 B b^yy77>^7^y /i^m* ^-/^ & mmm 
27a) tmmKvxmmik^%mm&mvtm(85%) t lt#/c 0 nmr (cdci 3 ) 

10 8 : 2.60 (2H, t, J = 7.3), 3.14 (2H, t, J = 7.3), 3.67 (3H, s, Me), 

6.74 (1H, dd, J = 2. 2 and 0.6), 7.37 (1H, dd, J = 8. 8 and 1.8), 7.45 (1H, 
d, J = 8.8), 7.63 (1H, d, J = 2.2), 7.70 (1H, d, J = 1.8). 

48f) 3-(5-^>-y^ 2 ^Zk) ik^B ¥Lz£yWk* gvk: 

HMM48e) l?#fc3- (5-^^^ 7 7 -/^) ft^P t°^^^^ H^J 
15 24b) ^^^bTMIB^^^^^^(91 0 /o) i: LT#fc D NMR (CDCI3) 8: 

2.78 (2H, t, J = 7. 7), 3.47 (2H, t, J = 7.7), 3.62 (3H, s, Me), 6.92 (1H, 
dd, J = 2.4 and 0.8), 7.68 (1H, d, J = 8.5), 7.80 (1H, d, J = 2.4), 7.86 
(1H, dd, J = 2. 0 and 8.5), 8.23 (1H, d, J = 2.0). 
48g) 3-(5-^^>/ 7 Z^k) ^/Ms—zt^P \f^r^m 
20 HJ6M48f) -e#fc3-(5-^^y^^^/I/) ^;^^;v/n \f^rly^ ^/TsfatbM 

JSM40c) i:l^#^bTMIB^%(76%)%#fc 0 NMR (CDC1 3 ) 6 : 2.80 (2H, t, 
J = 7.5), 3.45 (2H, t, J = 7.5), 6.92 (1H, dd, J = 1. 2 and 8.6), 7. 68 
(1H, d, J = 8.6), 7.79 (1H, d, J = 2.2), 7.86 (1H, dd, J = 2. 0 and 8.6), 
8.23 (1H, d, J = 2. 0). 
25 48h) 3-(l-^yy'7 7^-5-^ M g /Ms ^/P-N- ^ f;l/-N- [ 1- (4- b° U V7V-) -4- 

HWj48f) T?#fc3- (5-^^y'7 7 ^;V^s=.;V^u H°Jr^^h MMMSOa) 

-e#/c4-^ 'fsi'T =• y -1- (4-t 0 y ^) y ^^hmm^mh) t mmK tt 

MS2{b^^M^e^(36%) t LT#7Co NMR (CDC1 3 ) 6 : 1.58-1.89 (4H, 
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m), 2.77-3.03 (7H, m), 3.53 (2H, t, J = 7.8), 3.91-3.99 (2H, m), 4.52- 

4.72 (1H, m), 6.65 (2H, d, J = 6.6), 6.92 (1H, d, J = 3.2), 768 (1H, d, 

J = 8.7), 7.80 (1H, d, J = 2.0), 7.88 (1H, dd, J = 8. 7 and 2.0), 8.24- 
8.32 (3H, m). 

5 jum^mU C 2 , H 2 5 N 3 0 4 S • 0. 25^1?- > t LT 

fHM£ (%) : C, 62.85; H, 6.40; N, 9.36 
MWM (%) : C, 62.64; H, 6.56; N, 9.05 



10 3-(5-^<Vy'77^^)^/^^/WN-p<^/WN-ri-(2-^ f/M-fc^^-^t 0 

t?#fc4-^ t-ast 5: y -i-(2-y ^-4-tr y v»/u) y bH;»j30b) t p 

m\z\^xmmk&m&M&nM(2i%) t \^xmc 0 nmr (cdci 3 ) s : 1.59-1.78 

15 (4H, m), 2.44 (2. 3H, s), 2.47 (0. 7H, s), 2.74-2.98 (7H, m), 3.53 (2H, t, 

J = 7.9), 3.91-4.03 (2H, m), 4.62 (1H, m), 6.49-6.56 (2H, m), 6.92 (1H, 
d, J= 1. 7), 768 (1H, d, J = 8.4), 7. 80-7. 90- (2H, m), 8.16 (1H, d, J = 
5.8), 8.24 (1H, d, J = 1. 7). 
TumfttitiU C 2 3 H 2 7 N 3 0 4 S • 0. 3H 2 0 1 LT 

20 WrWiU (%) : C, 61.81; H, 6.22; N, 9.40 

HMflt (%) : C, 61.69; H, 6.47; N, 9.43 
«#!50 

4-(6-^ P Vj-2--ry^-7^) X/Ufr^/U-N-^ ^-^-N-[l-(2-y V %?;V)-A- 

25 Wfc$\21b) T?#fc3-(6-y u n-2-^7^-71/) ^/l^^/l^o t°^-^(2. 2g)© 

dmf(io mi)^--7K^T> wsc(2. i g) m^orcx^m^m^t^ $mm 
42b) -e#fc4-y ^/i>r ^ >--i- (2-y ^-yp-4- 1° y z?/u) t°-< y $?v (1. 52 g ) <d 

DMF(5 ml)^^Px.^i.T18BtrB^^MYc 0 f^£^M*U 
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(4 mi)^n^^#Mfc^, mm*m^xmmi\&m%:m&mmi.m g, 

46%) £ LT#fc D NMR (DMS0-d 6 ) 6 : 1.45-1. 80 (4H, m), 2.45 (3H, Me), 
2.64-2.73 (3. 5H, m), 2.86-2.94 (1H, m), 3.05-3.40 (3H, m), 3.59-3.69 (2H, 
m), 4.20-4.54 (2. 5H, ra), 7.03-7.13 (2H, m), 7.74 (1H, dd, J = 2. 2 and 
8.6), 7.97-8.03 (1H, ra), 8.08-8.27 (4H, m), 8.66 (1H, s). 
jtMfttitiU C 2 5 H 2 8 N 3 0 3 SCI -HC1 • 0. 5H 2 0-0. 2Et0Ac t LT 
f^fiS (%) : C, 56.43; H, 5.80; N, 7.65 
HflMf (%) : C, 56.45; H, 5.77; N, 7.75 
»$J51 

2-[N-[3-(6-^ P b°^-^/l^]-N-[l-(2-^^-/^-4-b° 

V -4- U T ^ 7 ] ^c^^/W^ ^ ^tert-^/l- 

51a) 2- [ 1- (2- ^ ^-/U-4- b° U vvk) -4- y T^/ /W* ^ 

^*SM42a) T?#fel-(2-7 ^-7^4-t° y -4- fc°-< y £ 2~T ^ / ^JVjj 

A"* ^ >^tert-^/^^«M30a-) £ |^#^ LTMSBtel^#?£|^«^ 
(98%) £: UT#fc 0 NMR (CDC1 3 ) 6 : 1.27-1.41 (2H, ra), 1.45 (9H, s), 1.92- 
1.97 (2H, ra), 2.44 (3H, s), 2.63-2.97 (5H, m), 3.18-3.26 (2H, ra), 3.48 
(1H, m), 3.79 -3.86 (2H, m), 4.93 (1H, br s), 6.43-6.55 (2H, m), 8.14 
(1H, d, J = 5.8). 

51b) 2-[N-[3-(6-^ p u-2-'Ty^'/V) ^/l^ft^/t^P b°^-^/k]-N-[l- (2- 7 g; 
/U-4-K° y -4-fc^< y T 5: 7 ] J^vtofr/W* ^ ^tert-^/^ 

^S#ij27b) "C#fc3-(6-^ n n ^/l^^/l^n tf^V^ %W&\ 

51a) -e#fd2- [1- (2-p< f;W4- fc° y vVW) -4- 1°^< ]) *J;V\ 7^7 :^^Vl/# /W* 5: ^ 
^tert-^/^^»M30b) ^|^a(-bTMfSfb^S:te^ j ^(i6%) i; LT# 
fc 0 NMR (CDC1 3 ) 6 : 1.40 and 1.45 (9H, each s), 1.81 (3H, br s), 2.44 
arid 2.47 (3H, each s), 2.84-3.05 (4H, m), 3.17-3.28 (4H, m), 3.54-3.64 
(2H, m), 3.87-4.38 (3H, m), 4.75-4.90 (1H, m), 6.47-6.55 (2H, ra), 7.58- 
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7.64 (1H, m), 7.95-7.98 (4H, m), 8.15-8.22 (1H, m), 8.50 (1H, s). 
7Z>mft$tW C 3 1 H 3 9 C1N 4 0 5 S • H 2 0 1 UTT 
ft^jt (%) : C, 58.80; H, 6.53; N, 8.85 
MBM (%) : C, 59.03; H, 6.31; N, 8.72 

mmM52 

N-(2-Ti?^/^T ^ / J^/I^)-3-(6-^ P u-2-j-^^/U) ^/k7jN^/U-N-[l-(2-7< 
^-/V-A- \f V -4- V -7u;^T?i K 

MMffl51b) T?#fc2-[N-[3-(6-^ D U-2-T7^-;\s) P./^-juy'u 
N-[l-(2-^^7l^-4-t 0 IJ i^M-tr-^y vVl^T ^ 7 3 ^/V#/W^ ^tert- 
^/l/(0. 13 g), hV 7/^ag^Sfe(4 ml)*5j;t^ h/^^(5 ml) ©jg-^feSr^M 

-e2B#p H ^^Mfc^, Rjts»c*«ffiaMtbfco nm%^mt^^-^(xo mine 

U f y ^fvr ^ ^ (o. 21 g) £ MtKH^ (o. li g) ^n^M-C30#f B ^^ 

&fcU 3WB*«r^y*^*7A-^«a4U «IB{b^»Sr^@fl:(0. 10 g, 
85%) £ LTifc. NMR (CDC1 3 ) 5 : 1.52-1.85 (4H, m), 1.92 and 2. 01 (3H, 
each s) , 2. 45 and 2. 47 (3H, each s) , 2. 80-3. 06 (4H, m) , 3. 30-3. 34 (4H, 
m), 3.55-3.62 (2H, m), 3.83-4.03 (3H, m), 6.29 (1H, br s), 6.48-6.56 (2H, 
m), 7.59-7.64 (1H, m), 7.79-8.00 (4H, m), 8.15-8.22 (1H, m), 8. 50 and 
8. 53 (1H, each s) . 

ju^frtirW. C 2 8 H 3 3 C1N 4 0 4 S • 0. 5H 2 0 • 0. lEtOAc t LT 
3HMtt (%) : C, 59.33; H, 6.10; N, 9.74 
MWliU (%) : C, 59.20; H, 6.26; N, 9.51 
MJMM53 

N- (2-T § / "3- -2-i~y^M X;U7fr—/U-N- [1- (2- 7 f;H- 

53a) 2- [l- (4- try sw-4-tN<y vMZ § Z^gvk^kdl^ >-Mtert-y^/U 

1- (4- 1° y -4- fc?-< J K^i 2-T 5 / ^f-ZV-ft ;Vs* % Vgfetert-:/^-/^ 
^M30a) ^^^LTMIBfb^Sr^fe*^(93%) £ tt#fc 0 NMR 
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(CDCI3) 5 : 1.25-1.50 (2H, m), 1.45 (9H, s), 1.90-2.05 (2H, m), 2.65- 
3.05 (5H, m), 3.15-3.30 (2H, m), 3.75 -3.92 (2H, m), 4.91 (1H, br s), 
6.60-6.75 (2H, m), 8.20-8.28 (2H, m). 

53b) 2-[N-[3-(6-^ P Hzgz±Z±^ ^/Wfr—Z^P fc e ^-^7k]-N-[l- (4-tf ]} 
5 -4-fc°^ V T ^ y\^;Vjj/V/< * ismtert-^/U 

H*&M27b) T?#/h3-(6-^ p n-2--Ty^-;V) ^/I-t^/I^p fc°^-^(0. 3 g) t 
MMfflMa) t?#7c2- [ 1- (4- 1° ]) *?M -4- \f>< V *?M T^S rc^yiofc /W< * vgfe 
tert-^/l/(0. 37 g) (DTir b ~ h V ;U(30 ml)Me— WSC(0. 3 g) &fy*_ s MUX 

i6B#f^#MYc 0 Rmm^mm, mm-rhv^^mmxT^^m^vtcW:, 
10 mm^^xmm, temm*m&$m-rhv ^j^x^lt^ mm^^L-tc^ 
mmm^m.m^ v # 9 at«i vxmmit-B-m (0. 34 g , 56%) 
(D ^ ^ ^orjs \cm v ^c 0 

53c) N-(2-T 5: I Z-^/V) -3- (6-^ P P^-^^Vl-) ^>/^^/k-N-[l-(2-^ 

15 HJfeM53b) t?#/c2-[N-[3-(6-^ P ^-2-^-^^) ^/I^cx/K^n fcf^/l/]- 

N-[l-(4-t° V vvP)-4- fc°^ y vvKl T ^ 7 ] ^ ^tert-:/^-/!^ 

«$j25a-) kmmfcvxmmik&m%mmftMm%) t bx#rc 0 nmr (cd 3 od) 

6 : 1.64-2.05 (4H, m), 2.97 (2H, t, J = 6. 3), 3.05 (2H, t, J = 7.2), 
3.15-3.40 (2H, m), 3.47 (2H, t, J = 6.3), 3.70 (2H, t, J = 7.2), 4.10- 
20 4.48 (3H, m), 7.18 (2H, d, J = 7.8), 7.66 (1H, dd, J = 2. 2 and 8.8), 

7.90-8.20 (6H, m), 8.59 (1H, s). 
TumfttitiM C 2 5 H 2 9 C1N 4 0 3 S • 2CF 3 C0 2 H • 2H 2 0 1 L-X 
ff^fjt (%) : C, 45.52; H, 4.61; N, 7.32 
MWM (%) : C, 45.67; H, 4.60; N, 7.32 

25 



N-(2-T-fe^VKT ^ 7 ^3~/U)-3-(6-? P ^- jV) ^./^c^y^-N-[l-(4-b:° 

y i?M -4- h°^< y i?M -fu/^sT^Y 
^M53b) -C#7c2-[N-[3-(6-^ p n -2-~t ^/l^^/l^/p 
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N-[l-(2-7* V ^)-4-tr-^y i^] r^/] ^ ^^tert- 

#/£:„ NMR (CD 3 0D) 5 : 1.56-2.00 (4H, ra), 1.99 and 2.03 (3H, each s), 
2.78-3.10 (4H, m), 3. 20-3.40 (4H, ra), 3.50-3.70 (2H, ra), 3.70-4.50 (3H, 
m), 6.30-6.50 (1H, ra), 6.60-6.75 (2H, m), 7.55-7.65 (1H, m), 7.90-8.00 
(4H, ra), 8.18-8.38 (2H, m), 8. 49 and 8.52 (1H, each s). 
TtmfttitW. C 2 7 H 3 l C1N 4 0 4 S • 0. 5H 2 0 1 LT 
tf#jjfi (%) : C, 58.74; H, 5.84; N, 10.15 
MfflHM (%) : C, 59.02; H, 5.94; N, 10.26 
»M55 

[i-(4-b:°y ^/g^yy g k 

HliM53b)X#7c2-[N-[3-(6-^ p .X/I/^/I/^P fc°^/I/]- 

N-[l-(2-^f;M-tlv f ;l/)-4-tV]j vVl/]T5: /] ^^/^/w^5: V^tert- 
^/i^Sfrfb;* ^ >-^7^=/^bHJiM52) £ ^#je: LTMia-fb^^fe^ 
5fc (66%) £ LT#fc„ NMR (CD 3 OD) 6 : 1.60-2.00 (4H, m), 2.80-3.10 (4H, 
m), 2.90 (3H, s), 3.10-3.65 (6H, m), 3.80-4.50 (3H, ra), 5.30-5.70 (1H, 
ra), 6.58-6.72 (2H, ra), 7.56-7.68 (1H, ra), 7.88-8.05 (4H, m), 8.20-8.35 
(2H, m), 8.50 (1H, s). 
%mft%T\& C 2 6 H 3 1 C1N 4 0 5 S 2 • 0. 5H 2 0 1 LT 
H-^lg (%) : C, 53.10; H, 5.48; N, 9.53 
MWm (%) : C, 53.14; H, 5.34; N, 9.60 
^&M56 

2-[(6-^ P P-2-^-7^/l-)^^-]-N-p< f/WN- [1- (4- \f ]) j?M -4- U v^] 

56a) N-pt ^/k-N-[l-(4-b° V vv^)-4-fc: 0 ^< ]) ^/Ul^^^/U^l^T ^ K 

HJ&M30a) -e#fc4-7« =f-;VT 5 7 -l-(4- 1° y v 5 /!/) y $^ (l. 89 g) t h D 
3^=f-jV7 5; 1/ (4. 04 g)<Z)^b^^ 1^^(40 ml)^I^Sft2-^ n nx^ y^/I/* 
-/K2.45 ^(nmcff- 1/^(3 ml)^&7k^lN MTbfc 0 a«£0 o C-t?lB# 
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m&M&mfc(l-0 g, 36%) t bT#fc 0 NMR (CDC1 3 ) 5 : 1.60-1.85 (4H, ra), 
2.71 (3H, s), 2.92 (2H, m), 3.90-4.05 (3H, m), 5.96 (1H, d, J = 9.6), 
5 6. 24 (1H, d, J = 16. 4) , 6. 44 (1H, dd, J = 9. 6 and 16. 4) , 6. 65 (2H, d, J 

= 6.6), 8.28 (2H, d, J = 6.6). 

56b) 2- [ (6-^ n p -2-7- Z g^L] ~N-^ gvWjz [ 1- (4- U v^) -4- jJ 

HiiM56a) t?#7tN-7« f/WN-[l- (4- tf JJ $W -4- fcV< JJ xr >-^/w-^ 1/ 
10 T ^ K (0. 32 g) <Dm.it ^ f- ^ XlO ml) * / -71/(3 mDSSSR^IOfe^Ild) T# 

fc6-^an-2-^/^^ ,, b-^^^l/^(0.22 g)©4t^^l>^(3 ml) IgSRSrttT 

7^Ti*agLTMlEfc^£&Sfeia#:(0.27 g, 51%) t LT#7c 0 NMR (CDC1 3 ) 

6 : 1.60-1.90 (4H, m), 2.74 (3H, s), 2.83 (2H, m), 3.21 (2H, m), 3.36 
15 (2H, m), 3.80-3.95 (3H, m), 6.62 (2H, d, J =6.6), 7.47 (2H, d, J = 8. 8), 

7. 74 (2H, d, J = 8.8), 7. 82 (2H, s) , 8. 27 (2H, d, J = 6. 6) . 

ThmfttitiM ' C 2 3 H 2 6 N 3 0 2 S 2 CI • 0. 25H 2 0 1 bt 

ff-JUgC (%) : C, 57.48; H, 5.56; N, 8.74 

mWM (%) : C, 57.46; H, 5.71; N, 8.54 
20 mM$l57 

2-[[(6-^ P P-2-^-7^^)^7^^^]-N-p<^-7WN-[l-(4-b°]J v7V)-4-T^<y 

HM#ij56b) TWc2-[ (6-^ p P^-^^FvV) ^]-N-p< f;WN- [l-(4-t° J) v> 
;V) -4- U i^/U] ^ ^ 5: K (0. 24 g) h HMM2b) 1 m^fc LTM 

25 S2{b^§rt§fe@#:(50 mg, 20%) i; LT#fc Q NMR (CDC1 3 ) 5 : 1.70-1.90 (4H, 

m), 2.80 (3H, s), 2.95 (2H, m), 3.42 (2H, m), 3.54 (2H, m), 3.85-4.05 
(3H,; m), 6.69 (2H, d, J = 6.6), 7.65 (1H, dd, J = 1. 8 and 8.8), 7.85- 
8.05 (4H, m), 8.19 (2H, d, J = 6.6), 8.50 (1H, s). 
jm^mn. C 23 H 26 N 3 0 4 S 2 Cl-0.5H 2 0i: LT 
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|f#fjt (%) : C, 53.43; H, 5.26; N, 8.13 
HfiHSI (%) : C, 55.36; H, 5.51; N, 8.14 



5 N-^ ^vW4-fcT V x?/U)-4-K°^V *?M-4- (4-tf ^/^7xn;l/) ^ 

58a) 4- (4-^ g ^ 7 a. =->\s) * /Vafr ^l/gggfeai^vu 

4-^n*ft7i/>-/l/(1.80 g)(D^& y—7U(50 mD^m^-f-hV f>^x h 
=3rv-K(1.02 g)^oj;t>*4-7a^iixf;l/(2.34 g) SrJP*.MLT»16l$|!0^#ia"« 

io fc 0 Rmm&mm&mu mmmic^m.m^M^pnitvt^ mm^^m 

^/WlOO mDteSSflFU 7K^Tf-mCPBA(5 g) Sr^Bx.fc 0 SJ&?&^f&FnfiW7k£r 
AHx.2[USfe#U, ^7K«KH-by !7AT*^bfc^ mm. Ufc.^ 

15 ^^^*^^*ftLT«iaft'^lfc**lfel$ft(2. 38 g, 71%) i LT#7c D 

NMR(CDC1 3 ) 5 : 1. 24 (3H, t, J = 7.2), 1.92-2.10 (2H, m) , 2.46 (2H, t, J 
= 7.0), 3.12-3.25 (2H, m), 4.12 (2H, q, J = 7.2), 7.70-7.85 (4H, m). 
58b) 4- j. —A) -X^/ft^/Hg^J^^ 

M1&WS8a) -e#7c4- (4-^ta * 7 cc~/l^) */l^=/HBBfcn^/l, (1. 78 g) „ v 5 ^ 

20 nn«(MJ^^=/I/7#^^^^)^°7^!7A(II)(0.09 g):fc5«fct)*i£/ffc!J ^9 

A (1. 92 g) ©DMF (50 ml) W&W.~<r;V=? >^MT, V V -f^-JV ( X X 

(l. 83 ml) %Snx.fc 0 90°C-eiB#ra^#MTc^ N -gji&iRfci&Si U 

25 #t^(1.34 g, 75%) i: LT#fcNMR(CDCl 3 ) 5 : 1.23 (3H, t, J = 7.1), 1.90- 

2.10 (2H, m), 2.45 (2H, t, J = 7.0), 3.10-3.25 (2H, m), 4.11 (2H, q, J = 
7.1), 5.47 (1H> d, J = 11.0), 5.92 (1H, d, J = 17.6), 6.77 (1H, dd, J = 
11.0 and 17.6), 7.43 (2H, d, J = 6.6), 7.87 (2H, d, J = 6.6). 

58c) 4- (4- yf~?\sy zt- =-M * ^/vfiSSI 
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$j58b) T?#fc4-(4-lf ~;V7 =r.z=.;V) ^;VT^=./V^m^^-/V{\. 34 g) fabm 

mmi2b) t mm^ vxmmfc&^m&Migh (o. 93 g , 77%) t LT#fc 0 nmr 

(CDCI3) 5 : 1.92-2.15 (2H, m), 2.53 (2H, t, J = 7.0), 3.10-3.30 (2H, m), 
5.48 (1H, d, J = 10.6), 5.92 (1H, d, J = 17.6), 6.77 (1H, dd, J = 10.6 
and 17.6), 7.58 (1H, dd, J = 1. 8 and 6.6), 7.8 (2H, dd, J = 2. 0 and 6.6). 
58d) N-7< f;WN-[l-(2-^ f;H-l:° V v^)-4-tf^U yyH -4- (4- tf —71^:7 

* ^/WT ^ y -1- (2-^ 5VI-4- 1? y i?/u) h"-< y b»M42c) £: mmz LT 
Mia^#f^Mfe^(26%) i: LT#fc 0 NMR (CDC1 3 ) 8 : 1.55-2.26 (6H, m), 
2.45 (3H, s), 2.46-2.70 (2H, m), 2.79 (3H, s), 2.80-3.10 (2H, m), 3.25 
(2H, t, J = 7.3), 3.75-4.05 (2. 3H, m), 4.65-4.80 (0. 7H, ra), 5.47 (1H, d, 
J = 11.0), 5.91 (1H, d, J = 17.6), 6.45-6.65 (2H, m), 6.77 (1H, dd, J = 
11.0, 17.6), 7.57 (2H, d, J = 8.3), 7. 86 (2H, d, J = 8.3), 8.10-8.25 (1H, 
ra) . 

TU^fttfriU C 2 4 H 3 x N 3 0 3 S- 1. 1H 2 Ob UT 
ff^jt (%) : C, 62.47; H, 7.25; N, 9.11 
:%) : C, 62.21; H, 7.25; N, 9. 15 



H«!j59 

59a) 3- (4-^ P ^ 7 ji^/k) ^^-^P b°^-^^tert-^7k 

4-7nW7i/^H-7P ; f'/P t°^-^^/^^^»!j27a) 
^bTMB2fb^^^tf^BB(93%)i: LT#7c 0 NMR (CDC1 3 ) 5 : 1.45 (9H, 
s), 2.52 (2H, t, J = 7.4). 3.11 (2H, d, J = 7.4), 7.10-7.28 (2H, m), 
7.35-7.48 (2H, m). 

59b) 3- (4-:/ P^x =-/V) X /Uft =-jVf P \?Jr ^mXexX--f^-}V 

?!l59a) ■VUfc3-(A-^n^y^^/U)^y p u \f^mXert-y^7V^h% 
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ii#!]24b) kmmiz\^xMmik&m&mmfi£k(79%) t LT#fc 0 nmr (cdci 3 ) 

5 : 1.41 (9H, s), 2.65 (2H, t, J = 7. 7), 3.86 (2H, t, J = 7.7), 7.70- 
7.90 (4H, ra). 

59c) 4- (4- \f~;V7 j. ;*/I^ft^/l^°p tf ;j- V^tert-^^/k 
5 «M59b)T?#7c3-(4-^n^^7 3 i^^)^/^^7l/^ , n fcr^gfetert-r/^vu 

& mmm58b) t mm^ i^xmrn^m^mm^^ (82%) t u-c#fc 0 nmr 

(CDCI3 ) 8 : 1.40 (9H, s), 2.65 (2H, t, J = 7.9). 3.39 (2H, t, J = 7.9), 
5.48 (1H, d, J = 11.0), 5.92 (1H, d, J = 17.6), 6.77 (1H, dd, J = 11. 0 
and 17.6), 7.58 (2H, d, J = 8. 8), 7.86 (2H, d, J = 8.8). 
10 59d) 4-(4-^'^7P7 =c^M X/Ufc^/Uzfv \?jrl/Wk 

3H&M59c) X'&tzA-(A-\?=-/V7 ^^/V) X/Uft^/uyv t°3-^mtert-7*^/U 
(1. 45g) %h}) 7/U$-umm(4: ml) \ZMM tttl« ^^^M/c 0 fvl^c^ 

&tiax.mm&m. n&h/u^^^^^xmm^m^m^^a.is g , 

97%) ^ LT#fc 0 NMR (CDC1 3 ) 5 : 2.80 (2H, t, J = 7.7), 3.41 (2H, t, J = 
15 7.7), 5.48 (1H, d, J = 11.0), 5.92 (1H, d, J = 17.6), 6.77 (2H, dd, J = 

11.0 and 17.6), 7.58 (2H, d, J = 8. 4), 7.86 (2H, d, J = 8.4), 9.34 (1H, 
br s). 

59e) N-J =^/U-N- [l- (4- M° ]) *?M -4- t:°-< V i?/l/|-4- (4- tf =-;vy ^ ~M 
20 Hif£M59d) T#fc4- (4- \£=-;VZ7 ^ h ^J&M30a) 

-e#fc4-^ j-jvt % ; -i-(4-t° y *?;v) ^ y ^^hmmm2c) t mm^ lt 

Mmik&^&M&ffiM(36%) t\^Xntc 0 MR (CDC1 3 ) 5 : 1. 57-2.00 (4H, m), 
2. 70-3. 06 (4H, m) , 2. 83 (3H, s) , 3. 49 (2H, t, J = 7. 7), 3. 80-4. 10 (2H, 
m), 4.50-4.80 (1H, ra), 5.49 (1H, d, J = 11. 0), 5.93 (1H, d, J = 17.6), 
25 6.60-6.72 (2H, m), 6.78 (1H, dd, J = 11.0 and 17.6), 7.59 (2H, d, J = 

8.0), 7.88 (2H, d, J = 8.0), 8.20-8.37 (2H, m). 
TU^fttifiU C 2 2 H 2 7 N 3 0 3 S • 0. 5H 2 0 1 tt 
ff-^M (%) : C, 62.53; H, 6.68; N, 9.94 
MWHM (%) : C, 62.68; H, 6.71; N, 10.54 
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N- * gvW^ [ 1- (2- * f/M- \f V i?M -4- V -4- (4- }f~jU7 

•^ntzA-Tl ^;VT % / -l-(2-^ ^-4- 1° y y v ? ^^l^»0!|42c) £ 

^LTMlBfb^£Mfil&*(31%) £ LT#fc 0 NMR (CDC1 3 ) 6 : 1.55-2.00 
(4H,ra), 2.45 (3H, s), 2.70-3.05 (4H, m), 2.83 (3H, s), 3.40-3.56 (2H, m), 
3.80-4.10 (2H, m), 4.50-4.76 (1H, m), 5.49 (1H, d, J = 11. 0), 5.93 (1H, 
d, J = 17.6), 6.44-6.60 (2H, m), 6.78 (1H, dd, J = 11.0 and 17.6), 7.59 
(2H, J = 8.8), 7.88 (2H, d, J = 8.8), 8.16 (1H, d, J = 6.0). 

jm^mm. c 2 , h 2 9 n 3 o 3 s-h 2 ot lt 

fUMg (%) : C, 62.00; H, 7.01; N, 9.43 
MMiU (%) : C, 62.19; H, 6.95; N, 9.59 
H»J61 

3- [N-[3-(6-^ P n-2-~r7?-/U) ^/U^^jU^vt t:°^-^/l^]-N-[l- (4-t° V vVu)- 

4- tf ^ ]) *J/V\ T § 7 ] \f^m. 

61a) 3-Q-tert-:/ h /I^~7^-4- V -J/U) 7^/ \f^Wb^^ 9 J 

Ik. 

4-^-^y-l-t°^<!J i?>Jj/U7$>'mtert-y'?-/Ut3-T ^ / -fn \?jfrl/%fc<ls*J 

(88%) t LT#fc 0 NMR (CDC1 3 ) 8 : 1.10-1.30 (2H, m), 1.45 (9H, s), 1.72- 
1.90 (2H, m), 2.50-2.90 (3H, m), 2.57 (2H, t, J = 6. 4), 2.94 (2H, t, J = 
6.4), 3.90-4.10 (2H, m), 5.14 (2H, s), 7.35 (5H, s). 

61b) 3-[N-(l-tert-^ h^rv-^77^^/W4-h°^U i?^/U)-N-[3-(6-? P P-2- 

^JiM61a) -e#7c:3- (l-tert-^ h v'*^7j?n;W4- fcT-^ y 7^7 ^P 

t°^-^-<>'v ? /ki^^!|27b) -?#fc3-(6-^ n p-2-^-^^-^) ^a^^/K7°p 

t°^-^^^^^>i42b) t^m\^xmm^^m^m^ai%)t LT#rt G 
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NMR (CDCI3 ) 8 : 1.45 (4. 5H, s), 1.48 (4. 5H, s), 1.50-2.10 (4H, m), 
2.40-3.00 (6H, m), 3.35-4.35 (7H, m), 5.08 (1H, s), 5.14 (1H, s), 7.28- 
7.42 (5H, m), 7.52-7.62 (1H, ra), 7.85-8.00 (4H, m), 8.47 (1H, s). 
61c) 3-[N-[3-(6-^ p X2-2-^~^^-M^7U^=./uy p vi fc°^-^/l^1-N-[l-(4-t: 0 U 
5 VVU) -4- ]} 7^y]ypfc°^ >m^< is l?JV 

H»j61b) -C#fci3- [N- (1-tert-^ h V -N- [3- 

(6-^ p u~2--)-7*f-jV) ^/t^-y^p T 5 /] ^p f^-^^^^v?/!/ 

£:4-:7*p^- tf U ^^m^^H^^lc) £ UTMIBjb^^^^ 
(33%) t LT#fc D 

10 61d) 3-[N-(l-tert-y h^jX^y^^/^-b^jJ v^/^)-N-[3-(6-^ P P-2- 

MMfflGlc) T'#fc3-[N-[3-(6-^ p u-2--f"7^-/U) ^/wft^/i^n \f^r^;V\- 
N-[l-(4-t°!J i?/l/)-4-tf^y ^]7 5 7 tf^-^^O-^/KO. 13 g)(D25% 
JWbfc»@1^$K2 ml)^f%MT?2B#^^^}liffc 0 S^^^li^H. a 

15 mm^7k*i)\\^—^7vx»mfc, 7km^MW, mm^cnp- 2 0^9 j^-vm 

m^Tmmik-erm&M&M^iO. 09 g, 88%)£LT#fc 0 NMR (DMS0-d 6 ) 5 : 
1.20-1.76 (4H, ra), 2.00-2.20 (1H, m), 2.23-2.55 (1H, m), 2.60-3.00 (4H, 
m), 3.05-3.22 (1H, m), 3.30-3.45 (1H, m), 3.55-3.75 (2H, m), 3.78-4.1 
0(3H, m), 6.73 (1H, d, J = 6.2), 6.81 (1H, d, J = 6.6), 7.64-7.78 (1H, 
20 m), 7,90-8.05 (1H, m), 8.05-8.35 (5H, m), 8. 61 (1H, s), 8.66 (1H, s). 

Tum^mU C 2 6 H 2 8 C1N 3 OgS-0. 5H 2 0£ LT 
ff^it (%) : C, 57.93; H, 5.42; N, 7.80 
MWm (%) : C, 57.79; H, 5.45; N, 7.55 



l-[4-(6-^ p o-2-t7f ^)^;^^;^]^^ / ^;^]-4-(4-b°y ^) &<2¥ 
Hi£$l24c) -C#7c4-(6-^ p P -2-^-7^-/1-) ^/V-fc~;vmWik l-(4-t° ]) *JjV) 
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NMR (CDCI3) 8 : 2.10-2.20 (2H, m), 2.62 (2H, t, J = 6. 8), 3.25-3.45 (4H, 
m), 3.33 (2H, t, J = 7. 2), 3.55-3.80 (4H, m), 6.65 (2H, d, J = 6.4), 
7.59 (1H, dd, J = 2. 0 and 8.8), 7.80-8.00 (4H, ra), 8.32 (2H, d, J = 6. 4), 
8.47 (1H, s). 

TrMftW C 2 3 H 2 4 CIN3 0 3 S-0. 1H 2 0£ LT 
tf-^jjt (%) : C, 60.08; H, 5.31; N, 9.14 
MMW. (%) : C, 59.92; H, 5.33; N, 9.22 

l-[4-(6-^ u n-2-r-7^-;v)^;vyjs^M^n ^^-=.M-4-(4-\f V g^jg 



H»!j27b) -e#7c4-(6-^ n u-2-~r7?-;l>) ^;V^^;^n t°$-^mt l-(4-fc° 

y v?/k) ^^^^nw!j42c) £ wmz. ^xmmit^-m^m^Mi (48%) t u 

T#fc D NMR (CDCI3) 6 : 2.85-3.00 (2H, m), 3.27 (2H, t, J = 5. 4) , 3.38 
(2H, t, J = 5.4), 3.50-3.75 (6H, m), 6.64 (2H, d, J = 6.6), 7.58 (1H, dd, 
J = 2. 2 and 8.8), 7.88-8.00 (4H, m), 8.32 (2H, d, J = 6. 6), 8.48 (1H, s). 
7C*^Wit C 2 2 H 2 2 C1N 3 0 3 S • 0. 1H 2 0 1 LT 
ft^jjt (%) : C, 59.28; H, 5.02; N, 9.43 
MMiW. (%) : C, 59.16; H, 5.00; N, 9.37 



64a) mte-^u^e-ry^-^ l^V-2-^/Wfr^/l- 
6-T ^/*r-7? 1/^-2-^/^^(111.6 g)O23.5%*fb7K^(500 ml)tf A,iS 

T30^/^#^t?fcf£> H<fc#3(78.9 g)(D47%%:ik7kmmi00 ml)^^60~ 
? 1/^-2-^/^^(116 g)£#fc 0 
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#E>frWb6-:/ni^- 7$ U>-2-X/U7fr^m(116 g)ODMF(300 mlHUt 
7k7k-g^^5vi^&^&^fc 0 #f ffi^£ 3 JBU y # 7 «t t) AlBK b 

LTMIB'fb^Sr^^(99.5g,65.1%)i: bT#7c D NMR (CDC1 3 ) 6: 7.78 
(1H, dd, J = 2. 2 and 8.8), 7.90-8.07 (3H, m), 8.16 (1H, d, J = 1.4), 
8.58 (1H, s). 

64b) S-(e-y f x2^e-2-')-'y^-M^/^^/uy p u ^^-^m^ gvj^ 

^SiM64a)-e#7c^b6-^P^-^-^^-^ U>-2-XjUft=./U(17.Q g)<Z)THF(100 
ml)^^^*^Ti-M-^7K^b^5*^- b y ?-M4.21 g)OTHF(200 ml)tf 
A^^—?iTbfc 0 S^^^40 o CT?4B#M^)^^Yc^ x 7k(250g)-^#j!l 
•*?ft/$Sfc^o< t>&V\fc 0 #CV^ % 6Ni^(83ml)<Hi§TU g^^^Ttt/±5, 

fe#astfefi^*Bffift^^-/Kioo mi)}- tf/vm u h y ^^vur 5 >-(8.44 mi) £ r 

U y -/K150 ml)^Mx.TS«li^;@ b«L / -/K150 

ml)l::SB^?bfc 0 ^Mj^^U 5m^&T«R^#Ms ££>^7k 
^T-eiH#P^^#MYc 0 #fWb/t^ H e B ^^»^ ^MbTMIB^t/^^^ 
^(14.2 g, 72%) t bT#7c 0 NMR (CDC1 3 ) 6 : 2.80 (2H, t, J = 7.7), 3.51 (2H, t, 
J = 7.7), 3.60 (3H, s), 7.73 (1H, dd, J = 1.8 and 8.8), 7.85-7.98 (4H, m), 8.13 
(lH,m). 

64c) 3-(6-^n ^e-2-i~y "f-;V)^jVj^=-jVf p \£$-l/Wk 

^^M64b)T?#fc3-(6-^n^E--2--^-^^7l/)^/l^7^^/V7 s n fc^^y ^vK14.1 

S )(DB®mm(8o mi)^«^(8 mi) t tK(8 mi) %jjux. s m m^mmm bfc 0 m 
u^-eim^ frjfcm&msoo g)\zm%\ »T^30#p H ^#Mbfc o mm 

bfc^^r^^b, ^/KTi^bfciL ^b-CMia^%^fe^*(13.5g, 
99%) t bT#7c 0 NMR (CDC1 3 ) 8 : 2.82 (2H, t, J = 7.5), 3.48 (2H, t, J = 7.5), 
7.73 (1H, dd, J = 2.0 and 8.8), 7.84-7.97 (3H, m), 8.46 (1H, s), 8.92 (1H, br). 
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64d) 4-(6-^p ^-2-jr-7j-;V)^;V~fo-;V--N-* ^/WN-ri-(2-p< ^/U-4-H° V vyl-)- 

^»j64c)Tl#fc3-(6-^n^E--2-^-7^-/k)^/^^/^n \?Jr ^(12.36 g)£ 
HOBt(8.27 g)ODMF(200 ml)^R— b U zcf-jVT % ^(10.93 g) £ WSC(10.35 g) 

Sr^?y.-eJPx.fCo ^-||;te$j42b)T#7c4-^ "f'flST % fc° U vVU) 

fc°^y (7.39 g)«r^«LT^Hx.fc 0 S^^^-e3B#r B 1)0^ Miffed, Mffi 

i^^/I/.y ^ y ^ ; w_ /K ^ y — 

•&Hfe 9 3g LTMIB^^^r &fe^m(5.2 g , 27%) t LT#fc 0 NMR (CDC1 3 ) 8 : 

1.57-1.88 (4H, m), 2.45 and 2.47 (3H, each s), 2.76-3.03 (7H, m), 3.55-3.60 (2H, 

m), 3.83-4.03 (2H, m), 4.54-4.62 (1H, m), 6.47-6.57 (2H, m), 7.73 (1H, dd, J = 

1.5 and 8.7), 7.87-7.97 (3H, m), 8.14-8.22 (2H, m), 8.48 (1H, s). 

TumftmM C 2 5 H 2 8 BrN 3 0 3 St LT 

(%) : C, 56.60; H, 5.32; N, 7.92 

(%) : C, 56.42; H, 5.09; N, 7.86 

3-(6-^'p 9Vt^/P/ft~/KN-p< 5VV-N-ri-(4- V i?M-4- t: 0 ^ V i?My 

^JiM64c)-e#fc3-(6-^n^e-2-^^^-/l/)^/V7}s=/^n t°^->-^(343 mg)£ 
mMM±2b) -e#fc4-7< f-JVT ^ ^-l-(2-^ <f-7V-4r t° y v?7U) fcv< y ^(200 mg)© 
DMF(20 vsSmm^ WSC(358 mg)^nx.SM-ei5B#P B 1^^MYc 0 mM^m 

m LTMiBte^£^fefclilr(145 mg, 28%) t LT#fc D NMR (CDC1 3 ) 6 : 
1.50-1.85 (4H, m), 2. 76 and 2. 83 (3H, s), 2.80-3.03 (4H, m), 3.58 (2H, t, 
J = 7.7), 3.93 (2H, ra), 4.59 (1H, m), 6.63-6.70 (2H, ra), 7.73 (1H, dd, J 
= 1.8 and 8.8), 7.80-7.95 (3H, m), 8.13 (1H, s), 8.20-8.35 (2H, m), 8.47 



25 
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(1H, s). 

7C*##Hfi: C 2 4 H 2 6 N 3 0 3 SBr • 0.5H 2 O t UT 
ff^jjt (%) : C, 54.86; H, 5.18; N, 8.00 

mmm (%) : c, 54.98; h, 5.20; n, 8.04 

5 

3-fN-r3-(6-^ p P-2-^^^/^)^/^^y^P/NV^/H-N-ri-(2-^^/W4-fc°y v> 
66a) 3-fN-n-(2-^ ^v^-4- tf y v^)-4- tf^ V i?MT ^ J 17"p b*^ i£ 

10 /3 -77- ^^^/l^^TVW^ h ^/Wfr <fc ^M42a)T?#fc 

l-(2-^ 1° y v^WM- 1"^ y F^3> MM30a) i: mMfc LTMiaib^Sr 

ltfe«^(64%)£ bT#fc 0 NMR(CDCl3+D 2 0) 6:1.22-1. 50 (2H, m), 
1.80-2.02 (2H, m), 2.45 (3H, s), 2.57 (2H, t, J = 6.4), 2. 58-2.80 (1H, 
ra), 2.82-3.02 (4H, ra), 3.72-3.88 (2H, ra), 5.14 (2H, s), 6. 46-6. 58 (2H, 

15 m), 7.28-7.42 (5H, ra), 8.11 (1H, d, J = 5.6). 

66b) 3-[N-f3-(6-^ p n.2--t^^M^;V^=^;V-^n^y ^/H-N-fl-(2-^ ^yl--4- 
y Z>/U)-4-H°^< y 1>MT K l I^p fcf^V^^v^ 

^J£M66a)-e#fc3-[N-[l-(2-^ =M-4-fc°y v^)-4- fc°-< y i?;V\T ^ / \fn fc° 

20 ^(0.3 g)^hmMM53b) t mmiZ LXMmfc&m&m&mVtyd(35%) h \^xm 
fc 0 NMR(CDC1 3 ) 5:1.48-1.88 (4H, m), 2. 44 and 2. 47 (3H, s, each), 
2.38-3.06 (6H, m), 3.36-4.06 (7H, m), 5. 07 and 5. 12 (2H, s, each), 6.40- 
6.58 (2H, m), 7.24-7.46 (5H, m), 7.52-7.66 (1H, m), 7.86-8.00 (4H, ra), 
8.10-8.24 (1H, m), 8.47 (1H, s). 

66c) 3-IN-r3-(6-^ p u-2-^^;v^^^;v-^n/<y ^ ;V\.^.\\.(2-^^;v-A- 
t:° y v^)-4- y z?/V\t X l I^p \£Jr^m. 
^JfeM66b)l?#7c3-[N-[3-(6-^ p p -2-^ 7 5^)^/1/*— -f/I/]-N- 

[i-(2-^^-4-t° y ^)-4-t°^y z?/v\t 5: /j^p v^m^^v^frhmmm 
Gi®bmm\^xmmk&m*M&n^m%)t vxmc a nmr 
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(DMS0 6 +D z O) 6 : 1.22-1.72 (4H, m), 2.00-2.16 (1H, m), 2. 30 and 2. 32 
(3H, s, each), 2.34-2.54 (1H, m), 2.54-2.98 (4H, m), 3.02-3.20 (1H, m), 
3.28-3.46 (1H, m), 3.54-3.72 (2H, m), 3.74-4.06 (3H, m), 6.52-6.74 (2H, 
m), 7. 68-7.78 (1H, m), 7.90-8.06 (2H, m), 8.10-8.32 (3H, m), 8. 61 and 
5 8. 66 (1H, s, each) . 

7cSt^#Hit C 2 7 H 3 0 N 3 0 5 SCI • 0. 5H 2 0 • 0. 2EtOH t tT 
ff^jjt (%) : C, 58. 53; H, 5. 77; N, 7. 47 
HMtt (%) : C, 58. 36; H, 5. 96; N, 7. 22 

10 3-fN-r3-(6-^ p n-2-^-y^M^/^^7Vzfu/<y -iVH-N-ri-(2-y tM^-4-fc° y i? 

HW!j66c) T#fc3-[N-[3-(6-^ o u.2--r^7^-/V)^;V^^;^ti^/ • 
[l-(2-y =f-/U-4-t° V ^/W)-4-t°^ V i?JV\T % 7 \fxi t°^-V^(0.22 g) 
(0.22 ml)(D^^ 7 — /H4.0 ml)^«r^MT6B#^/5^ Miffed, ^JSiii bfc 

15 ?SW5£rCHP-20# y UTMI2-fb#^^^^7l?(0.18 g, 77%) i: LT# 

fc 0 NMR (CD 3 OD) 5: 1.10-1. 25 (3H, m), 1.40-1.85 (4H, ra), 2.15-2.30 
(1H, m), 2. 37 and 2. 39 - (3H, s, each), 2.43-2.62 (1H, ra), 2.65-3.02 (4H, 
m), 3.20-3.38 (1H, m), 3.45-3.75 (3H, m), 3.80-4.15 (5H, m), 6.54-6. 74 
(2H, m) , 7. 65 (1H, dt, J = 2. 2 and 8. 8) , 7. 88-8. 18 (5H, m) , 8. 54 and 

20 8.57 (1H, s, each). 

Tnmfttitm C 2 9 H 3 4 N 3 0 5 SCI *0. 5H 2 0£ LT 
tHUtt (%) : C, 59. 94; H, 6. 07; N, 7. 23 
MWM (%) : C, 60. 03; H, 5. 80; N, 7. 00 

25 3-(6-7 p P-2-^-^^-7l^)^^^^/^-N-ri-(2-y ^/U-4-l?V i^7U)-4-\^^<V 

HMM66c)Tl#fc2-[N-[3-(6-^ n V2-2-i"7^^)^/U^^ ;V~7xx/*J 4/^]-N- 

[i-(2-y ^-4-t° y s^)-4-tv< y i^/^r 5: y t°^-v^(o.25 g) N ^-^/^ 

^ y >- K h y :7/i^nH^l&(0.14 g) N WSC(0.13 g):£5 «tt^^ y ^"n 
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H'/UT =• ^(0.24 ml)<DDMF(5.0 nri)^&^IX*24H#|ISJ^£ Miffed ^BE^ 

LT#7c 0 NMR (CD 3 OD) 5: 1.40-1.90 (4H, m), 2. 10- 
2.53 (4H, m), 2.62-3.40 (10H, m), 3.45-3.75 (4H, m), 3.78-4.40 (6H, m), 
6.57-6.75 (2H, m), 7.60-7.75 (1H, m), 7.90-8.20 (5H, m), 8.53-8.63 (1H, 
m). 

TtmftmU C 31 H 37 N 4 0 5 S 2 CI • 0. 7H2 0 1 LT 
fh^fit: (%) : C, 56. 60; H, 5. 88; N, 8. 52 
(%) : C, 56. 65; H, 6. 22; N, 8. 89 

3-(6-? p p -2-^:7 ^/l^/l^^/l^N-v^ f/V-N-[l-(2-^ V i?M-4- 

69a) 3-(6-^ n x=i-2--ry^M=f-^--2-^ f-fVfn tf^^^c^yk 

H^Mld)T?#fc6-^ P p -2- J >Vt> ^ht7^V ^(2.0 g), * ^ ^ U /l**^ 
M2.22 ml)*5j;tJ«^ h U b=3fv-K(0.1 g)(D^? S — /H§^(40 ml)£r50°C 

^^jem^i u mwmit is y # ^M^^omm ^xmrn^m %^&n 

7^(1.6 g, 73%)£ LT#fc 0 NMR (CDC1 3 ) 5 : 1. 19-1. 34 (6H, m), 2. 62-2. 82 
(1H, m), 3.02 (1H, dd, J = 7. 0 and 13.2), 3.37 (1H, dd, J = 7. 0 and 
13.2), 4.12 (1H, q, J = 7.0), 7.36-7.50 (2H, ra), 7.62-7.79 (4H, m). 
69b) 3-(6-^ p n.2-'Ty = f-;^)^^^/V-2-^ 5vl^"P t";^^ 

^S$l69a) T#/c3-(6-^ n n-2--T7?-/V)?-jr-2-* 5vK7°p fcr^gfe^c^vl^ 

e>HMM27b) t mufc vxmmfcG-m%ffi&ffiM49°/o) t lt#tc 0 nmr 

(CDCLj) 6:1.36 (3H, t, J = 7.0), 2.96-3.24 (2H, m), 3.64-3.82 (1H, m), 

7.59 (1H, dd, J = 1. 8 and 8.8), 7.84-8.00 (4H, ra), 8.47 (1H, s). 

69c) 4-rtST-r3-(6-^ p x2.2-'Ty^-/U)^/^^/U-2-^^/uy p u tf^^/H-N-^ 

^SM69b)-C#rc3-(6-^ np.^t?^)^/^^^ 5VK7°p tf^^gfei: 



WO 02/06234 PCT/JP01/06148 

140 

4-y f-jvr % y y it-i-x^i/mtevt-y^/u^^/ufrhmifoM&c) t 

fcLTJB8Bffc^&fc^*fcLT#fco NMR(CDC1 3 ) 6:1.10-1.90 (7H, m), 
1.46 and 1.48 (3H, s, each), 2.50-2.95 (2H, m), 2.65 and 2.90 (9H, s, 
each), 3.00-3.20 (1H, m), 3. 30-3. 65 (1H, m), 3.70-4.50 (4H,. m), 7.58 (1H, 
5 dd, J= 1.8 and 8.8), 7.84-7.98 (4H, m), 8.40-8.48 (1H, m). 

69d) 3-(6-^ g n-2-1-77-MX/U7fr~jU-2,N-iS ^ "f-/U-N-\l-(2-^ 1° V 

HliM69c)-e#7c:4-[N-[3-(6-^ n n-2-^:7^/^);*/Mft=/^-2-y \?3r 
V ?A(0.09 g)£ 1^(4.0 ml)&21^U 130 o CT?2B#P B 1^#Mfc o KJE&jft^fc 

15 mm Lxmfaik&Qo&m&ifoMo.iB g)t LT#fc 0 nmr (cdci 3 ) s ■. 1. 26 

(3H, d, J = 7.0), 1.20-2.00 (4H, m), 2.45 (3H, s), 2.60-4.10 (7H, ra), 
2:90 (1H, s), 4.40-4.60 (1H, m), 6.44-6.58 (2H, m), 7.59 (1H, dd, J = 
1.8 and 8.8), 7. 84-7. 98 (4H, m), 8.10-8.22 (1H, m), 8.45 (1H, s). 
TxMftffiiU C 2 6 H 3 0 N 3 0 3 SCI • 0. 5H 2 0 1 LT 
20 H-IMIC (%) : C, 61. 34; H, 6. 14; N, 8. 25 

mWlM (%) : C, 61. 66; H, 6. 19; N, 8. 12 

N-(2-T ^ J ^^-/V)-3-(6-? p P-2-t7f ;V)^;^^M-fl-(!2^ gvW4j_Q_i£ 

25 ^M51)-C#fc2-[N-[3-(6-^ n n -2-^^^/W)^7^=7^n t°^-^/l-]-N-[l- 

(2-^ 5VI-4- fc° y v^)-4- fc?^ y v'/UlT ^ 7 J^/l^fr/W^ :/^tert-:/^/K0.15 
g )0^zn^/Ki ml)^M^4Ni^^7k*®^^^/l/^(3.0 ral)^Mx.^UX13 

(0.16 g, J&mmt\^X%tz. 0 NMR (DMSO-d 6 ) 6: 1.58-1.79 (4H, m), 2.46- 



WO 02/06234 PCT/JP01/06148 

141 

2.49 (3H, m), 2.69-2.94 (4H, m), 3.27-3.65 (6H, m), 4.01-4.34 (3H, m), 
7.08-7.14 (2H, ra), 7.73-8.32 (6H, m), 8.66-8.69 (1H, ra). 
7cMft%t\& C 26 H 33 N 4 C10 3 S-2HC1-3H 2 0£ LT 
ff^-fjt (%) : C, 48. 64; H, 6. 12; N, 8. 73 

5 mmm. (%) : c, 48.54; h, 5.96; n, 8.47 

10 (2-^5vi/-4-fc o y ^M-t^y v^/^^n^^r ^ Kt^/wijy^bili 

24d) £ UTO:: L-TMI2-fb^#?^Mfe^*(73%) £ bT#fc 0 NMR (CDC1 3 ) 6 : 
1.60-1.63 (2H, ra), 1.70-1.80 (2H, m), 2. 19 and 2. 21 (6H, eachs), 2.29- 
2. 40 (2H, m) , 2. 44 and 2. 47 (3H, each s) , 2. 84-3. 03 (4H, ra) , 3. 22-3. 30 
(2H, m), 3.56-3.63 (2H, m), 3.87-4.36 (3H, m), 6.47-6.56 (2H, m), 7.57- 
15 7.63 (1H, m), 7.92-7.97 (4H, m), 8.14-8.21 (1H, ra), 8.47 (1H, s). 

TC^^tf-ffi C 2 8 H 3 5 N 4 C10 3 S • 0. 5H 2 0 b LT 
th^t (%) : C, 60. 91; H, 6. 57; N, 10. 15 
MMiM (%) : C, 61. 02; H, 6. 82; N, 10. 08 

20 3-(6-^ p x2-2--r~7*?-;V)^7V^=-;V-'N-(2-* f ^y/ji^-/H-N-ri-(2-^ ^-/W4-b° V 

72a) N-(2-^ h ^^M-l.(2-^ ^-/U-4-t° V V/U)-4-T ^ / lf^<]) -Jy 

H»d42a)-e#f-l-(2-^9V^-4-t°y >?^)-4-fc 0 -<y K^i:2-^ h^^xf/vr 
5 ^^^ll»!l24d)^^^LTMIBffc^^^^^(71%)i: LT#fc G 
25 NMR(CDC1 3 ) 6: 1.32-1.51 (2H, ra), 1.93-1.99 (2H, m), 2.44 (3H, s), 

2.64-2.97 (5H, m), 3.37 (3H, m), 3.49-3.54 (2H, m), 3.79-3.87 (2H, m), 
6. 49-6. 55 (2H, ra) , 8. 14 (1H, d, J = 5. 8) . 

72b) 3-(6-^ PP-2--^7^-/^)^/^=/l^-N-(2-^ b ^v^^vI^-N-ri-^-^ *f-}V- 

4- m' y vVio-4- y * k 
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»M72a)T#/cN-(2-^ h ^r^^^)-l-(2-^ f;k-4-fc° ]) i?/V)-4-T ^ / 

mm&mb) t i,xmm^m^m^MMio%) t bT#fc 0 nmr 

(CDClg) 8: 1.62-1.93 (4H, ra), 2.44 and 2.47 (3H, each s), 2. 77-3.24 (8H, 
m), 3. 34 and 3. 39 (3H, each s), 3.53-3.61 (2H, m), 3.86-4.32 (3H, m), 
6.46-6.54 (2H, m), 7.52-7.62 (1H, m), 7.89-7.97 (4H, m), 8.17-8.28 (1H, 
m), 8.48 (1H, s). 

TtmfttffiM C 2 7 H 3 2 N 3 C10 4 S -H 2 0 1 LT 
tUf-fit (%) : C, 59. 17; H, 6. 25; N, 7. 67 
MfflM (%) : C, 59. 06; H, 6. 04; N, 7. 43 

2-[N-r3-(6-^ p n -2--T 7 ^;V~f p M°^t=.MW1-(2-^ =f-;V-4-\£V j? 

73a) 2-T ^ J fj>V)*>A"* % V^tert-^^/l^ 

N-p? ^JV^Uls-yT 5 ^(15.41 g)<£>THF(400 raiy^^^j^^^-tert-^^ 
/K13.62 g)<£THF(100 ml)f§^£0°C-C 1 H^/WT^x., $ £> ^ffi.-?17H#Pf!l 

ufifjv-t) v^xmm u-c, Mm\&m*m&mvmo-.2Q s, 10%) t LT#fc 0 

NMR (CDC1 3 ) 6 : 1.26 (2H, br s), 1.46 (9H, s), 2.82 (2H, t, J = 6.6), 2.88 (3H, 
s), 3.27 (2H, t, J = 6.4). 

73b) * 5VW2-ri-(2-^ If y y^)-4- fc?^ y v^/HT ^ / ^M^jV/^ % 

^»J42a)-e#fe l-(2- * =f->V-4r fc° y S?/U)-4- fcf-< y KVi: ^ffiM73a) T?#7c2- 

fB^^^Mfeffl^(73%)i: ITffco NMR(CDC1 3 ) 6: 1.31-1.56 (2H, ra), 
1.46 (9H, s), 1.90-1.97 (2H, m), 2.44 (3H, s), 2.69-2.99 (8H, ra), 3.30 
(2H, t, J = 6. 6), 3.78-3.85 (2H, m), 6.48-6.54 (2H, m), 8.14 (1H, d, J = 
5.8). 
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73c) 2-[N-f3-(6-^ p x2-2--ry z f-/\^)^/Vy^=-;V~fn \fs>r~M-~N-\l-(2-*^-/V-4- 

«M73b)T?#fc^ ^vH2-[[l-(2-* ^-4- 1° U 5?/I/)-4- tV* P ^ / 

^A-]#/W^5; ^tert-7^/l-i:IUfeM27b)Tl#fc3-(6-^ a n-2-^-^^/P)^/l^ 
5 tJwi^p t:°^-^/5^»M53b) i: ^XMm4k^&m&&Mtt%) t 
LT#fc 0 NMR(CDC1 3 ) 5: 1.38-1.45 (9H, ra), 1.67-1.77 (3H, m), 2.44 
and 2. 47 (3H, each s) , 2. 83-3. 10 (7H, ra) , 3. 18-3. 30 (4H, m) , 3. 53-4. 40 
(6H, m), 6.47-6.55 (2H, m), 7.56-7.63 (1H, ra), 7.90-7.97 (4H, m), 8.14- 
8.21 (1H, m), 8.48 (1H, br s). 
10 7tmft%T\& C 3 2 H 4 , N 4 C10 5 S • 0. 9H 2 0 1 LT 

ftW-fe (%) : C, 59. 55; H, 6. 68; N, 8. 68 
HM-fit (%) : C, 59.71; H, 6. 98; N, 8. 78 

15 4- h° y ^)-4- tv< y vvn:/p % 

HliSM73c)T?#fc2-[N-[3-(6-^ p P^-^^Vl^/Wft^/l^P t°^-=/k]-N- 
[l-(2-^ f/V-4-t" y i?/V)-4- y v>A-]T 5 J \^;v{* ^)#/W* 5 ^gftert- 

NMR (DMSO-de) 5: 1.60-1.80 (4H, in), 2.40-2.47 (3H, m), 2.60-2.71 (3H, 
20 m), 2.78-3.08 (4H, m), 3.19-3.66 (6H, m), 4.08-4.34 (3H, m), 7.09-7.22 

(2H, m), 7.73-7.77 (1H, m), 7.99-8.04 (1H, m), 8.13-8.32 (4H, m),' 8.64- 
8.69 (1H, m). 

Tumfttitm C z 7 H 3 5 N 4 Cl 3 0 3 S • H 2 0 • EtOAc t t"C 
fh^fjt; (%) : C, 52. 58; H, 6. 41; N, 7. 91 
25 (%) : C, 52. 33; H, 6. 42; N, 7. 99 



N-n-(2-7< b° y v?/k)-4- tv< y ^i/p^yr ^ k 

HJSM74)-e#7c3-(6-^ p P-2-^-7^)^/^^7^-N-[2-(^ 5 
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/P]-N-[l-(2-^^^-4-t°!J v^M-fcXy x?/V]-?u/^T% K— 4^^4^(0.20 gK 

5 (0.13 g, 69%) £ LT#fc 0 NME(CDC1 3 ) 8: 1.63-1.94 (4H, in), 2.02-2.10 

(3H, m) , 2. 44 and 2. 47 (3H, each s) , 2. 79-4. 02 (13H, m) , 6. 47-6. 55 (2H, 
m), 7.58-7.63 (1H, m), 7.94-7.99 (4H, m), 8.14-8.24 (1H, m), 8. 49 and 
8.53 (1H, each s). 

JzMfi%Y\% C 2 9 H 3 5 N 4 C10 4 S -H 2 0 • 0. 2EtOAc t LT 
10 SUMS (%) : C, 58. 99; H, 6. 41; N, 9. 23 

fit (%) : C, 58. 92; H, 6. 29; N, 9. 14 

«' 

3-(7-7*P^-2H-^ n ^ V-3--Y /i^/M^/l^-N-^ ^/WN-ri-(4- tf -JJ SW-4-fcV< 

15 76a) 3-(7-^p^E-2H-^ g V-3-^f A^/M^/I^/p fcT^-^jfe 

4^^3-(7-^n^E--2H-^ p ^ >-3-4 j ~/K3.10 %)%:Wmfcr bVV 
A(1.39 dbfim-r b V ?A(1.68 g)»7K^(25ml)— 75°C^n^i, ^©ilSf 

i.si$raa»# MYcft. fcrnit-r b v t? ^(i.o g)<D7kmma mr)ty^^^n<m 

(4.93 g)»x., 110°Ct?20B#^#^Yc o ffimi^tcifcm^&Zm., Tkifo ft 
20 j^UTMIB^^Sr^#,^(2.59 g, 75%) £ LT#fc 0 NMR (DMSO-dg) 5 : 

2.63 (2H, t, J = 7.0), 3.50 (2H, t, J = 7.0), 5.06 (2H, d, J = 1.0), 
7.19 (1H, d, J = 1.8), 7.24 (1H, dd, J = 1. 8 and 8.0), 7.41 (1H, d, J = 
8.0), 7.48 (1H, s). 

76b) 3-(7-y p ^&-2H-^ p * >--3-J M^^^/U-N-^ 5VKN-ri-(4- fcf V i?M- 
25 4- V %?M Zf&'^T % K 

HJ£^j76a)-e#fc3-(7-^n^E-2H-^ n ^-3-^/i/)*/WJwl^P tftf-^SI 
(0.35 g) t HWJ30a)T?#fc4-^ ^ 7 -l-(4- fc° JJ v 5 /^) t°^< ]) v^(0.20 g)C9 

DMF(20 ml)^--DMTMM(0.42 g)MJ*U ^T15R#|^#2Si?fc 0 £Ofrf& 
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\^Xmmik&^%1&&3fe£h(29%)k LT#fc 0 NMR(CDC1 3 ) 6: 1.50-1.80 (4H, 
m), 2.84 (3H, s), 2.75-3.00 (4H, m), 3.50 (2H, t, J = 7.0), 3.93 (2H, ra), 
4.63 (1H, m), 5.04 (2H, d, J = 1.2), 6. 65 (2H, d, J = 6. 6), 7.04 (1H, d, 
5 J = 8.2), 7.10 (1H, d, J = 1.8), 7.14 (1H, dd, J = 1. 8 and 8.2), 7.31 

(1H, s), 8.26 (2H, d, J = 6.6). 
7umft$tm C 2 3 H 2 6 N 3 0 4 SBr-0.5H 2 Ok LT 
nW-iU (%) : C, 52.18; H, 5.14; N, 7.94 
MWm (%) : C, 52.05; H, 5.02; N, 7.78 

10 

3-(7-^n^--2H-^ p ^ 5V^-N-ri-(2-^ *f-/U-4-t° V 

HiiM76a)-e#fc3-(7-^n^--2H-^ >"-3"< /!/):* /WJ^/K7°p yfJrI/Wtk 
^M42b)-e#^c4-p< *f-flST % J -l-(2-^ fc° ]J v^) fc:V< y hMMM 

15 76b) i: bTMfB^^^^^^(53%) k br#fc 0 NMR (CDC1 3 ) 8 : 

1.50-1.90 (4H, m), 2.46 (3H, s), 2.83 (3H, s), 2.75-3.00 (4H, m), 3.49 
(2H, t, J = 7. 2), 3.93 (2H, m), 4.62 (1H, m), 5.04 (2H, d, J = 1. 2), 
6.45-6.60 (2H, m), 7.04 (1H, d, J = 8.2), 7.11 (1H, d, J = 1.8), 7.14 
(1H, dd, J = 1. 8 and 8.2), 7.30 (1H, s), 8.15 (1H, d, J = 6. 2). 

20 jumfttirm C 24 H 28 N 3 O 4 SBr-0.5H 2 O£:LT 
fUMt (%) : C, 53.04; H, 5.38; N, 7.73 

mmm (%) : c, 52.87; h, 5.41; n, 7.61 

3-(5-^ p p-3-t* gvW<>o£g^Z M*/l-ft~/^-N-^ ^V--N-n-(2-^ 
25 ^vl^-4- bf y >?/W)-4-b°^<y i?M ^ K 

78a) 3-(5-^ p P-3-^^/^>-y^^-^^^-2-^/^)^/^^/^p if^-^m 
Mlk5-? p p -3-^ J-A^is-'Sf-Hry ^ >-2-^/uy j ~/t^ & mMffl76a) k m 
LTJTOffcl^(30%)&#fc o NMR(CDC1 3 +CD 3 0D) 5:2.72 (3H, s), 2.83 
(2H, t, J = 7.6), 3.59 (2H, d, J = 7.6), 7.49 (1H, dd, J = 1. 8 and 8.8), 
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7.80 (1H, d, J = 8.8), 7.83 (1H, d, J = 1.8). 

78b) 3-(5-^ p g -3-7*?vW< ;l/)^;l^^-N^ ^vU-N- 

n-(2-^ ^/w4- tf y tf^ y ^M21ez1 >t % K 

^?!l78a) T?#rt3-(5-^ p p -3-^ f-A^^^-^-y * ^-2-^ /l^/V/JwK/ 
5 p \fir^m. t HJfiM42b)-e#^4-^ ^vl'T 5 / -l-(2-^ 5VP-4- 1° U vv^) fc°-< U v> 

^ ib ^WJ76b) £ IrI#^ LTffiiBf «r&6*£i&(46%) i: LT#fc 0 NMR 
(GDC1 3 ) 8: 1.42-1.90 (4H, m), 2.45 and 2.47 (3H, s), 2.74 (3H, s), 2.75 and 
2.82 (3H, s), 2.80-3.05 (4H, m), 3.68 (2H, t, J= 7.7), 3.92 (2H, m), 4.54 (1H, m), 
6.45-6.60 (2H, m), 7.51 (1H, dd, J = 1.8 and 8.8), 7.80 (1H, d, J = 8.8), 7.85 (1H, 
10 d, J = 1.8), 8. 15 and 8.20 (1H, d, J = 6.0). 

Tum^mU C 2 4 H 2 8 N 3 0 3 S 2 C1-0.25H 2 Ob LT 
ffJSjjt (%) : C, 56.46; H, 5.63; N, 8.23 
(%) : C, 56.45; H, 5.75; N, 8.40 

15 3-(4' p p tf 7 ^/l/.4-^;l/)^^»^/^N-^ f;^-N-fl-(2-^ ^vW4-tf U g£ 

79a) 3-(4' p p lf7a^-4-^;W)^;^^;l//P \?Jr^Wk 

mt4' p p t^a^/l^-*/^^ £>HJfc$l76a)£ PIIRJC LTJBfBfk; 

^£^fe@^(54%)£: LT#fc D NMR (DMS0-d 6 ) 5: 2.56 (2H, t, J = 7.6), 
20 3.58 (2H, d, J = 7.6), 7.52 (2H, d, J = 8.8), 7.71 (2H, d, J = 8.8), 

7.93 (2H, d, J = 8.8), 8.10 (2H, d, J = 8.8). 

79b) 3-(4'.-^ PPbT7>f ;l/)X^^;l>-N^ ^v^-N-ri-(2-^ ±A^4- if 

V ^/W)-4-tf^<IJ g£M2lH£l>Z * K 
HJSM79a)T?#fc3-(4'-^ n p If 7^=/^-4--f /^^/^^/PT'p br^g^H 
25 JSM42b)-e#7t4-^ ^/KT 5 / -l-(2-^ =7v^-4- fcf JJ fc°-< JJ fe HlfeM 

76h)hmM\Z\^XMmfc&m&m&%kM,(49%)b UT#fc„ NMR (CDCI3) 5: 
1.55-2.00 (4H, m), 2.45 and 2.47 (3H, s), 2.78 and 2.85 (3H, s), 2.75-3.05 (4H, 
m), 3.53 (2H, t, J = 7.7), 3.94 (2H, m), 4.65 (1H, m), 6.45-6.60 (2H, m), 7.47 
(2H, d, J = 8.8), 7.56 (2H, d, J = 8.8), 7.75 (2H, d, J = 8.4), 8.00 (2H, d, J = 8.4), 
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8.16 (lH,d, J = 6.2). 

jcmfttif®: C 2 T H 3 0 N 3 O a SCI b LT 
It^C (%) : C, 63.33; H, 5.91; N,8.21 
Hfflffi (%) : C, 63.05; H, 6.14; N, 8.44 
5 HffiM80 

10 \^Xmmik&m%m&mfc(34%)b LT#fc 0 NMR (TDMSO-de ) 6:2.66 (2H, 

t, J = 7.2), 3.41 (2H, d, J = 7.2), 7.50 (2H, s), 7.70 (4H, s). 
80b) 3-f(E)-2-(4-yp ; e7x=/Hxf=;H^^»^^-N^ ^/WN-ri-(2-^ 

H W!l80a)-^?#fc3-[(E)-2-(4-^ n 7 ^ n/w)^ a \?Jr is 
15 mbmmm42b)xntc4-^^T $ /-l-(2-^/i-4-fc 0 y ^/>)tr-<y ^^6>H 
JS^il76b)i:^^bTjBIB>f^^tril^^(67%)^ L"C#fc 0 NMR (CDC1 3 ) 
5: 1.50-1.90 (4H, m), 2.46 (3H, s), 2. 77 and 2. 84 (3H, s), 2.75-3.05 
(4H, m), 3.50 (2H, t, J = 7. 1), 3.93 (2H, ra), 4.63 (1H, m), 6.45-6.60 
(2H, m), 6.88 (1H, d, J = 15.8), 7.39 (2H, d, J = 8.4), 7.53 (1H, d, J = 
20 15.8), 7.58 (2H, d, J = 8.4), 8.15 (1H, d, J = 6.6). 

jmftffim. C 23 H 28 N 3 O 3 SBr*0.9H 2 O£ LT 
tnffg (%) : C, 52.85; H, 5.75; N, 8.04 

mmm (%) : c, 52.99,- h, 5.67; n, 7.70 

Hffi#ij81 

25 (E)-3-(6-^ p tt-2-1-7^MX/Ufc-/WN-?<- ^-N-fl-(2-^ ^/l^-4-b:° ]) 

4- \?s< V tZM 2! 13 ^ % K 
81a) gj^_E^±Z£i^±2j^7k^Lk^±±J 

mmwtr h v (15. 1 g ) bmwtr b v t? a do. 1 g ) (DTkmmaso mi) 

Ml^TltfcSfttf-;? n n ~)~7?-$ 1/^-2-^/^^/1.(15. 7 g) ^KfCXliW^ ^ 
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*>Ms 'PM(DfcbT± b^^#"UT^Mt:^(12.6 g, 84%)£#fc Q NME 
CDMSO-d^ ) 6 : 7.50 (1H, dd, J = 2.2 and 8.8), 7.72 (1H, dd, J = 8.2 and 1.4), 
7.86 (1H, d, J = 8.2), 7.95-8.02 (3H, m). 
81b) (E)-3-(6-^ p V ^Wt 

^M81a)T#fc6-^ n zi-j-?? V- J l^Stf" b ]) !>A(0.50 g)<7)7k 

mm(20 ml)— T^mt-T Y y t> -M0.20 g)<D7k?«(l ml) i 2,3- v>:/p * r. & < ^ 

(i.38 g)&6o°cx«Mx., no o c-v2omm^ m^tz. 0 ttmm^^ms Tkgfe, $ys 

LTMfB^»$gfi@f£(0.24 g, 40%) i: LT#fc 0 NMR (DMSO-d,,) 6 : 
6.78 (1H, d, J = 15.0), 7.75 (1H, dd, J = 2. 0 and 8.8), 7.77 (1H, d, J = 
15.0), 7.94 (1H, dd, J = 2. 0 and 8.8), 8.15-8.35 (3H, m), 8.56 (1H, s). 
81c) (E)-3-(6-^ p P-2-^:7^yW);*/t^~^-N-^ 5M^-N-ri-(2-;* ^-4-fc" U j? 

z^)-4- h°^< y /p^yy^ k 

^»!l81b)-e#fd(E)-3-(6-^ DD.2.t7^)^;^^V7^ U 
42b)T?#fc4-^ 5 / -l-(2-^ 5VV-4- fc? y v 5 /^) t°^< y ^^fe^l;!iM76b) £ 

IH#^LTMfB^^^^^(37%)^ LT#fc D NMR (CDC1 3 ) 5: 1.50- 
1.90 (4H, ra), 2.45 and 2.48 (3H, s), 2.87 and 2.99 (3H, s), 2.75-3.05 
(2H, m), 3.97 (2H, ra), 4.70 (1H, m), 6.45-6.60 (2H, m), 7.32 (1H, d, J = 
14.6), 7.48 (1H, d, J = 14.6), 7.60 (1H, dd, J = 1. 8 and 8.8), 7.80-8.00 
(4H, m), 8.17 (1H, d, J = 6.0), 8.49 (1H, s). 
jmftffim C 2 6 H 2 6 N 3 0 3 SCI- 1. 3H 2 0 1 LT 
ff^it (%) : C, 59. 17; H, 5. 68; N, 8. 28 
HSWifi (%) : C, 58. 91; H, 5. 76; N, 8. 67 

3-(6-^ n P-2-^-7^)^/^^r^/l^-N-^ ^/WN-rn-(4-b 0 D x?;V)-4-\?^V vTlj 

mMfflib)x*ntz.4-[4-(N-?i ^jvt ^ ; )^ ^/v-i- y ^] t° y w t mmm 

27b)-T?#7t3-(6-^ p p-2-^-^^-71^)^/^=7^p t°$-^mfab^MM76h)k 

mm^ isxmmfc^ £&t&*iriii(58%) t lt#^ 0 nmr (cdci 3 ) 5: 1.26 (2H, 
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m), 1.60-1.80 (3H, m), 2.73 (2H, t, J = 7.5), 2.79 (2H, ra), 3.12 (2H, t, 

J = 6.2), 3.55 (2H, t, J = 7. 5), 3.85 (2H, ra), 5.96 (1H, m), 6.62 (2H, d, 

J = 6.6), 7.60 (1H, dd, J = 1. 8 and 8.8), 7.85-8.00 (4H, m), 8.23 (2H, d, 
J = 6.6), 8.47 (1H, s). 
5 ^m^mm C 24 H 26 N 3 0 3 SCl-0. 5H 2 0£ L~C 

tHHIC (%) : C, 59. 93; H, 5. 66; N, 8. 74 
mWHfe (%) : C, 60. 17; H, 5. 87; N, 8. 62 

10 M-4r t°^< V itM-fw^T % K 

83a) 4-[N-[3-(6-^ P -2-^-7 f-^u \?3r~M-N-* ^A* 

4-[N-(3-^ a n-2,2-v^ 5VK/P If^-zl^-N-^ f-jVT % J ] fcT^U v>^-l-# 

g), II^Mld)-C#fc6-^ p n-^/>*/ht7^V' 
15 ^(0.71 gk -^MJ^A^ h^K(0. 11 g)£r^*7— /K14 ral)^Dx. N 70°C 

Xtf/^V^-VmmLX, MIB{b^(0.86 g, 84%)&#fc D NMR 
(CDC1 3 ) 5 : 1.44 (9H, s), 1.46 (6H, s), 1.20-1.90 (4H, m), 2.60-2.90 (2H, m), 
20 2.89 (3H, s), 3.34 (2H, s), 4.05-4.55 (3H, m), 7.36-7.52 (2H, m), 7.61-7.71 (2H, 

m), 7.72-7.80 (2H, m). 

83b) 4-[N-[3-(6-^ p P-2-^:7^/l^/Wfr^/^-2,2-v^ ±A^n h°^-^/H-N- 

HW!j83a) T?#f-4- [N- [3- (6-^ P P -2-^:7 9VW)^-2,2- ^JVfxi 

25 -/l^-N-^/KT % J\\?^) ^^-1-^/^V^tert-^/^^^JiMlf)^^ 

i-LTMfB{b^^M#,ii^(68%)i: bT#fc 0 NMR (CDC1 3 ) 5: 1.47 (9H, s), 
1.59 (6H, s), 1.40-1.70 (4H, m), 2.65-2.90 (2H, m), 2.93 (3H, s), 3.67 (2H, s), 
4.10-4.50 (3H, m), 7.67 (1H, dd, J = 2.0 and 8.4), 7.86-8.08 (4H, m), 8.48 (1H, 
s). 
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83c) 3- (6-^ P p-2-^-^^/H^/^^^/^-2,2,N- MM ^-/WN-ri-(2-^ ^7^-4- 

P t^-^J-N-^/KT^ /]tf^y ^V-l-#/i^V^tert-:7^P/V(0.62 g)£ MJ 

iBEIitfc 0 a^£I£ll(3.1ml)^^U ^A(0.19g)^tIX.T, 
13ori?20#P^#*l«: o M^Ml^^raif U ^TO^M^^I/^ 

*&5fc(0. 18 g, 29%) t UT#fc D NMR (CDC1 3 ) 5 : 1.59 (6H, s), 1.60-1.90 (4H, 
m), 2.46 (3H, s), 2.80-3.05 (5H, m), 3.68 (2H, s), 3.97 (2H, d, J= 12.4), 4.35- 
4.65 (1H, m), 6.46-6.60 (2H, m), 7.57 (1H, dd, J = 2.2 and 8.8), 7.86-8.06 (4H, 
m), 8.17 (1H, d, J = 5.8), 8.48 (1H, s). 

jumfttifU C 2 7 H 3 2 N 3 0 3 SCI -0. 5H 2 0 1 L T 
ff-^fjt (%) : C, 62. 00; H, 6. 36; N, 8. 03 
MWim (%) : C, 61.96; H, 6.38; N, 7.98 
»M84 

3- (6-^ hp -2-j-^^-M^/^^^-2-^ ^vl--N-ri-(2-^ ^v^-4- tf U v ? /l^)-4- 

y vVh^p t^^x 5: k 

84a) N-d-^V-^/^-b^y SW-3-(6-^ p n-2--ry^-/V)^7V^=-^-2-^^- 
H»j69b)-e#fc3-(6-^P^E-2-^-7^/l/)^/k7}N^/l/-2-^ ^^p \?Hr^¥kh 

4- t ^ / -i--< vvvn^ y bHte#i76b) t ^xmmt&m&mn 

fef^(73%)£ LT#fc Q NMR (CDC1 3 ) 5: 1.30 (3H, d, J = 7.0), 1.24-1.54 
(2H, m), 1.64-2.16 (4H, m), 2.66-3.00 (3H, m), 3.09 (1H, dd, J = 4. 0 and 
14.0), 3.47 (2H, s), 3.44-3.70 (1H, m), 3.80 (1H, dd, J = 8. 0 and 14.0), 
5.53 (1H, d, J = 8. 2), 7.20-7.38 (5H, m), 7.57 (1H, dd, J = 2. 2 and 8.8), 
7.84-7.96 (4H, m), 8.45 (1H, s). 

84b) 3-(6-^ p n-2--ryf-;V)^7V^=-;V-2-^ 5vKN-ri-(2-^ ^/K4-fc 0 V i?M- 
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=.jU-2-^ ^;Vfxi \f^mr % K(0.34 g)(Dl,2-i?? u ^(2.0 ml)|«^ 

0°CT^ cp»^ n a ^/U(0.16 ml)^Px. N 70°C^6BfP^#^Yc^ 
^^/-/K2.0ml)^Dx., 70t^lf«/^M:fc o SJ^Sr^ffiSliU a 

(2.omi)i^px., i3o°c-T?2B#r^/0^MTc o Rmmzmmmmi^ nmm^mt 

»lbfc 0 U 2WB*SrVy^^*9A-e»»bT, Wm&m* 

HfeiS^*(0. 10 g, 29%) i UT#fc. 

Tult^Wii C 2 5 H 2 8 N 3 0 3 SCI- 0.5H 2 Ob tt 

If^-fC (%) : C, 60.66; H, 5.90; N, 8.49 

HjfflUC (%) : C, 60.94; H, 5.90; N, 8.53 

0fe&tM85 

2-f3-(6-^ p p -2-^:7 ^/l^/Wfr^/K^g h°/H-8-(2-^ ^vU-4-t° y 

85a) y y "f^Y^T j m&^As&gm. 

i-^v^-4-t^y K^aogx v-ry^^^/K9.67mix nsfeT^^p 

A(1.39 g)*3«t Wl^(2.6 ml)£r h/^^(50 ml)^Bx.> ^^S^k^Dean- 

4Nmk7kmmm^^wm^m^xMm4k&m(8.5 s , m%)^%tz. 0 nmr 

(CD 3 OD) 8: 1.33 (3H, t, J = 7.0), 2.60-3.40 (5H, m), 3.52-3.80 (2H, m), 
4. 00-4. 28 (1H, ra) , 4. 30 (2H, q, J = 7. 0) , 4. 39 (2H, s) , 7. 42-7. 65 (5H, 
m). 

85b) 1-^<^^/w-4-j: y*cl/t);V7$~;V* ±A^<V t^±MJk^ME^L!k 
^TyfW y ^A(2.59 g)6Q7K^(10ml)?r||»j85a)-C#fc(l--<^^-4- 
fcV< y z? y -t^V) v-T / IEg6^/l4ftBg&(8.5 g)(D^f J —^(43 mQlt 
Jn*., 80°C^lR#P^#MYc^ bfc 0 ^™—«m^(60 ml)^P 
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mvxmm4k&^&n&®vtmo.i6g)b lt#/c 0 nmr (cdci 3 ) s: 1.52-1.70 

(2H, m), 2.05-2.40 (4H, m), 2.45-2.65 (2H, m), 2.59 (2H, s), 3.47 (2H, 
s), 4.09 (2H, q, J = 7.2), 4.19 (2H, q, J = 6.8), 7.10-7.35 (5H, ra). 

85c) s-^i/-Jjv-2-\z-(6-? p o-2-^:7^/u);*/k/fr~7K7 g P fcVH^.s-v^Tlf^ 

g)(DWimmmm(\b mD&wmmmm ^raii ufc 0 

^^£DMF(20 ml) ^|g^U DCC(0.70 g)^n^T^-eiffi^^#M7cft, 
3-(6-^ p p^-^^/i^a^—A-^p fcVv-T 5 ^^^(0.98 g)£ MJ =^^-;v 

t, »«*SrB^fe^- h !> •>^(0.64g)^*^te 7 K^(i 3m i)4 t ioo 0 C^lBfP H ^^ 

TffiflBffr^«riSfi&Gifi?g(1.20 g, 75%) i: UT#fc, NMR (CDC1 3 ) □ : 1.36- 
1.54 (2H, m), 1.86-2.22 (6H, m), 2.54 (2H, s), 2.76-2.94 (2H, m), 3.10- - 
3.26 (2H, m), 3.52 (2H, s), 3.59 (2H, t, J =6.8), 7.18-7.38 (5H, m), 
7.59 (1H, dd, J = 2. 0 and 8.8), 7.80-8.06 (4H, ra), 8.45 (1H, s). 
85d) 2-\3-(6-? p \=t-2--rZ7=f-7V-)^/Uy^=L/U^u \?/V\-8-(2-* ±A^4^VjM^t 
2,8-i^Tif g g^J4J51g# ^-1,3- vbT^ 
^JfeM85d)-e#fc2-[3-(6-^ p P-2-^7^/k)^/^^/^P lf/^]-2,8-i?T1f 

* tr p [4.5]^ ^-i,3-^^/5^n»!i84b) i mm\z LxMmit&m m%&m 

tN(11%) i: LT#fc„ NMR (CDC1 3 ) 6 : 1.54-1.76 (2H, m), 1.98-2.20 (4H, m), 
2.47 (3H, s), 2.65 (2H, s), 2.94-3.14 (2H, m), 3.23 (2H, t, J = 7.2), 3.63 (2H, t, J 
= 6.6), 3.76-3.92 (2H, m), 6.48-6.60 (2H, m), 7.61 (1H, dd, J = 2.2 and 8.8), 
7.82-8.02 (4H, m), 8.20 (1H, d, J = 5.8), 8.46 (1H, s). 

TcSt^Wg C 2 7 H 2 8 N 3 0 4 SCI • 2. 8H 2 0 1 IT 
fc%\% (%) : C, 56. 25; H, 5. 87; N, 7. 29 



WO 02/06234 PCT/JP01/06148 

153 

mmm (%) : c, 55.99; h, 5.48; n, 6.95 

(E)-4-(6-^ p u-2--}-7?-MXsU7fr~/U-N-?i ^vWN-ri-(2-^ fvW^g y jJ;V)-4- 

86a) (E)-4-(6-^ g P-2-^:?5Vl^/I^fr~/^-2-y^>^J^/^ 

^JSM81a)-T?#fc6-^ n n ^-7 ^ U ^-2-^^-7 >f ViH" h U #A(1.0 g)£3-:7* 
p^ p b ^^/HO.85 g)£DMF(15 ^UXU^m^U^tc 

^ tKtk^b^l. @^^^-/^tti±j ufc 0 mmi%m7mm-r h y $&xw&&, 
w^M*^xmmk&&&i&m5Mi(0A9g,43%)&'mc. o nmr(cdci 3 ) 5: 1.26 

(3H, t, J = 7.2), 4.62 (2H, dd, J = 1. 2 and 7.7), 4.17 (2H, q, J = 7.2), 
5.87 (1H, d, J = 15.8), 6.82 (1H, dt, J = 7. 7 and 15.8), 7.60 (1H, dd, J 
= 1.8 and 8.8), 7.80-8.00 (4H, m), 8.44 (1H, s). 
86b) (E)-4-(6-;? p Ergz±Z±Zk^Zk^=^±2j^z^M 

m£M86a)T?#7i(E)-4-(6-^ p ^-2-^^^;V)^)V^^;V.2-Zf s r^WP^ s f-jV 
(0.58 g)<Dffim(6 ml)&iKtCftffi£K(0.6 ml)»^ llOt^B^^MTif^ 

m4k&^&M&ffiM}(OA2 g, 78%)£r#fc 0 NMR(CDC1 3 ) 5: 4.05 (2H, d- 
like), 5.88 (1H, d, J = 15.8), 6.82-7.02 (1H, ra), 7.61 (1H, dd, J = 1. 8 
and 8.8), 7.80-8.00 (4H, ra), 8.44 (1H, d, J= 1.4). 

86c) (E)-4-(6-^ p P-2-^-7^/^)^/^^^/l^-N-^ ^/WN-ri-(2-p< ^yW4-t°y y> 
M-4- If ^ U S?/H-2-^ ^ K 

^JfeM86b)T?#7t(E)-4-(6-^ p v-2-~T'7?-/l<)X/Uft~/]/-2-y f 7'^mfrbMM 

M76b)tmm^'Lxmm^m(36%)^mc.o nmr (cdci 3 ) s 1.50-1.80 (4H, 

m), 2.46 (3H, s), 2.74 (3H, s), 2.80-3.10 (1H, m), 6.30-6.80(4H, m), 7.60 (1H, 
dd, J = 1.8 and 8.8), 7.85-8.00 (4H, m), 8.17 (1H, d, J = 5.6), 8.45 (1H, s). 

Tumfttitm c 2 6 h 2 8 cin 3 o 3 st ut 

WrWiU (%) : G, 62.70; H, 5.67; N, 8.44 
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IBM (%) : C, 62.64; H, 5.64; N, 8.31 



^ffi#i|35c)i?#fc2-(6-^ n n-2-Ty^;V) x/Uyfr~/l'Wmt 1- (4- fcT ]) i?;V) 

5 tr s<? z?>frbnMM76b) t mm^ ^xmmit^-m^m^^ (42%) t LT#fc 0 

NMR (DMS0-d 6 ) 5:3.10-3.80 (8H, ra), 4.84 (2H, s), 6.80 (2H, d, J = 6.6), 
7.71 (1H, dd, J = 2. 2 and 8.6), 8.00 (1H, dd, J = 1. 4 and 9.2), 8.05- 
8.40 (3H, m), 8.17 (2H, d, J = 6.6), 8.63 (1H, s). 

10 3-[2- (6-^ P P -2--ry^M^/^=^7U=^^/U]-2, 4-v^ar y-8- (2-^ =f-jV-^-\f 

V 3, 8- MJ Tif' ^ b°P [4. 5~]7*# 1/ 

88a) 3-(2-^P^-^^-/^)-2, 4-v ? ^-^-y-l, 3, 8- bV Tlf^ t°P [4. 5] 7^7 ^-8- 

2, 4-i^-^y-l, 3, 8- hV T-T^ tfP [4. 5] 7^ V-8-^7/l//jf ^tert-y^/1/ 
15 (Wysong, C. N. ; Yokum, T. S. ; Morales, G. A. ; Gundry, R. L. ; McLaughlin, 

M. L. ; Hammer, R. P. J. Org. Chem. , 1996, 61, 7650) (2. 7 g) x 2-Zfu^Er 
S — Ml. 5 g)*Jj;t;hy7x-^7^y(3 g)&THF(50 ml)^fr>U "S. 

mUMT, 0°C-e/5^MTc o ^v^-e40%Tyv ? */^/^^v ? ^^7^^ h/i/^^ 

^(5 mi)§rMTbfc 0 m.fcM*mBLX*2m&fr%m^tz.^ mmmmu nmm 
flaw- hp !> a -es&ji bfc 0 u mmm y # ?>vt> ? a x*mm u 

fc 0 ^OM^^-^iD^^^^^VVCo NMR (CDC1 3 ) 5: 1.49 (9H, s), 
1.50-1.70 (2H, m), 1.95-2.15 (2H, m), 3.10-3.35 (2H, m), 3.61 (2H, t, J 
25 = 6.4), 3.93 (2H, t, J = 6. 4), 3.93-4.10 (2H, m). 

88b) 3-[2-(6-y p ^ -2-^-7 =f-;V)^?v^^;v^;V\-2, 4-^^-^y-i, 3, 8- hi; 

Tif ^ b°P [4. 5]^# >--8-# JVi^^mXerX-~f=f-)V 

HJiM88a) ■T?#fc3-(2-y f P^E-^^-/l-)-2, 3, 8- b V Tf* t°P 

[4. 5] fjj ^-8-^7^^^tert-Zf^7Ut MMfflld) X»Wtz&-# P P -2-/- 
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h -r ? $ 1/ ^ e, mmmza) t mm\^ lt3- [2- khph -2-^ 7 ^vi')^]^. 

^]-2, 4-^^y-l, 3, 8- h U TU 2 * t°n [4. 5]^ 

(17%)£LT#fc 0 NMR (CDC1 3 ) 6: 1.48 (9H, s), 1.60-1.72 (2H, m), 1.90- 
5 2.10 (2H, m), 3.10-3.30 (2H, m), 3.80-4.10 (4H, m), 6.42 (1H, s), 7.60 

(1H, dd, J= 1. 8 and 8.8), 7.90-8.00 (4H, m), 8.54 (1H, s). 
88c) 3-[2-(6-^ p P-2-^-7^/^-)^/^^^y^^-/H-8-(2-y ^-4- H° ]) 
3, 8- MJ Tif' * b°P [4. 51x^7 V-2, 4-^V 
^W"l88b) -C#fc3-[2-(6-^ p P-2-^:7^^;*/i^=,/I^c5VK|-2, 4-v^^ 
y-1, 3, 8- h y Tif ^ t°n [4. 5]^# ^-8-^7^^V^tert-^/^b3IW!j83c) 
tmm^LXMmfc^%m&ffijfc(l3%) b UT#fc„ NMR (CDC1 3 ) 5: 1.65- 
1.90 (2H, m), 2.00-2.30 (2H, m), 2.45 (3H, s), 5.20-3.45 (2H, m), 3.45- 
3.70 (2H, m), 3.70-4.00 (4H, m), 6.40-6.70 (2H, m), 7.50-7.75 (2H, m), 
7.85-8.10 (4H, m), 8.13 (1H, d, J = 5.4), 8.54 (1H, s). 
^m^m. C 2 5 H 25 ClN 4 O 4 S-0.25MeOH-H 2 Oi: LT 
ff^lfi (%) : C, 56.26; H, 5.24; N, 10.39 
mmiU (%) : C, 56.01; H, 5.14; N, 10.54 

3-[2-(6-^ PP^-tyf^^M^^/P H°M-8-(2-^ 1° ]J yyU-) - 

20 1, 3, 8- K]J Tlf-X fc:°P [4. 5]x^7 >-2, 4-v^^ 

89a) 8- (2-^ gvW^ y ^ -1, 3, 8- b V T ± X fc°P [4. 5] 7 s % >-2, 4-y^^ 

^M42a)^#fcl-(2-y^-4-t°y v?^)-4-fc°-<y KV(1.9 g) N ^i7V 
^^•>A(3. 18 g)&J;t^TW^ h P ^-MO.72 g)Sr^^y— /K15 ml) -7k 
(15 ml) WA^U 50-55°C^15B#P^M«: o ^»^*Pb7k(10 ml) £ 

25 #fWb^^$r6^ g , 66%)§r#fc 0 nmr 

(DMS0-d 6 ) 6:1.28-1.90 (4H, m), 2.32 (3H, s), 3.10-3.40 (2H, m), 3.70- 
3.94 (2H, m), 6.60-6.80 (2H, m), 8.03 (1H, d, J = 5.8), 8.59 (1H, s), 
10.73 (1H, s). 

89b) 3-[2-(6-^ P P-2-t7f^)^^^^/P t°M-8-(2-^ =f-/U-4-H°V^ 



10 



15 
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M-l, 3,8-HJ Tif^ fc°P [4. 5]y*% ^-2, A-VOTls 

m£M89a) Tl#fc8-(2-^ ^vW4-t° ]) -JjV)-l, 3, 8- MJ Tif ^ fcf n [4. 5]^ 
4-v^^ (0. 26 g) t HWJl8b) T?#fc3-(6-^ p P -2-^-7^V)^^/^=-/V 
^P/V- /K0.28 g)$$£tf h V 7 j ^(0.29 g)£rDMF(10 ml^tf 

t- 0 mmm^M^mm-rh v v^xmrnt, mm&m&u mm^^v xfiv 

% =7 J*X»WM l^Xmmit^^M^MMSO mg, 5%) t LT#7c 0 NMR (CDC1 3 ) 
6: 1.65-1.80 (2H, m), 2.00-2.40 (2H, m), 2.45 (3H, s), 3.16-3.38 (4H, 
10 m), 3.61 (2H, t, J = 6.6), 3.74-3.95 (2H, m), 6.45-6.6 (2H, m), 6.99 (1H, 

s), 7.60 (1H, dd, J = 1. 8 and 8.8), 7.85-8.00 (4H, ra), 8.18 (1H, d, J = 
6.0), 8.47 (1H, s). 

TcmftffiiM C 2 6 H 2 7 C1N 4 0 4 S • 0. 8H 2 0 1 LT 
ff^-fit (%) : C, 57. 67; H, 5. 32; N, 10. 35 
15 mmiM (%) : C, 57. 63; H, 5. 55; N, 10. 07 

HJSM90 

4-f3-(6-^ PP-2-t7WM^P \f/U\-8-(2-?>-^-/U.4-\i 0 ]) i?M-l-=?~T 

90a) 6-^ p P-2-(3-^ P p:7°p \?/V) ^jUfc—jU-}-? ? Ul/bS-f P P~2~(3- 
20 -fn^-fu \?;V)^;vfo^-;v~y-7 5< x^l/ 

MM81a)~e#rc6-^ p v-r~7$ ls^-2-^/V7j >m.~T V V 1^(2.49 g)tl- 
y'u^rS-? p p^p^^(7.87 g)trDM(3O ml)^inx.7O o C-ei80#P H ^^M^Yc o 

25 i\:^^>}(Dl:im^^0O-.7O g, 52%)£#fc D NMR(CDC1 3 ) 6 : 2.19-2.41 (4H, m), 

3.31-3.38 (2H, m), 3.49 (1H, t, J = 6.2), 3.64 (1H, t, J = 6.2), 7.60 (1H, dd, J = 
2.0 and 9.0), 7.88-7.98 (4H, m), 8.48 (1H, s). 

90b) 3-^-^r y-l-^T-4,8-^T^ X K°v\4.5\T~% ^-8-# /i^V^tert-:/^ 
4-^-=3r y fc^< y ^^-l-^7/^^^tert-^/K4.0 g), U 3-/1^(2.2 gK 
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*v>x»mfr\^Tmmfc&m&mmisMi(2.79 g , $i%)t l-c#/c d nmr 

(CDCI3) 8 : 1.46 (9H, s), 1.87-1.95 (4H, m), 3.06-3.20 (2H,m), 3.58 (2H, s), 
3.87-3.97 (2H, m), 6.81 (1H, br s). 

90c) 4-f3-(6-^ n v-2--r7^MX/U$s^/uyxi y£ )V\-Z-ir^ V -l-^T 
If ^ \f p r4.51x^ >-8-;fr /i^V^tert-^^vP- 

^M90b)"C#fc3-^-^ y-l-^T-4,8-^T^ X t°P [4.5]^ ^-8-%J^^m 
tert-7^/KL42 g)<DDMF(20 miyM^K^T. tK*^ h D A(60%ffit£; 
0.23 g)%DUx.O°CX*mmfr% Mfcm, HJSM90a) TWc6-^ p p -2- (3-^ p 
p:/p \? ;u) ^?v~fc=-;v-f-7 $ Ul/b§~? p n-2-(3-^n^e^°n fcVl/) ^/M^/U 
? U^(Dl : 1*1^(1. 70 g) ^D^7^ 0 S^^^1?6 0 P^^KfciL 

ig (1. 26 g, 45%) £ LT#fc Q NMR (200MHz, CDC1 3 ) 5 : 1.49 (9H, s), 1.67- 
1.73 (2H, m), 1.94-2.09 (4H, m), 2.89-3.02 (2H, m), 3.23 (2H, t, J = 7.5), 3.40 
(2H, t, J = 7.5), 3.50 (2H, s), 4.14-4.23 (2H, m), 7.60 (1H, dd, J = 2.0 and 8.6), 
7.87-8.00 (4H, m), 8.48 (1H, s). 

90d) 4-r3-(6-^ p n -2-1-7 ^-/U)X/V7fr^/uyTi bVH-l-^T-4.8-v ; Tif ^ b°P 
T4.5lx^ ^-3-^ b V Z7/U*ummiM. 

»M90c)T?#/^4-[3-(6-^ n v-2-1-7j-jV)^;Vfo=^;v7n \f/U]-3-^ V-l- 
?-T-4,8-i?TlFx fc°n[4.5]^>'-8-^/^V^tert-^/K0.10 g)© h y 

NMR (DMSO-de) 6 : 1.89-1.96 (2H, m), 2.05-2.15 (2H, m), 2.58-2.69 (2H, m), 
3.11-3.29 (4H, m), 3.44-3.58 (6H, m), 7.60 (1H, dd, J = 2.0 and 8.6), 7.87-8.00 
(4H, m), 8.49 (1H, s). 

90e) 4-f3-(6-^ p P-2-t7f;l/)^/^^/p ^/U\-8-(2-^f-/U-4rifVi^M- 
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l-^T-4.8-S?T1f.x gnJ4 1 5]zf^ 

HJ£M90d)T'#fc4-[3- (6-^ p p^-^^/I^/M^/K^p 
v'Tif^ ^n^.S]^^-^-^ f> y 7 If ^^(0.21 g) x 4-^ p 
/Ut° U ^^(65 mg)i h V ^ V(65 mg)©x^ / — /^MW(5 ml)^!^ 

m\^xMmfc&¥d%m&nMo.i6g, 83%) tLxmfc. 0 nmr(cdci 3 ) s ■. 

1.80-1.86 (2H, m), 2.08-2.21 (2H, m), 2.48 (3H, s), 3.03-3.15 (2H, m), 3.23 (2H, 
t, J = 7.7), 3.38 (2H, t, J = 7.4), 3.54 (2H, s), 3.87-3.94 (2H, m), 6.51-6.57 (2H, 
m), 7.58 (1H, dd, J = 2.2 and 8.8), 7.86-7.96 (4H, m), 8.22 (1H, d, J = 6.0), 8.47 
10 (1H, s). 

7C*^We C 2 5 H 2 8 N 3 C10 3 S 2 t LT 
ff-|£#[ (%) : C, 57.84; H, 5.57; N, 7.84 
Hi'HC (%) : C, 58.01; H, 5.43; N, 7.63 
»M91 

15 3-[3-(6-^ p p-2-^-^^-/^)^/^^/^p hVl^]-l-^ ^/W8-(2-p< f;^-4-t:° 

V 3, 8- hJJ Tif ^ b°P [4. 51x^7 4-^^ 

91a> 4-v^T 7 -4- gvl^T § 7 ) ^ P i^-l-;fr /I^V^tert-;/^^ 

N-Boc-4- y K ^(19.92 g) £: ^ ^ ^(6.76 g) &r ^ ^ / — /P(20 ml)** J; 

t>*7k(20 ml)&Cpg$¥U »Tt^7Wtf h y ?A(4.9 g)©7k^(12 ml)£M 

20 Tbfc 0 ^u-ei8B#^^^^Yc^. Rfcm&7kx°%fffl.u mm^^xmm 

fc c ^^^*LTffi|5ft:^(25g)^#fCo NMR(CDC1 3 ) 6 : 1.45 (9H, s), 
1.50-1.72 (2H, m), 2.53 (3H, s), 3.12-3.32 (2H, m), 3.80-4.00 (2H, m). IR (KBr): 
2230, 1698, 1422 cm" 1 . 
25 91b) 4->^T J -4-q-y fvhg W K) y ^-l-^/l^V^tert-^vl- 

/K12.5 g)O«(30 ml)^^v/T>-ft:^ y •> A (6.55 g)<D7kl»(10 ml)&^M 
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*£|gr(6.7g,47%)£ LT#7t 0 NMR(CDC1 3 ) 6 : 1.46 (9H, s), 1.80-1.95(2H, 
m), 2.32-2.50 (2H, m), 2.93 (3H, s), 3.10-3.28 (2H, m), 4.05-4.28 (2H, m), 4.84 
(2H, s). IR (KBr): 1696, 1420 cm" 1 . 

91c) 7^-2,4- v^^f-- 1,3,8- f V TIF X \4.5]y*Zr V-8-#/l^^tert- 

H»!l91b)-C#fc4-^Ty -4-(l-^ ^vu# W K)t°-<y v^-l-#/i^^tert- 
^/K3.85 g)t 10%i&^(10 ml)<DM^ ; lrSfi.-ei0^r H ^^^fcf^ > tKT^ 

56%) i: LT#fc D NMR (CDC1 3 ) 6 : 1.24-1.32 (2H, m), 1.48 (9H, s), 1.66-1.75 
(2H, m), 1.80-1.93 (2H, m), 2.82 (3H, s), 3.40-3.59 (2H, m), 4.00-4.25 (2H, m), 
8.03 (1H, s). IR (KBr): 1767, 1716, 1700 cm" 1 . 

91d) 3-f3-(6-^ p v-2--r7^MX^fc~/U~7u ^JV-IA-V^ y- 

1,3,8- h U TIP* tf p [4.517^^7 V-8-^/^/K^-^tert-^^ 

HJ6M91c)^#^l-^ ^-2,4-^^^-1,3,8- h V TV* t°n [4.5]^ >--8-# 
/^V^tert-^7^i!»Ml8b)-e#fc3-(6-^ p n^-^TV^/wjwl^/n 

NMR(CDC1 3 ) 5 :1.48 (9H, s), 1.50-1.60 (2H, ra), 1. 78-1. 92(2H, m), 
2.00-2.13 (2H, m), 2.81 (3H, s), 3.18-3.27 (2H, ra), 3.35-3.53 (2H, m), 
3.59 (2H, t, J = 6.8), 3.98-4.20 (2H, m), 7.60 (1H, dd, J = 2. 0 and 8.8), 
7.84-8.00 (4H, ra), 8.47 (1H, s). 

91e) 3-f3-(6-^ PP-2-t7f^)^M^n \?M-1-* f-fV-Z-®-* 9^-4- fcf 
V v^-1,3,8- h V Tif 7s \?u\4J&VflJ l/-2.4ri?$-> 

HJIiM91d)T?#fc3-[3-(6-^ n n-2-^7^)^^=^n fcVl^-1-^ 
2,4-^=^-1,3,8- b V Tif ^ bfn [4.5]7*;*7 ^-8-^^#V^tert-^^/K0.39 g) 
£ h ^(2 ml)^ XX? hV 7^* n @£@g(4 ml)&<:^? U illt*2^^#S-ff 
fc^> SlSflK^ h/i/^^^Dxi, iftH fj&ia Lfc D «§r*Sr^^y— /K20ml)^ 
*8®P U b V ^JVT 5 ^(0.7 ml)*5 «fc n n -2-y fvi/ tf ]) v^(0.25 g) £r 
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y L-fc 0 ^jfts:©* u nmm^y v * ? &x~mm brutal 

%M&%ftM0.27 g, 67%) t UT#fc D NMR (CDC1 3 ) 5 : 1.60-1.75 (2H, m), 
5 1.90-2.15 (4H, m), 2.47 (3H, s), 2.79 (3H, s), 3.20-3.30 (2H, m), 3.62 (2H, t, J = 

6.4), 3.75-3.90 (2H, m), 6.50-6.59 (2H, m), 7.60 (2H, dd, J = 2.0 and 8.8), 7.85- 
8.00 (4H, m), 8.19 (1H, d, J = 6.0), 8.47 (1H, s). 

jm^mm. c 27 h 29 n 4 cio 4 s^lt 

ff^jt (%) : C, 58.00; H, 5.59; N, 10.02 
10 MBM (%) : C, 58.22; H, 5.55; N, 9.88 

»M92 

4-fN-r3-(6-^ p P-2-f7f^)^/^^7'p fcVU-N-p* ^vl^/W^e^f M-1-C2- 

92a) 4-T § I -l-(tert-^ h ;V7^=-M-4-\f^ V i^Jj/^^m 

15 2,4-^^y- 1,3,8- b y Tif X fc°n[4.5]x# >--8-^7/^V^tert-^/K8.08 

gX N,N-v^ *f-rV7 ^ 7 t° U v^(37 mg) *3 «tt^ h U ^f-AST 5; ^(3.05 g) <D 
THF(200 vAymm^— mmV-tert-7*?-Ml4A g) £?iST U £ <b fc£a&-C5HSIH! 

7km bfc D #fettfcHft:Sr^ h^^^(200 nri)^fl?U INtK^^ h 
20 U yA7k»(250ml)^Bx., ^-T?24B#fHfl>#i&tffc„ ^J»£55feU 6^ 

^«t> TKdfe, ^JtLTMfB^#J(5.63g,76%)^#^ 0 3?0c£«fl&L-t\ 
JHE'fb^lfe(1.17g, 16%)Sr#fc 0 NMR (CDCI3+DCI one drop) 5 : 1. 47 (9H, 
s), 1.68-1.90 (2H, m), 2.10-2.20 (2H, m), 3.45-3.80 (4H, ra). 
25 92b) l-(tert-y \^±^J^E^±iS: h±^#/V4|^kZ § 7)-4-t: 0 ^y 

^M92a)Tl#fc4-T 5 7 -l-(tert-^ ^ix#/l/3jwW)-4-fc 0 ^y ^jJAsfcls 
^(0.98 g) h t° y ^^(0.8 g)<D^fl^ f- V ^(50 ml)^^-30°C-ey n n fim^ 
/K0.95ml)Sr^TU SfiTS5)Wi*|ilI^#a«fc, Kfci*«r*ltU 
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#ltU?££;*KifcU »7K«K»^bP frA-eftflfeUE:,, *«te»ff©*U 2Wtfe«r 
#btbfc«#J©^^ 7— /K5 ml)^^lN7k^^- b y ^ AtK^(6 ml)£ 

48%)t:#fc 0 NMR (CDC1 3 ) 5 : 1. 25 (3H, t, J = 7. 1), 1.46 (9H, s), 
1.90-2.20 (4H, m), 3.00-3.22 (2H, m), 3.76-3.98 (2H, m), 4.13 (2H, q, J 
= 7.1), 5.11 (1H, bs), 7.47 (1H, bs). IR (KBr) : 1698, 1674, 1534, 1433 
cm" 1 . 

92c> 4-rN-[3-(6-^ p p-2-^-^^-M^7V^^^^ p p b:Vl/|-N-7 f-;^;W^^;l/1- 

^#ij92b)^#fcl-(tert-^ h^-y^j jU^/U)-4-(^ ^^^i7/l/#^7^T 5; /)- 

l/>-^b^JIM30b)i! LTMiB^»MM£^(94%) £ LT#7c 0 

NMR (CDCI3) 6 : 1.23 (3H, t, J = 7.0), 1.44 (9H, s), 1.70-1.92 (2H, m), 1.92- 
2.10 (4H, m), 3.12 (3H, s), 3.12-3.85 (8H, xn), 4.12 (2H, q, J = 7.0), 4.97 (1H, s), 
7.57 (1H, dd, J = 1.8 and 8.8), 7.84-8.00 (4H, m), 8.49 (1H, s). 
92d) 4-FN-r3-(6-^ p v-2-*}-7 3 7-/V)*A'ib~J\'~7n b^l-N-^^ofr/W*^ 

^M92c)-e#fc4-[N-[3-(6-7 p p -2-^:7 5vK)^7Wfr~/K7°P fc7l^-N-7 ^ 
^/w^-T/i/]-4-(^ h^v-^y^^/i-T ^ 7)t: 0 -<y v^-l-^/wj^^tert-:/^- 
£> HiiM9 le) t mm?. LTMlBfbl^ £Mfel£*(94%) i: UT#7c 0 NMR 
(CDC1 3 ) 6 : 1.23 (3H, t, J = 7.1), 1.88-2.20 (4H, m), 2.20-2.42 (2H, m), 2.44 
(3H, s), 3.10-3.40 (4H, m), 3.15 (3H, s), 3.42-3.66 (4H, m), 4.11 (2H,q, J = 7.1), 
5.06 (1H, s), 6.40-6.55 (2H, m), 7.57 (1H, dd, J = 1.8 and 8.8), 7.83-8.00 (4H, 
m), 8.16 (1H, d, J = 5.8), 8.49 (1H, s). 
TumftWm C 2 9 H 3 5 C1N 4 0 5 S • 0. 5H 2 0 1 LT 
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f+|Hi (%) : C, 58.43; H, 6.09; N, 9.40 
(%) : C, 58.65; H, 6.05; N, 9.14 

4-T § /-N-r3-(6-^ PP-2-t7f;V)^^=^P fcT/H-N-^ fvW-l-(2-;* gvl^ 

5 4- try v^;ft;i^>-y-^ f 

93a) l-(tert-^ fc ^#/i^~/i^-4-(tert-:/ h ±^JU^=^T ^/)-4- V 

«M92a)-T?#fc4-T ^ J -l-(tert-^ b ^^J/^^/U)-4- y v^^/Utf^ 
^(2.45 g)01N7k^b:-t- h y ^ AtR^(8 ml)— "M^^-tert- -7^/1^(1.09 g)£r 

^;MLfc 0 ^»^BE^*LTMffitel^(0.61g, 74%)^#fc D NMR(CDC1 3 ) 
5 : 1.44 (9H, s), 1.46 (9H, s), 1.90-2.10 (2H, m), 2.60-2.90 (2H, m), 3.08-3.22 
(2H, m), 3.75-3.90 (2H, m). 
15 93b) 4-ftert-:/ t> jVi£=.jVT % 7)-4-rN-f3-(6-^ p n-2-t7f /^)^;^^ 

^»j93a)Tl#fcl-(tert-^> ^^^/^*^/k)-4-(tert-y h ^^^/^^— /^T 
^ y ). 4. y v^#/t^>^£:2-(2-7< 5 / n a 

20 NMR(CDC1 3 ) 6 : 1. 44 (18H, s), 1.70-1.82 (2H, m), 2.00-2.20 (4H, m), 

3.10-3.80 (8H, m), 3.15 (3H, s), 4.83 (1H, s), 7.55-7.62 (1H, ra), 7.85- 
8.00 (4H, m), 8.47 (1H, s). 

93c) 4-T ^ y-N-r3-(6-^ p u^-j-y^/^/U^^/uy'u K°M-N-^ =f-/U-l-(2-t 

j-;v-4- \f y *?m-4- y ¥sk%2k$i*3t § K 

25 H»j93b)t?#fd4-(tert-^ h ^^*/P^;P7 5; / )-4-[N-[3-(6-^ n n -2-^:7 

•f^/Vfr 3!»J91e) i lum^ LTMMfcia^£l&&l£*(63 o /o) £ L-C#fc c 

NMR(CDC1 3 ) 6 : 1. 50-1. 70 (2H, m), 1.96-2.10 (2H, m), 2.20-2.30 (2H, 
ra), 2.44 (3H, s), 3.10-3.20 (2H, m), 3.25 (3H, brs), 3.30-3.45 (4H, m), 
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3.48-3.70 (2H, m), 6.45-6.55 (2H, m), 7.59 (1H, dd, J = 2. 0 and 8.8), 
7.85-8.00 (4H, m), 8.15 (1H, d, J = 6.4), 8.46 (1H, s). 
7U*##f fit C 2 6 H 3 1 C1N 4 0 3 S • 0. 75H 2 0 1 UT 
f+l^jt (%) : C, 59.08; H, 6.20; N, 10.60 
5 mMiU (%) : C, 59.09; H, 6.17; N, 10.52 

HWJ94 

3- (7-^ v X/Uft^/U-N-* ^/I^-N-[l-(2-7< f/W4-fc° V v^)-4- 

V ^ p £g >- T ^ K 
94a) 3- (7-^ g P-2-^-^^^)^/^7jN^^7°P^°^^7/^^^ 

io mw-? o n ^-^ * i^i/-2-x/uft^/ufrbmMM76a) t mm?. ^xMrnt^- 

#5£r$Efe@f£(53%) t bTt#fc 0 NMR (DMS0-d 6 ) 5: 2.58 (2H, t, J = 7.3), 
3.62 (2H, d, J = 7.3), 7.78 (1H, dd, J = 2. 2 and 8.8), 7.95 (1H, dd, J = 
2.0 and 8.8), 8.16 (1H, d, J = 8.8), 8.25 (1H, d, J = 8. 8), 8.40 (1H, d, 
J = 2.0), 8. 59 (1H, s). 
15 94b) 3-(7-^ p p -2-1-7 ±MZi2k^E^MzA ^^-N-ri-(2-^ U SW- 

4- fc°^<?J ^;H^p^^7 ^ K 

mSM94a)t?#fc3-(7-^ p p-2-^^^)^/^^^p^n°^^;/^V^^ H 
SiM30a)T'#fc4-^ *f-;VT ^ J -l-(4- fcf V i?*) tr-< JJ v^tf* h H»U76c) £ 
^L--CMIB^^I^M#,^(58%)^ t"C#fc 0 NMR(CDC1 3 ) S: 1. 50-1.95 
20 (4H, m), 2.45 and 2.48 (3H, s), 2.76 and 2.83 (3H, s), 2.80-3.05 (4H, m), 

3.57 (2H, t, J = 7.7), 3.93 (2H, m), 4.59 (1H, ra), 6.45-6.60 (2H, ra), 
7.64 (1H, dd, J = 2. 2 and 8.8), 7.85-8.05 (4H, m), 8.15 (1H, d, J = 6.0), 
8.42 (1H, s). 

TtmfttifiM C 2 5 H 2 8 N 3 0 3 SCI- 0.5H 2 Ob LT 
25 ff#{C (%) : C, 60.66; H, 5.90; N, 8.49 

(%) : C, 60.82; H, 5.72; N, 8.53 

3-C5-? p p -2-1-7 T-MX/lsfr^/ls-N-* ^-^-N-n-(2-^ b° JJ vVk)-4- 1°^< 

Pj£M2lH£i^O If 



WO 02/06234 PCT/JP01/06148 

164 

95a) 3-(5-^ P P -2-~T y^M^/U^ ~/U7° ;V7$^m. 

$)&M&mfc(64%)b bX#fc 0 NMK (DMSO-d 6 ) 5: 2.59 (2H, t, J = 7. 3), 
3.64 (2H, d, J = 7.3), 7.71 (1H, t, J = 8.0), 7.96 (1H, d, J = 7.8), 
5 8.09 (1H, dd, J = 2. 0 and 8.8), 8.28 (1H, d, J = 8.4), 8.42 (1H, d, J = 

8.8), 8.71 (1H, d, J = 2.0). 

95b) 3-(5-^ p P-2-^:7^A^/^/fr~/l^-N-y- ^vKN-ri-(2-p< fvU-^g V SW- 

io ife$j30a)-e#fc4-p* s: / -i-(4- tr y ^) t°-< y e> »#!l76c) <t |rMH 

bTMIB^#^tr«fi,l&^(64%) £ U#fc. NMR (CDC1 3 ) 5 : 1. 50-1. 95 
(4H, m), 2.45 and 2.47 (3H, s), 2.76 and 2.82 (3H, s), 2.80-3.05 (4H, m), 
3. 60 (2H, t, J = 7. 5) , 3. 93 (2H, m) , 4. 58 (1H, m) , 6. 45-6. 60 (2H, m) , 
7.58 (1H, t, J = 8.0), 7.80 (1H, d, J = 7.6), 7.95 (1H, d, J = 8.4), 
15 8.01 (1H, dd, J = 1. 8 and 8.8), 8.15 (1H, d, J = 5.8), 8.48 (1H, d, J = 

8.8), 8.53 (1H, d, J = 1.8). 

jmftmm. c 2 6 r, 8 n 3 o 3 sci • o. 5H 2 o t lx 

ffttMg (%) : C, 60.66; H, 5.90; N, 8.49 
HM-fg (%) : C, 60.54; H, 6.15; N, 8.56 
20 HJ&M96 

3-(6-y b 3ci/-2--}-7 : 7-M*/l/7fr~SU-N-?i ^/U-N-\l-(2-^ bf ]) 

96a) 3- (6- y h ± i^-2-^ 7 X/Uft us<l/% /Ut$ ^jfe 

25 ^^M^mi^(68%) t LT#fc Q NMR (DMSO-d 6 ) 5 : 2.56 (2H, t, J = 7.4), 

3.57 (2H, d, J = 7.4), 3.93 (3H, s), 7.34 (1H, dd, J = 2.2 and 8.8), 7.50 (1H, d, J 
= 2.2), 7.84 (1H, d, J = 8.8), 8.06 (1H, d, J = 8.8), 8.14 (1H, d, J = 8.8), 8.48 (1H, 
s). 

96b) 3-(6- * V ± Zs-2-~r-7 9Vt^ /I^^/KN- * ^-N-\l-(2- * fyt^4- \f V v> 
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^J£M30a)-e#/c4-p« ^ /-l-(4-t°!J S?/W)fc°-<!J v?^b^M76c)i:l^l 
#^ LTj§|B^^«:^^(63%)i: LT#fc D NMR(CDC1 3 ) 5: 1.50-1.95 
(4H, m) , 2. 45 and 2. 47 (3H, s) , 2. 75 and 2. 82 (3H, s) , 2. 80-3. 05 (4H, m) , 
3.56 (2H, t, J = 7. 7), 3.93 (2H, m), 3.97 (3H, s), 4.60 (1H, m), 6.45- 
6.60 (2H; m), 7.21 (1H, d, J = 2.2),- 7.29 (1H, dd, J = 2. 2 and 8.8), 
7.80-7.95 (3H, m), 8.15 and 8.19 (1H, each d, J = 6. 0) , 8.41 (1H, s). 
Ttm^m. C 2 6 H 3 1 N 3 0 4 S • 0.5H 2 OtVX 
H-lHi (%) : C, 63.65; H, 6.57; N, 8.56 
(%) : C, 63.87; H, 6.40; N, 8.61 



97a) 3- (6- -?}V3r p -2-^~ 7 gvU) ^> jr./UT" p /UaR 

&yd&m&ffiMi(21%)k LT#fc 0 NMR (DMSO-d 6 ) 6 : 2. 57 (2H, t, J = 
7.3), 3.61 (2H, d, J = 7. 3), 7.65 (1H, dt, J = 2. 6 and 8.8), 7.88-8.00 
(2H, m), 8.19 (1H, d, J = 8.8), 8.35 (1H, dd, J = 5. 8 and 9.2), 8.64 (1H, 
s). 

97b) 3-(6-77^P-2-^-^^-^^y^^/^-N-^^/^-N-ri-(2-^ 5v^-4-fc°3J 

H*£M97a) ^It/c 3-(6- 7 n -2-^~ 7 ^vW) * /l/tf? —>V~? us^%;V$i t 
^M30a)-^#fc4-^ *f-AST 5: S -l-(4- 1° y v^) tf ^ ]J Vl/fr b Hj&SM76c) £ IrI 
mi^VXmmfc&^%t&&MiMi(61%)b LT#fc 0 NMR(CDC1 3 ) 5: 1.50-1.95 
(4H, m) , 2. 44 and 2. 47 (3H, s) , 2. 75 and 2. 83 (3H, s) , 2. 80-3. 05 (4H, m) , 
3.58 (2H, t, J = 7.7), 3.93 (2H, m), 4.60 (1H, m), 6.45-6.60 (2H, m), 
7.44 (1H, dt, J = 2.4 and 8.6), 7.57 (1H, dd, J = 2. 2 and 9.6), 7.88- 
8.08 (3H, m), 8.14 (1H, d, J = 5.8), 8.51 (1H, s). 
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5nH #*rfi£ C 2 5 H 2 , N 3 0 3 SF • 0. 25H 2 Oh L-X 
fj-mM (%) : C, 63. 34; H, 6. 06; N, 8. 86 
MWM (%) : C, 63. 22; H, 6. 17; N, 8. 59 
MMM98 

5 3-(6-^ : 5-)V- t L--r'7=5-)V)^)Vik~}V-~N-* ^y^-N-ri-(2-7< ^v^-4-fcf U ^/u-)-4-hT-< 

98a) 3- (6-^ f-jV-l-^ryf-M ^;i/^-;^^p^y^M>i 

m\&-* "f-tvlr?* V V-2-^/^=/^^e>HJSM76a) £ Otitic UTSlS-ft^ 
%£r*Sfe@#:(50%)£ LT#7c 0 NMK CDMSO-d 6 ) 6 : 2.54 (3H, s), 2.56 (2H, t, 
10 J = 7.4), 3.59 (2H, d, J = 7.4), 7.56 (1H, dd, J = 1.4 and 8.4), 7.86 (1H, dd, J = 

2.0 and 8.6), 7.87 (1H, s), 8.08 (1H, d, J = 8.6), 8.12 (1H, d, J = 8.4), 8.52 (1H, 
s). 

98b) 3-(6-^ ^/u^-j-y^-M^/u^^u.-N-^ ^-/u-n-\i-(2-^ T/k=±K 2 

4- fc°^< y vvH 2! g £g g K 
15 ^iiM98a)Tl#fc3-(6-^ ^/U-2-^:75v^);*/l'7iwK7 ff n ^V^^^Bfei: H 

iffeM30a)-e#fc4-^ f^r 5: / -i-(4- tr v V bH*£M76c) £ 

^LTfflfB^#/Sr^fe^(58%)i: Lt#fc„ NMR(CDC1 3 ) 6: 1. 50-1..- 95 
(4H, ra) , 2. 44 and 2. 46 (3H, s) , 2. 57 (3H, s) , 2. 73 and 2. 80 (3H, s) , 
2.80-3.03 (4H, m), 3.57 (2H, t, J = 7.7), 3.91 (2H, m), 4.58 (1H, m), 
20 6.45-6.60 (2H, m), 7.48 (1H, dd, J = 1. 6 and 8.4), 7.71 (1H, s), 7.80- 

7.95 (3H, m), 8.14 (1H, d, J = 6.2), 8.45 (1H, s). 
TumStffim C 26 H 31 N 3 0 3 Si!bT 
fj-mU (%) : C, 67.07; H, 6.71; N, 9.02 
mmWi (%) : C, 66.77; H, 6.64; N, 8.97 

25 

4-f3-(6-^ p P-2-t7^)^M^P/^; >f;H-8-(2^ 5vl--4-fc° V 

99a) 8-(2-^ "f-As-Ar tf V *J M-l-^T -4&--JT *f X gnJ4 t 51zfg ^ 

HJfeM42a) -C#fci l-(2- * 5vl>-4- fc° JJ v?/W)-4- U K V(0.80 g)iv'^f7^ 
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5 ^(0.52 g, 50%)&#7c o NMR(CDC1 3 ) 6: 1.96-2.01 (4H, m), 2.45 (3H, 

s), 3.02 (2H, t, J = 6.2), 3.17-3.44 (4H, m), 3.64-3.76 (2H, m), 6.50- 
6.57 (2H, m), 8.17 (1H, d, J = 6. 0) 

99b) 4-f3-(6-^ P ^/H-8-(2-^^-^-4-h°y 

10 »M27b)-?#7c3-(6-^ n n-2-^7^-/l-)^7l-7}N^/^n/^^^7^Vm(0.30 

gX «M99a)-e#fc8-(2-7« =5~;V-4- b? V V ;V)-\-=f-T -4$- i?T If * tf p [4,5]^ 
^(0.25 g)£5 J: t^v^ y^n tVl^^Vl'T 5; >-(0.14 g)<Di£<fby ^ L"V(10 ml)^ 
m^mt2-? p u-l,3->>* % y ^(0.19 g)Sr*nx., ^.-Cgst^^ 

15 nmfo&i/ y # 7 ur\ mib^^/^^^(o.i3 g, 24%) t l 

T#fc 0 NMR(CDC1 3 ) 5: 1.57 (2H, d, J= 9. 7), 2.45 (3H, s), 2.79-3.08 
(8H, ra), 3.53 (2H, t, J = 7.5), 3.84 (2H, d, J = 9.7), 3.96 (2H, t, J = 
6.1), 6.42-6.47 (2H, m), 7.59 (1H, dd, J = 2. 2 and 8. 8) , 7.91-7.96 (4H, 
m), 8.11 (1H, d, J = 6.2), 8.45 (1H, s). 
20 7umft$fiU C 2 6 H 2 8 N 3 O s S 2 C1*H 2 O t UT 

It^jt (%) : C, 56.97; H, 5.52; N, 7.67 
(%) : C, 57.18; H, 5.58; N, 7.53 

mmmioo 

3-(6-f p n 7 V /l^/P/fr^/WjSM ^vWN-ri-(2-y =f-/U-4- h° ]) i?M-4- H°^< 

25 y v^/h^p^vt ^ vmmM. 

100a) 3-(6-^ V M *f-jr~7v ;V7$l/Wk* ±As 

2, 6-v>^ p p y l/(G. B. Bachman et al., J. Org. Chem., 1944, 9, 
302)(1.35 g) N 3-y/^7°h7°Pt o ^-^y^(0.98 g) £t$jMm% V V & 
(1.03 g)£DMF(10 ml)\zMx. s 6O°C-ei30#^^t MYc D ^S^tR^^U 
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fail. 25 g, 65%) t LT#fc, NMR (CDC1 3 ) 6 : 2.89 (2H, t, J = 7. 0), 3. 57 
(2H, t, J = 7.0), 3.72 (3H, s), 7.20 (1H, d, J = 8.8), 7.57 (1H, dd, J = 
2.2 and 8.8), 7.34 (1H, d, J = 2.2), 7.80 (1H, d, J = 8.8), 7.86 (1H, d, 
J = 8.8). 

100b) 3- (6-^ P v-2-*cS ])si')x;v>7fr—/U'3'us*isJ}/U78ls&?<7-j>v 

Hi£^Jiooa)-e#fc3-(6-^ u y ;v) 

b^»d7d) t mmfc vxMmt&m&m& v ^xvtMi (59%) t ut#tc 0 nmr 

(CDCI3 ) 6 : 2.93 (2H, d, J = 7.8), 3.67 (3H, s), 3.88 (2H, t, J = 7.8), 7.80 (1H, 
dd, J = 2.2 and 9.1), 7.94 (1H, d, J = 2.2), 8.14 (1H, d, J = 8.6), 8.16 (1H, d, J = 
9.1), 8.37 (1H, d, J = 8.6). 

100c) 3-(6-^ V JV) ^/l^fc^/l^/g fVi^^Wi 

H»Jl00b)-CWc3-(6-^ n V M ^/M^/l^n^l/tf/l^i'gM 

7-jUfrt>mMW38c) t UTSIS-ffc^ (78%) &r#fc 0 NMR (DMS0-d 6 ) 6 : 

2.72 (2H, t, J = 7.3), 3.82 (2H, t, J = 7.3), 7.99 (1H, dd, J = 2.3 and 8.9), 8.16- 

8.25 (2H, m), 8.38 (1H, d, J = 2.3), 8.76 (1H, d, J = 8.9). 

lOOd) 3-(6-^ g n -2-^r / ]) ;V)^;^^-N^ ^VWN-ri-(2-p< gvW4; P 

4- ]J 2! g £g § K&BfeS 
HiffeMl00b)-e#fc3-(6-^ n n-2-^y y /V) ^MN^/K^n^>-#/kJ^^£: 

^JiM30a)-e#fc4-p< ^ y -i-(4- tr y vvp-) t°-< y b mfe0ii99b) £ |r| 

Mfcl>XMmfc&^%Wkm&BM7-8%)k bT#fc D NMR (DMS0-d 6 ) 5: 1.58- 
1.77 (4H, ra), 2.46 (3H, s), 2.55 (1H, s, l/3Me), 2.76 (2H, s, 2/3Me), 
2. 83 (4/3H, t, J = 7.5), 3. 01 (2/3H, t, J = 6. 9) , 3. 1-3. 3 (2H, m) , 3. 80- 
3.93 (2H, ra), 4.0-4.4 (2H, ra), 4.51 (1H, m), 7.06-7.12 (2H, ra), 7.99 (1H, 
dd, J = 2.2 and 9.2), 8.12-8.25 (3H, m), 8.39 (1H, d, J = 2. 2), 8.76 (1H, 
d, J = 8. 6) . 

jtm^m. C^H^OjSCl-HCl-O^Oi: LT 
ff-lffii (%) : C, 53.69; H, 5.80; N, 10.09 
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mmm (%) : c, 53.77; h, 5.53; n, 10.49 

l-f3-(6-^ p P ^M^/V^—SV-yu bVH-3-^^-/^-8-(2-^^/^-4-H°y i? 

M-l.3.8- h V T^Zi gHHJjlzf^ ^-2,4- 

101a) 3-y ^^-2,4-^:3-^-1.3,8- h V Tif' ^ \4.5\f^ >-8-^J/U^^m 

1,3,8- b U Tif^ fc°P[4.5]7^ >--8-#/l^^tert-:/^vK2.92 
g)£^# y l>A(1.64g)cDDMF(40ml)^^I^^T10^^^^i?fcm. 

fc 0 ^^M*UTMIB^^^^fe^(2,91g,95%)i: LTt#fc 0 NMR 
(CDC1 3 ) 5: 1.47 (9H, s), 1.55-1.65 (2H, ra), 1.95-2.06 (2H, m), 3. 02 (3H, 
s), 3.15-3. 30 (2H, m), 3.95-4.10 (2H, m), 7.08 (1H, s). 
101b) I^-^p^/p ^-2,4-^=^-1,3,8- f V T^Fx t°n\4.5\ 

llJt&Ml01a)-?#fc3-y ^--2,4-^^-1,3,8- h V Tlf^ t°n [4.53^^7 y-8- 
^/^^V^tert-^Ml-34g)(DDMF(15ml)^^7k^^- h y !>A(60%yft 
-14 ; 0.2 g)^Bx.lB#ra/&^«Yc#, 1,3-Z?~7*^*/^(1A3 g)£rjbn&4l#iK 

MIB^^d. 35 g, 70%)£r#fc o NMR(CDC1 3 ) 5: 1.48 (9H, s), 1.58- 
1.68 (2H, m), 1.80-1.93 (2H, m), 2.10-2.20 (2H, m), 3.00 (3H, s), 3.34 
(2H, t, J = 7. 2) , 3. 40-3. 58 (2H, m) , 3. 59 (2H, t, J = 6. 0) , 4. 00-4. 20 
(2H, m). 

101c) l-r3-(6-^ p n -2-^:7 ^vH-X/i^^/K/P tVH-3-y ^VW2. 4-^^17-- 
1.3.8- b y Tj£x tfn [4.51^^-8-^7 /U?S^mtevt-^/U 

HJfeMl01b)-t?#/cl-(3-^P^e^P tVl^)-3-y ^/^^-^dry -1,3,8- f y T 
if ^ fcf n [4.5]^# V-8-^/^#y^tert-^/l- i: H^Mld)-^#fc6-^ p p -2-^ 
/W*/;/ h^:7^ l-y^b»j3a)i» LTl-[3-(6-y p p -2--ry^-/u)^ 
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fcV^-3-^ ^-2,4-^^1^-1,3,8- h V TIF X t°n [4.5]^ ^-8-#/l^V^ 

tert-7^/i/^#fc D ^ik-&W)&mMM7a) t mrn^ LTmcPBA-e^h L-cnta 

fbl^(0.71 g, 64%)£#/c 0 NMR(CDC1 3 ) 5: 1.50 (9H, s), 1.57-1.66 (2H, 
m), 1.75-1.90 (2H, m), 2.04-2.16 (2H, ra), 2.97 (3H, s), 3. 2 4(2H, d, J = 
7.4), 3.38(2H, t, J = 7.2), 3.40-3.55 (2H, m), 4.00-4.25 (2H, ra), 7.60 
(1H, dd, J = 1. 6 and 8.4), 7.76-8.00 (4H, m), 8.48 (1H, s). 
lOld) U3-(6-^ n n-2--ry^-;V)^;V^^/v^u fcVH-3-^ ^/V-8-(2-t ^vi--4- 
\f ]) v^)-l,3,8- h y Tif * tfg r4.51^ ^-2,4- 

^»Jl01c)-C#fcl-[3-(6-^ n n^-^^/t^/l/^/l^n tVU]-3-^^/W 
2,4-^^-1,3,8- h y T-if* t°a[4.5]^^^-8-^7^V^tert-y^/^b» 
M91c) £ VXMmfc&m&mm%*(0.76 g, 88%) £ LT#fc 0 NMR 

(CDCI3) 6: 1.65-1.85 (2H, m), 1.89-2.00 (2H, m), 2.05-2.15 (2H, ra), 2.47 
(3H, s) , 3. 00 (3H, s) , 3. 22 (2H, t, J = 7.4), 3. 33 (2H, t, J = 7. 4) , 
3.60-3.72 (2H, ra), 3.78-3.87 (2H, m), 6.40-6.60 (2H, m), 7.58 (1H, dd, J 
= 2.0 and 8.8), 7.70-8.00 (4H, m), 8.20 (1H, d, J = 6.0), 8.45 (1H, s). 
7iimft¥riU C 2 7 H 2 9 C1N 4 0 4 S • 0.5MeOH t LT 
ffJME (%) : C, 59.29;- H, 5.61; N, 10.06 
MWM (%) : C, 59.32; H, 5.77; N, 10.16 
HMM102 

4-f3-(6-^ p vi -2-1-7 ^MX/Ut^—sU^ti H°M-8-(2-^ f/M-b' ]} v ;V)-\-=f-7 
4,8--^rif ^ r4.51^^7 ^-3-^-^ l-t^v' K 

102a) 4-13- (6-:? g P -2-^:7 ^/l^/^^A^P HVH-3-^-^y -l-^T-4.8-^ 
Tif^ b°n r4.51^ ^-8-^77^V^ tert-^/H-;^ K 

^^M90c)T#7c4-[3-(6-^ n a-2-^7^-/i/)^/P7}N^/^n }i 0 /U]-S-^y-l- 
TT-4,8-i?T-*Fx\i°vi[4.5\T^>-8-Z!/Us$^m text-y^sUfrbRmmMk LT 

^ o n %m v \ «M7d) t mm^mih i^xmm^m^y^M^^ 

<tLTf#7h 0 NMR(CDC1 3 ) 5: 1.34-1.41 (1H, m), 1.51 (9H, s), 1.99-2.30 
(5H, m), 2.98-3.71 (8H, m), 4.21-4.35 (2H, m), 7.60 (1H, dd, J = 2. 0 and 
8.6), 7.86-8.01 (4H, ra), 8.48 (1H, s). 
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102b) 4-f3-(6-^ PP-2-t7f;VW^n tf/H-8-(2-^ ^-;V-4-\f V 

m£Ml02a)T?#4-[3-(6-^ p p -2-^:7 f-fV) ^;V^=.;Vy°u 
^T-4,8-"^Tif ^ t°n [4.5]7*# ^-8-^7 /l^V^ tert-^/H-^v' K(0.30 g) 
5 ©gfcifcc?vP{6 ml)#^— 4Ni£>f tfcmmm^/l'mmilO ml) SryjP *.£ffl.T*lR#|ifl 

(69 mg)t bV x&AST 5 ^(109 mg)^x^ / -;K10 mD^^.T.itWf'e 

i50°c}ci5B#p«mufc o gasa^*s:»BE*i8u aie*sr^y*^^9A 

^ i «9 *S0 LT, )gfB{fc^&*§£$^(70 mg, 24%) Lt#fc„ NMR (CDC1 3 ) 
10 5: 1.75-1.93 (2H, m), 2.07-2.31 (4H, m), 2.48 (3H, s), 2.93-3.75 (8H, 

m), 3.88-3.95 (2H, m), 6.51-6.58 (2H, m), 7.57 (1H, dd, J = 2. 0 and 9.0), 

7.85-7.95 (4H, m), 8.22 (1H, d, J = 6. 2) , 8.47 (1H, br s). 

5u* ^Hlt C 2 6 H 2 8 N 3 C10 4 S 2 ■ 0. 5Et 2 Ob IT 

ff-Jffji; (%) : C, 57.67; H, 5.70; N, 7.21 
15 (%) : C, 57.88; H, 5.64; N, 7.04 

4-f3-(6-^ pp -2-1-7 W^^p b°/Vl-8-(2-^ ]) vVV-M-^T- 

4,8-v^Tif g If a r4.S1-7*^7 1,1- V K 

103a) 4-\3-(6-? P Erg^±Z±Zki^k^l^k2lg t°M-3-3-3K-y-l-?-T-4,8-i? 

20 Tif ^ fc°Pr4.51^ V-8-^77^^ tert-^/H.l-v'^v' K 

H»!j90c)^Wc4-[3-(6-^ p p -2-^:7 ^Vl^A'/iwK/P tf/l/j-3-^y-l- 
^■T -4,8- v^Tif ^ fc° p [4.5]x# V-S-jfr/l^ l^Sfc tert-:/^/^ b^Jc»j£ t tt 
^ p n 7jvW^^fcmCPBA£6.4S»;SV\ Hi£M7d) £ ^(zliHb LTllEft 
^(46%)&flS^yS&5fc£: UTWfCo NMR(CDC1 3 ) 5: 1.45 (9H, s), 1.93-2.28 

25 (6H, m), 3.17-3.55 (6H, m), 3.80 (2H, s), 4.18-4.24 (2H, m), 7.56-8.07 

(5H, m), 8.48 (1H, s). 

103b) 4-\3-(6-f p P-2-^-y fc7H-8-(2^ gyl^g U ^ 

/^-l-^T-^S-^r if ^ b:°P [4.517^^7 >--3-^- V l.l-v^^i^ K 

HJfeMl03a)T#4-[3-(6-^ P P^-^^/l^/Wf^/t^P t°/I/]-3-^-^r y-1- 
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^•T-4,8-i?TlF * \£u [4.5]t*# ^-8-#/V/}?>m tert-^/H.l-^^v- Ktf* 
HJ6M83c) i: InWfcfc: LT®lBfc^4&&®fe«&5k(14%) i LT§fc a NMR (CDC1 3 ) 
5: 2.01-2.21 (4H, m), 2.35-2.43 (2H, m), 2.50 (3H, s), 3.18 (2H, t, J 
= 7.3), 3.52-3.60 (6H, m), 3.91-3.97 (2H, m), 6.54-6.58 (2H,m), 7.59 
5 (1H, dd, J = 2. 0 and 9.0), 7.83-7.97 (4H, ra), 8.22 (1H, d, J = 5.8), 

8.45 (1H, d, J = 1.0). 
HJSM104 

2- [3- (6-^ P X2-2-^-7f-;V)^;Vi^~jVzfu fcf/i/|-8- (2~y =f-/U-4r- H° V - 
2, 8-v^rif Zi ^°P[4. 517 s ^3 
10 104a) 2-[3-(6-y P Ezgz±Z±^ y./^7ft~/K7°p 3-;fl-df-y-2 t 8-^T 

If ^ t°P [4. 5] g# 

H»ij85c)-e#fc2-[3-(6-^ n P^-^^/l^/kTjs^/l^p tV^]-2,8-^Tif 
^ k°n[4.5]f^ V-l^-S^^CM? g)©!^--^^ p p^ ^(35 ml)#8£^ o p 
£^l-y p p^^/KO.75 ml)^0°CT?MT U 7O o C-ei0#K^)^MYcm, y * y 
15 -/K35 ml)^Px.70 o Ct? $ fcH^BBA»#S^ 0 ®»£^J3H§f| LT#6>*L 

tcmmm. &.wt% v VMi-io g),7k(3o xni)tffim^M3o mi)(Dn^-m^~m 

•il^-tert-^/Kl.67ml)S:inx. N ^iaT-2^ra^#iS^o #«MHSr^»U ^ 

(3.14 g, 89%) £ ITifc, NMR(CDC1 3 ) 5: 1.38-1.58 (2H, ra), 1.47 (9H, s), 
20 1.84-2.14 (4H, ra), 2.59 (2H, s), 2.84-3.06 (2H, m), 3.21 (2H, t, J = 

7.4), 3.61 (2H, t, J = 6.8), 3.92-4.16 (2H, m), 7.60 (1H, dd, J = 2. 0 
and 8.8), 7.87 (1H, dd, J = 1. 8 and 8.8), 7.90-8.00 (3H, ra), 8.45 (1H, d, 
J = 1.0). 

104b) 2-[3-(6-y P a-2-^"7^-M flsifv tf/W]-l-^~df-y-2, 8-y^Tjf 

25 ^ t°P [4. 5]7*;ft ^-8-^7 >mtert-y^/U 

»Ml04a) T'#fc2-[3-(6-y P P-2-^7^) X/M^/K/p t°/V]-l, 3-^" 
=3ry-2, 8-v^Tif^ t°P [4. 517 s A ^-8-^/P7j?^Sgtert-^/K0. 50 g) iTfOfrffcl 
J^^*^ b y !>A(0. 12 g)OTHF(10 ml)^^H7 yft* ^fpf^^vVrc— 
#£{£(0.52 ml) SrO'CT^Px.. ^0?&S^2R#il^#Mi? fc„ 7k£r^o< 
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«UTJHSBft^|fcSrlifel&5lc(0.38 g, 78%) t LT#7c„ NMR(CDC1 3 ) 5: 
1.20-1. 50 (2H, m), 1.45 (9H, s), 1.68-1. 90 (2H, m), 1. 90-2. 12 (4H, m), 
5 2.86-3.06 (2H, m), 3.06-3.22 (2H, m), 3.26-3.44 (4H, m), 3.86-4.08 (2H, 

m), 7.60 (1H, dd, J = 2. 0 and 8.8), 7.87 (1H, dd, J = 1. 8 and 8.8), 
7.88-8.00 (3H, m), 8.45 (1H, s). 

104c) 2- [3- (6-^ g g ;^b±Z±Zk) ^/^^^^~7°P bf/V]-8- (2- ^ ^vV-4r t° U 
S?/lQ-2, 8-v^TI^ t°n [4. 5]x# ^-1-^-^ 

10 MMMlOAb) T?#fc2-[3-(6-^ n P-2-?-:7^yP) ^/^=/^n t°/^]-l-^ 

y-2, 8-^TIf ^ tTn [4. 5]-7*# >-8-^77^>-^tert-^/^>b«M83c) £ |i?J 
figtc LT®IB'fb^^Mfe^(31%) £ LT#fc„ NMR (CDC1 3 ) 5 : 1. 40-1. 58 
(2H, m), 1.82-2.14 (6H, m), 2.45 (3H, s), 2.96-3.22 (4H, m), 3.28-3.46 
(4H, m), 3.68-3.88 (2H, m), 6.44-6.58 (2H, m), 7.60 (1H, dd, J = 1. 8 and 

15 8.8), 7.88 (1H, dd, J = 1. 4 and 8.8), 7.88-8.00 (3H, m), 8.15 (1H, d, J 

= 5.8), 8.46 (1H, d, J = 0.8). 
TU^^WE C 2 7 H 3 0 N 3 0 3 SCI • 1. 5H 2 Ob LT 

(%) : C, 60. 16; H, 6. 17; N, 7. 79 
(%) : C, 60. 06; H, 5. 90; N, 7. 73 

20 

3.(6-^ p ^-3,4-^ KP-2-^-7^-M^^^^-N-^^/P-N-n-(2-^^V-4-t:° 
y j?/u)-4- V i?M -fus^i/T X K 

105a) 3-(6-^ p P-3.4-S?fc Kn-2-f 7fM7M^yn \fHr^WL 

25 LTSIB-f b-a-ife £M&fiNI(15%) £ LT#fc c NMR (DMSO-(L ) 5 :2. 55-2. 68 

(4H, m), 2.96 (2H, t, J = 8.0), 3.42 (2H, t, J = 7. 1), 7.19 (1H, s), 
7.30-7.44 (2H, m), 7.49 (1H, d, J = 8.0). 

105b) 3-(6-^ ppWI: KP-2--j-7^/W)^/^c=.7i^-N-^ ^vl--N-ri-(2-^ ^~ 
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HJfe09lO5a) -C#fc3-(6-^ n 13-3,4-^^ Kn-2-t7f;l/)^M^n^y 
TJ/i^V^ i: mSM30a)-C#fc4-^ 5vt-T ^ / -l-(4- fcT U S^) U h M 

2&M76b) i: mWi\Z LTHfaf t^#J^£j|l(61%) £ LT#7c 0 NMR (CDC1 3 ) 6 : 
1.50-1.90 (4H, m), 2. 46 and 2. 47 (3H, s), 2.65-3.04 (11H, m), 3.44 (2H, 
5 t, J = 5.0), 3.80-4.05 (2H, m), 4.62 (1H, m), 6.47-6.58 (2H, m), 7.15- 

7.27 (3H, m), 7.40 (1H, s), 8.14-8.21 (1H, m). 

Tumftmu C 2 5 H 3 0 C1N 3 0 3 S-H 2 Ot LT 
WYWiU (%) : C, 60.41; H, 6.29; N, 8.45 
MUM (%) : C, 60.55; H, 6.31; N, 8.35 
10 mffi,Ml06 

3.(6-^ g u-2--ry^M^7^^/\y--N-\\4-^ KP j rv'-l-(2-^ 5Vl^-4-tf jj vWV4- 

]) vTlj £ ±M ZHZlk^O if 
106a) NJHtgrfc^Ji^J^ZkfeZk)^ SVH 5VW3-(6- 

^ p p-2-t7f ^;^=^p^^7 K 
15 H*60!l27b) t?#fc3-(6-^ n n-2-t7f-;^^^7°n^y^;H}?y^i4- 

76b)kmMK\^XMB4k&yo%:mfc(91%)b LT#fc 0 NMR(CDC1 3 ) 5: 1.34- 
1.65 (4H, m), 1.44 (9H, s), 2.79 (2H, t, J = 7.3), 2.87 (1H, m), 3.05- 
3.30 (4H, m), 3.56 (2H, t, J = 7. 3), 3.76 (2H, ra), 6.46 (1H, m), 7.59 
20 (1H, dd, J= 1.8 and 9.2), 7.85-8.00 (4H, ra), 8.47 (1H, s). 

106b) 3-(6-^ g u-2-1~Z7?-;v')7s/Vfo=.;V--N-\n-\i Kg ^v^-l-(2-^ f-;i/-4-b° V 

HJSMl06a) -e#7cN-[l-(tert-^ b * /U^=./U)-4- fc K n ^ ->-4- U v 5 
/k]^ ^/ix-3-(6-^ nn-2-t7f;v)^M^7n^y7 5 K/0>£>H3iMlO2b)£ 
25 [sl«^LTMiBfb^^@^(13%)^ bT#fc 0 NMR(CDC1 3 ) 5: 1.40-1.80 

(4H, m), 2.42 (3H, s), 2.79 (2H, t, J = 7.2), 3.20-3.65 (8H, m), 6.45-6.60 (3H, m), 
7.60 (1H, dd, J = 2.0 and 8.8), 7.85-8.00 (4H, m), 8.10 (1H, d, J = 5.8), 8.47 (1H, 
s). 

TtmftffiU C 2 5 H 2 8 C1N 3 0 4 S • 1.25H 2 OtVX 
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m (%) : C, 57.24; H, 5.86; N, 8.01 
(%) : C, 57.24; H, 5.86; N, 7.72 

4-\3-(6-f p u-2--r-7=f-/V)^;v^^;V^u/^/ ^ MT ^ 7-l-(2-y ^y^-4-fc°l) v> 
5 M H°^< V i£ 1/-4- % surf >m. * gvk 

107a) 4-(^Vv ; ;l/t^;/^/^^^7 § 7M-(tert-^ b^i^fr/l^^/t^tf^ 

Hjj£01j92a)-e#fc4-T ^ 7 -l-(tert-^ h ^rv'^/P7}?^/^)-4-t 0 ^y ^V^/I^t}?^ 
^(2.45 ^©lNTKBMb-^ h ml)— MW(0.86 g), 7k(20 m^)*3«tt^ 

10 ^^fy(20ml)^Bx.ftt, ^qn^y^/l/(1.72g)lTU ^T?16B# 

j*-v&MLfz 0 mm&m±^^xmmfc&m&m&®iM*(?.89g)%mc 0 nmr 

(CDC1 3 ) 5 : 1.45 (9H, s), 1.90-2.20 (4H, ra), 3.00-3.22 (2H, m), 3.74- 
15 3.95 (2H, m), 5.10 (2H, s), 5.18 (1H, bs), 7.27-7.40 (5H, m). 

107b) 4-(^y^t^-y^M'^^7 ^ y)-l-(tert-^ f-^vofr /U^=^Mif^V 

mMWn07a)Xnt^4-(-<^^/i-^^^^^/UT ^ /)-l-(tert-:/ b 

7}<-^)t o -<y ^>-4-%/^^ma g)oDMF(io mi)mw^iMm-r h v vmo.ss 
20 g)txoit^ ^/ko.67 mi) x.mu.xm m a> # wyc d Rmm^ &n x. , 

Tsmto&zs v * y^xmm \^xmm&m*m&ifc&<fi& g, 77%) t lt 

#7c 0 NMR(CDC1 3 ) 8 : 1. 45 (9H, s), 1.95-2.20 (4H, m), 3.00-3.20 (2H, 
m), 3.69 (3H, s), 5.03 (1H, s), 5.11 (2H, s), 7.30-7.40 (5H, m). 
25 107c) 4-\3-(6-? p P-2-t7f ;H^/^^g/V/f ^17 § 7-l-(tert-:/ fc 

fU^2k^^M g v^-4-#/wftV@M ±2^ 

mMMl07b)X'&fc4-(^^i?/U^i/%/U7$~/VT ^ J )-l-(tert-7' b ^Z/jJ/V 
7^=^)V)\f^) V-1/-4-Z) /Vtf-y&t* 9VK0.39 g)£>^ ^ 7 — M50 ml)— 10%^ 7 

-^A-^if(o.i8 g )&M^mu.ni±x30ftr^7kmim^fc o mm&z&u 
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m&^0£A&))t LT#fc Q NMR (CDCI3) 5 : 1.45 (9H, s), 1.85-2.08 (4H, m), 
2.79(2H, t, J = 7.4), 3.09-3.20 (2H, m), 3.51 (2H, t, J = 7.4), 3.69 (3H, s), 3.70- 
3.82 (2H, m), 6.22 (1H, s), 7.60 (1H, dd, J = 2.0 and 8.8), 7.85-8.00 (4H, m), 
8.47 (1H, s). 

107d) 4-f3-(6-^ x^vi. e l--r'7=f)V)^)Vi^=-)V-f^^Jy{fV\T% 7-l-(2-^^vV- 
4- U i?M V i?^-4-%/Us$>m* 

HliMl07c)T*#fc4-[3-(6-^ n n-2-^7^-/l/)^/^^/^n^V << )V\T % J - 
l-(tert-^ b *r^$)^^/V)\?s< vj ^-4-#/t^^M bH»!i83c) i: IrI 

m^l^Xmmih^^M^M40%)t tTHfc 0 NMR(CDCl3) 5:2.00-2.10 
(2H, m), 2.12-2.22 (2H, m), 2.43 (3H, s), 2.81 (2H, t, J = 7.4), 3.20-3.40 (2H, m), 
3.10-3.23 (2H, m), 3.50-3.60 (4H, m), 3.71 (3H, s), 6.42-6.52 (2H, m), 6.63 (1H, 
s), 7.85-8.00 (4H, m), 8.13 (1H, d, J = 6.0), 8.44 (1H, s). 
jtmftmm. C 26 H 28 CIN3 0 5 S • 0.5H 2 Ob UT 
tUf-fit (%) : C, 57.93; H, 5.42; N, 7.20 
Hi'Hfi (%) ,: C, 58.10; H, 5.32; N, 7.71 
HJSM108 

l-\4-(6-? p n -2-1-7 =?-;V)7,}Vfc~?vy^}V\-%- * =f-/U-8-(2-^ =f-}V-4-\f V 
1,3,8- b y 7f^ b°Pr4.51^ V-2,4-^^ 

108a) l-(4-^P^^/l^-)-3-^ ^^-2,4-^^-1,3,8- h ]) Tif -X b°P r4.51^ 

^JiMl01a)1?#fc3-^ ^-2,4- y. 1,3,8- h y T If ^ t? n [4.5]^ V-8- 
^/^^V^tert-y^i-^ l^-^o^ey^ feUJfeMlOlb) £ IrJH{- LTMWB 
^^^M^ H B 0(7O%)i! LT#fc c NMR(CDC1 3 ) 6: 1.49 (9H, s), 1.60-1.70 
(2H, m), 1.75-1.95 (6H, m), 3.01 (3H, s), 3.22 (2H, t, J = 7.6), 3.40-3.58 (2H, m), 
3.43 (2H, t, J = 6.0), 4.00-4.20 (2H, m). 

108b) l-f4-(6-^ p p -2-t7f /H^^^^/^/f ^7^-2,4-^^- 
1.3,8- h y Tif> t:°Pr4.51^>--8-^^Vfert-^/U 
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^Ml08a)^#fcl<4-yo^^/i^).3-^^;V-2,4-v f ^-^ry -1,3,8- b P Tif 
* fc° a [4.5\Tt> Astf ^Wtteact-^f-JKA^ bMMM 101c) i: |^#^ LTMfE'fb 

-a^£M^f&*(92%)i: bT#fc 0 NMR(CDC1 3 ) 5: 1.48 (9H, s), 1.54-1.88 
(8H, ra), 2.96 (3H, s), 3.10-3. 25 (4H, m) , 3.35-3.55 (2H, m), 3.95-4.25 
5 (2H, m), 7.60 (1H, dd, J = 1. 6 and 8.8), 7.85-8.00 (4H, m), 8.47 (1H, s). 

108c) l-\4-(6-f p n-2-^y ^/l^/Wfr^/K/^-/i/|-3-/> f-/U-8-(2-^ ^-/^-4-fc° U 
SW-1.3.8- b y Tif^ b°P r4.51^^7 ^-2,4-v^^ 

^J£Ml08c)T#7tl-[4-(6-^ n n-2-^y ^Vl^/i^^/l^^M^-S-^ 5^-2,4- 
v^^-1,3,8- b U T-tf* t°n[4.5]-r^ V-8-^7/^^tert-^/^^^Wi 

10 91e)^^^bTMIB^-a-^§r^^(81%)^ LT#fc D NMR(CDC1 3 ) 5: 

1.65-1.85 (6H, m), 1.85-2.00 (2H, m), 2.46 (3H, s), 2.98 (3H, s), 3.10-3.25 (4H, 
m), 3.60-3.75 (2H, m), 3.78-3.90 (2H, m), 6.48-6.64 (2H, m) , 7. 55-7.65 (1H, 
m), 7.85-8.00 (4H, m), 8.19 (1H, d, J = 5.6), 8.44 (1H, s). 
jum^mU C 28 H 31 C1N 4 0 4 S^UT 

15 ftW-iU (%) : C, 60. 58; H, 5. 63; N, 10. 09 

MBM (%) : C, 60. 38; H, 5. 75; N, 9. 90 
H»!il09 

l-\2-(6-f p n -2-f 7f^)^^^^;Wx^/i/l-3-^ ^;V-8-(2-^ f;l/-4- 1:° P ^/P)- 
1,3,8- h y T1F.X b°P r4.51^ ^-2,4-i^- >- 
20 109a) hiE: b ^MJk^E^kJi *?M-3~* ^-^-2.4-^^ y -1,3,8- f V Tif ^ b° 

»Ml01a)T?#^3-^ ^-/^^-^^y -1,3,8- h V Tf*^ fn^T*^^- 

^*Mfe^^(94%) £ LT#7t 0 NMK (CDC1 3 ) 5 : 1.30 (3H, t, J = 7.0), 1.47 
25 (9H, s), 1.60-1.72 (2H, m), 1.72-1.82 (2H, m), 3.05 (3H, s), 3.40-3.60 (2H, m), 

3.97 (2H, s), 4.00-4.20 (2H, m), 4.22 (2H, q, J = 7.0). 

109b) l-(2-b Kn^rv-^^)-3-^^/^-2,4-v ? ^-=3ry -1,3.8- h V Tjf^b°Pf4.51 
^-8-^7/V^V^tert-y^7V 
^Ml09a)1?#7cl-(^ b ^#71^-/1^ ^)-3-^ ^-2,4- i?jr* y- 
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1,3,8- b U Tif X t°P [4.5]x# ^-8-^7/^>-^tert-y^/Kl.69 g)©THF(80 ml) 

^^tK*^{5 5 3ft-?- b y ^-Mo.35 g)^n^ MffiTlzj. ? ; —/v® ml)£iiS 

pH2^|«LfciL ^Mfe^^-CttfflL^o ttffiSfc&TkSfc^ 4£7kfl»?- b y # 

*r*§6ffc*:<0.61 g, 40%) £ LT#fc a NMR (CDC1 3 ) 6 : 1.45 (9H, s), 1.60-1.70 
(2H, m), 1.75-1.90 (2H, m), 2.98-3.04 (1H, m), 3.03 (3H, s), 3.38 (2H, t, J = 5.2), 
3.38-3.60 (2H, m), 3.78-3.85 (2H, m), 3.95-4.25 (2H, m). 

109c) 3-^ ^/U-l-r2-(4-^ ^7x^)^;^^^^f;H.2,4-S?t^y- 
1,3,8- b y Tif^ t:°P [4.517^ ^-MJV^m.tevt-^;V 

HiSMl09b)-T?#fcl-(2-t Kn^^x^/i/)-3^9 1 ;l/.2 ) 4-^t^y-l ) 3 ( 8- h JJ 
Tif ^ fc°tt[4.5]x# ^-8-^7/^V^tert-^/^(0.60 g)©^k^ ^^(60 ml)?g 
W.^ b y ^/VT ^ ^(0.77 ml)£::itfb b/^^^/^=/K0.70 g)SrAB^.^iS."t? 

mmm^-y v t> ?j*xmm LTjBBBfb^&#te»*<p.6o g, 68%) t lt 

#fc D NME(CDC1 3 ) 6: 1.49 (9H, s), 1.55-1.68 (2H, m), 1.73-1.85 (2H, 
m), 2.46 (3H, s), 2.97 (3H, s), 3.37-3.57 (4H, m), 3.97-4.25 (4H, m), 
7.36 (2H, d, J = 8.4), 7.77 (2H, d, J = 8.4). 

109d) l-f2-(6-^ P u-2-j-7=^MX/U?fr~/U^?-M-3-?t ^^-lA-^^r^r- 
1,3,8- b y Tif.X h°P [4.51^^7 ^-8-^7 7^V^tert-7"^/l^ 

H»!ll09c)-e#fc3-^ ^"/l/-l-[2-(4-^ ^^^^/^X/l-^^/I/^-^v'^^/W]- 
2,4-^^y -1,3,8- b y Tif* t°n [4.5]^^ i/-8-#/^ ^tert-^/^^Uffi 

m ioic) ^ mm^ ^xmmit^-^Mm^M^m t L-c#fc 0 nmr (cdci 3 ) 

8 : 1.50 (9H, s), 1.60-1.70 (2H, m), 1.80-1.92 (2H, m), 2.94 (3H, s), 3.35-3.75 
(6H, m), 4.00-4.25 (2H, m), 7.61 (1H, dd, J = 2.0 and 8.8), 7.90-8.00 (4H, m), 
8.49 (1H, s). 

109e) l-\2-(B-? p p -2-~T7 ^/l^/Wfr^/t^^yH-3-^ <7sU-8-(2-J b° V 

-^AQ-1,3,8- b y Tif ^ tf P f4.51x# ^-2,4-v^^ 
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^JfeMl09d)-e#fdl-[2-(6-^ p u-2-^y*f-;V)7,;Vifr~;V^jV\-Z-* 5VW2,4- 

91e) £ LTMIB^-a-#I^M^*(56%) t Lt#fc, NMR (CDC1 3 ) 6 : 

1.70-1.90 (2H, m), 1.95-2.10 (2H, m), 2.48 (3H, s), 2.96 (3H, s), 3.55-3.70 (6H, 
m), 3.80-3.90 (2H, m), 6.50-6.60 (2H, m), 7.60 (1H, dd, J = 1.6 and 8.8), 7.85- 
8.00 (4H, m), 8.21 (1H, d, J = 5.6), 8.46 (1H, s). 
jumftVfm C 2 6 H 2 7 C1N 4 0 4 S • 0.4H 2 O t b X 
fHHg (%) : C, 58.45; H, 5.24; N, 10.49 
WHS (%) : C, 58.63; H, 5.55; N, 10.54 

mmmiio 

2-\2-(6-^ p v-2-~j-7?-/U)^/Uft=.;U^=?-M-8-(2-s< =?sU-4-t° V i?/V)-2,8-^T 
if ^ fcf p r4.51^^7 >-l,3-^^ 

1 10a) 8-^<>'v ; /^-2-r2-(6-^ p yj-2-~r-7^-)V)^jVifr~;V^^~;V\- 2.8-v^Tif X 
p [4.51x^7 ^-1,3-^^ 
3-(6-^ X2-2-~r-7^-/V)^;V*~;V^u \£;VT ^ V^^^H»!l85c)i! W\ 
LXMmfc^&!&n&fa^(7£M&j)k bT#fc 0 NMR (CDCLj ) 
5 :1.00-2.25 (6H, m), 2.54 (2H, s), 2.75-2.95 (2H, m), 3.45-3.60 (4H, m), 3.85 
(2H, t, J = 6.0), 7.20-7.38 (5H, m), 7.60 (1H, dd, J = 2.0 and 8.8), 7.86-8.06 (4H, 
m), 8.51 (1H, s). 

110b) 2-f2-(6-^ P u-2-i-y^/U)^/^^/U^^/U]-8-(2-?i^/^-4-^V -JM- 
2,8-^Tif ^ r4.51^ ^-1,3-v^^ 

H^MH0a)-e#fc8-^^v ? /^-2-[2-(6-^ P xn-2--ry=f-/V)*;V^=.;V^J-;V\- 
2,8-v ? Tif ^ t°P [4.5]^ ^-1,3-^^(0.28 g)(Dl,2-i?7 p n=c$ ^(2.8 ml)i§ 
-%t^? p p^l-i? p P^^HO.062 ml)^0°CT^nx., 70°CTlB#^#}giffc o 

Bimm^* * / — /K2.o mi)^n^, 7o°c^ § ^iH#^^^MYc 0 mm&Mt 
mm* \^xmtmm*fo, 4-^ p p -2-^ y v^o.14 g )^ y v ^jvt 

% ^(0.76 ml)£^ y -y^(5.0 ml)&^? U 4H#P^150°C^nff& bfc D 

Mffm^ u mffib**s v t>?>vD y &xmm vxmmik&yo&tm&nMs 

mg)t Lt#fc 0 NMR (CDC1 3 ) 5 : 1.58-1.78 (2H, m), 2.04-2.26 (2H, m), 2.49 
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(3H, s), 2.66 (2H, s), 3.00-3.20 (2H, m), 3.50-3.62 (2H, m), 3.76-3.96 (4H, m), 
6.50-6.62 (2H, m), 7.61 (1H, dd, J = 1.8 and 8.8), 7.88-8.06 (4H, m), 8.19 (1H, 
d, J = 5.8), 8.52 (1H, s). 

Ttmfrffi It C 2 6 H 2 7 C1N 4 0 4 S • 0.4H 2 O t b X 
ffftHE (%) : C, 58.45; H, 5.24; N, 10.49 
mmm. (%) : C, 58.63; H, 5.55; N, 10.54 

if ^ \fn r4.51x> 

Ilia) 2- [2- (6-^ g ^jU^^=.;U^7W\-h 3-^-^y-2, 

^ t:°a [4. 5] 

^W(I110a)-e#fc8-^<^v J /l^-2-[2-(6-^ n n -2-^:7 ^VU]- 
2,8-v J Tif^tfo [4.5]^ ^-l,3-v J ^-V^^»f!]104a)i:|WI^^LTMfB^ 
fe^M*(^iW)^Lt^fc 0 NMR(CDC1 3 ) 5: 1.47 (9H, s), 1.40-1.62 
(2H, ra), 1.88-2.08 (2H, m), 2.60 (2H, s), 2.86-3.08 (2H, m), 3.48-3.60 
(2H, m), 3.80-3.92 (2H, m), 3.94-4.16 (2H, m), 7.61 (1H, dd, J = 2. 2 and 
8.8), 7.88-8.04 (4H, m), 8.51 (1H, s). 

111b) 2-[2-(6-^ p P-2-f7f;P)^;^^^xf^]-i-t^y-2, 8-^Tjf^ 
[4. 5]x^7 ^-8-^7/^>-^tert-7^/^ 
HiWJllla) Tl#7c2-[2-(6-^ n 7,)Vt^~}V^)V\-\, 3-^ 

y-2, 8-^7^^ t°n [4. 5]x;*7 ^-8-^7/I/7jf^tert-^/^^||Ji^iJ104b) £ 

LTMIB'fh^SrMfe^C^*^) b LT#fc D NME (CDC1 3 ) 5 : 
1.24-1.40 (2H, m), 1.45 (9H, s), 1.66-1.86 (2H, m), 1.92 (2H, t, J =7.0), 
2.84-3.04 (2H, m), 3.45 (4H, q, J =6.6), 3.71 (2H, t, J = 6.6), 3.84- 
4.02 (2H, ra), 7.59 (1H, dd, J = 1. 4 and 8.8), 7.85-8.00 (4H, ra), 8.47 
(1H, s). 

111c) 2-r2-(6-^ p u-2-^^;V)7,;\'7fr=^;V^M-S-(2-* : f-;V-4;-\?y 
2,8-v^Tlf ^ b°n r4.51^ >-l-Jr^ 
^»!llllb)-t?#7c2-[2-(6-^ v v-2-'T7?-sl')X;U?fr~;U^/ls)-i-$-*y-2 > 8- 
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Mfa^^I ^^5^(31%)^ UT#fc 0 NMR(CDC1 3 ) 6: 1.40-1.56 (2H, m), 
1.82-2.04 (4H, m), 2.44 (3H, s), 2.96-3.16 (2H, ra), 3.38-3.56 (4H, m), 
3.66-3.86 (4H, m), 6.44-6.56 (2H, m), 7.60 (1H, dd, J = 2. 2 and 8.8), 
7.85-8.20 (4H, m), 8.15 (1H, d, J = 5.8), 8.49 (1H, s). 
jumftffim C 26 H 28 N 3 0 3 SC1-H 2 0t LT 
fMfffi; (%) : C, 60.51; H, 5.86; N, 8.14 
mWtm (%) : C, 60.84; H, 5.85; N, 8.34 
HJ&M112 

l-r3-(6-^ n xz.2.-ry^-)V)^;vi^z^jv-fu fc°/H-7-(2-^ ^/U-4-ii 0 ]) 
Tif^b°Pf3.5iy^-^-2-^->- 

112a) 4-p< ± U 1/ fc°^< V *J is-l-Xfrtf ^mtert-zf^/U 

■$At* h D -P^—Asfr* ^ = ^i>,(31.4 g)<DTHF(315 ml)^M— 15°CX* 
1.6N^/UJJ ^^A^if^^(54.9ml)^n^30^^#M7c^, 4-^"^ 
y t: 0 ^U i^^-l-^/^^tert-^/KS. 5 g)<DTHF(50 ral)^^^-15°Cl?^T 

H&fffi#^(3.23 g, 93%) i: L-C#7c 0 NMR(CDC1 3 ) 5: 1. 47 (9H, s), 2.18 

(4H, t, J = 5.8), 3.42 (4H, t, J = 5. 8) , 4,74 (2H, s), 

112b) 2-^-^y-l,7-v ? Tjf^ t:°nr3.5iy j-^-l-^jV^mtext-^^/V 

»#"!lll2a) TWc4-^ ^ U> t 0 -^ U v^^-l-^/k^V^tert-y^/kO. 23 g) 
0^—7^71^(50 ml)fg^^-f y^/Ty^ 35 ml) ^0°CT^Px., 

^<7>MST2Bf^/5^M-^fc 0 25%mMWtr h V !>AtK^(50 ml) ir^~7VV(25 

jVjj 7 AT'fl LT^ JBI2^'g*Sr«Sfett«*(2.23 g, 57%) £ UT#fc 0 NMR 
(CDC1 3 ) 5: 1.47 (9H, s), 1.78 (4H, t, J = 5.8), 2.73 (2H, d, J= 1.4), 
3.14-3.34 (2H, m), 3.56-3.74 (2H, m), 6.02-6.30 (1H, br). 
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1 12c) 7-(2-/ gvk-4ig V tW-1.7- v^Tif ^ fc°P [3.5] 7 ^->--2-^-^ 

H»J 1 12b)-<?#fc2-^-=3r y - 1,7- i?T if * tf p [3.5] / >--7-^7 /Hi? ^tert- 
^/^&«M91e) UTMIB{b^^ ; i%# 1 ^(43%) £ LT#7c 0 

NME(CDClj) 6: 1.90 (4H, t, J = 5.6), 2.45 (3H, s), 2. 79 (2H, d, J = 
5 1.8), 3.14-3.34 (2H, ra), 3.44-3.64 (2H, m), 6.38-6.48 (1H, br), 6.48- 

6.60 (2H, m), 8.17 (1H, d, J = 5.8). 

112d) l-[3-(6-^ p n-2--ry^-/V)^7V^=^/^n \fM-l-(2-^ 5M^-4-b° V vvl-)- 
1.7-v ; TifXti°Pr3.5iy^-^-2-^-V 
«^II112c)-e#fc7-(2-^ ^-4-t° y v^-lJ-^TIf * t°n [3.5]/ "^V-2-^- 
10 ^(0.18 g) t MM$l90a) X#fc6-^ P P -2- (3-^ P p ^p $ 

P P-2- (3-^P^^P if/U) ^/VT^^/V-Ty $ Ul/CDV.lM&Vfo (0. 27 
g) *5 kTf^itT h 7 -7=9- JVT >-^r=- $ A (25 mg) <DTHF(5. 4 ml) m&^^Mz. b 

^^A-t?^UTMf3^-a-^^»fe^(28 mg, 7%)iLT#fc 0 NMR 
(CDC1 3 ) 5:1.54-1.74 (2H, m), 1.86-2.12 (4H, m), 2.47 (3H, s), 2.77 (2H, 
s), 2.72-2.96 (2H, m), 3.16-3.32 (4H, m), 3.84-3.98 (2H, m), 6.46-6.58 
(2H, m), 7.60 (1H, dd, J = 1. 8 and 9.2), 7.84 (4H, m), 8.20 (1H, d, J = 
20 5.8), 8.46 (1H, s). 

yumfttifW C 2 6 H 2 8 N 3 0 3 SCI- 1.5H 2 O t L T 
nW-iM (%) : C, 59.47; H, 5.95; N, 8.00 
(%) : C, 59.27; H, 5.64; N, 8.03 
MMM113 

25 (S)-4-[f2-r(6-^ p p -2-~t7 ^M^/U^^/U^ ^vH-l-b'P V 

(2-/ \f ]) ^ y 

1 13a) (S)-2-t Ka^f;Vt:°P ]) ^V-l-^/^V^^vVl^ 

N-^^v 5 /!^^^ /VtS^/VT'u y ^(10 g)OTHF(100 ml)^^0°C-e#7 
^THF^(80ml)^P^L. MT?18B#P^^)^Mfc 0 ^W^mm^^^ 
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y 10 ^/ux vM-^vmm ^xmmk&m*m&ffiM$A g, 99%) t ux#fc 0 

NMR (CDCI3) 8 : 1.30-2.15 (4H, m), 3.30-3.80 (4H, m), 3.86-4.10 (1H, m), 
4.30-4.48 (1H, m), 5.15 (2H, s), 7.25-7.45 (5H, m). 

1 13b) (S)-2-^^-/U^/U^^7^^rjy^ gV^g P U v^V-1-^7 /W^^^vvl^ 

^»"J113a)Tl#fc(S)-2-b Kp^v^^vH^p y i^-l-^/l^V^Vvvk 
(1.5 g)£ MJ ^;VT % >-(1.3 ml)O@^^^-/K30 ml)f»^i£te?< * ^/P* 
^M0.64ml)^0°C-e^lPx.. ^M-eiB#r B ^^MYc 0 £OM&7ki!fc^ iSfeM 
^^v-^AT*^Ufc 0 «^^J±g5feLTMfB^^^M^*(2.0 g, 
^»^J)i: LT#/t D NMR (CDC1 3 ) 6 : 1.75-2.15 (4H, m), 2.75-3.00 (3H, m), 
3.35-3.55 (2H, m), 4.00-4.45 (3H, m), 5.00-5.30 (2H, m), 7.25-7.50 (5H, m). 
113c) (S)-2-(6-^ pp.2-f7f;v)ft^ J-;v\i°u y >m^< V 

^JSMll3b)Tl#fc(S)-2-^^^/^^/^=3rv-^^7^t 0 n ]) 
^-0-^/1/(2.0 g), »Mld)T?#fc6-^ p n -2- J /Vjj -fY±Z7^U^ (1. 2 
g) 33 £ t*?" h V V A ^ h K (0. 34 g) <D ^ ^ J —;V (20 ml) ^^50°C^4B#ffi 

m^m^m^ma. 4 g , 52%) t Lr#fc 0 nmr (cdci 3 ) s : 1.70-2.10 (4H, 

m), 2.65-3.00 (1H, m), 3.30-3.70 (3H, m), 3.95-4.25 (1H, m), 5.00-5.20 (2H, m), 
7.20-8.00 (11H, m). 

1 13d) (S)-2-(6-^ p v-2-7-~7=f-;V)^)Vl£.~}V* ^ym°P y }Vj$^m^ 
H»!lll3c)-e#fc(S)-2-(6-^ p P^tyf^ft^^k'n y v^-l-#/l//K 

#fc 0 NMR (CDC1 3 ) 6 : 1.80-2.45 (4H, m), 3.00-3.28 (1H, m), 3.30-3.45 (2H, 
m), 3.50-4.05 (1H, m), 4.08-4.25 (1H, m), 4.80-5.08 (2H, m), 7.05-7.40 (4H, m), 
7.50-8.00 (6H, m), 8.36 and 8.49 (total 1H, s for each). 
113e) (SV2-(6-^ p u-2-~}"7?-MX/Uft^/u* =f->V\?u y 
mfeMH3d)T*#fc(S)-2-(6-^ p P-2-t7f^)^;^^/Mf;l/t"P y v^-l- 
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tlsTntc a MR (CDCI3 ) 5: 1.64-2.18 (3H, m), 2.20-2.40 (1H, m), 3.38 (2H, 
dd, J = 6.6 and 7.8), 3.62-3.80 (1H, m), 3.86-4.06 (2H, m), 7.69 (1H, dd, J = 2.2 
and 8.8), 8.02 (1H, dd, J = 2.0 and 8.8), 8.08-8.20 (3H, m), 8.67 (1H, d, J = 1.6). 
113f) l-(2-;*^v^-4-t:°y vv^)fc:°^y i»-4-jJ/U7$^m^^ 
4 y ~ n-<^->^c ^y^(2.5 g)£4-^ n n-2-^ ^/^fc° y v^(3.1 g)O@^^(70 

mi)^^i3o o c-c5Btffl^^Mfcfi, mj±mm\^ti 0 mm^mt^ f- U^X* 
mm*^ u n^m^y v # trw ? j^xmu \^xmm^^n^WM5.2 

g, 95%) t LT#fc 0 NMR (CDCI3 ) 8 : 1.27 (3H, t, J = 7.1), 1.8-2.0 (4H, m), 2.44 
(3H, s), 2.48-2.59 (1H, m), 2.87-3.01 (2H, m), 3.81 (2H, dd, J = 13.6 and 4.2), 
4.16 (2H, q, J = 7.19), 6.50 (1H, dd, J = 5.8 and 2.4), 6.59 (1H, d, J = 2.4), 8.16 
(1H, d, J = 5.8). 

113g) l-(2-^ ^VW4- \f V ^ } 2 S^-4-;fr /l^aK^Bfe 

H#£Mll3$-<?#fcl-(2-^ fc° y S^fcT^JJ -^^-4-^7/1-^^^^-/1/(5.2 

gX fcmt-r h y ^(1.3 g)£S J;t>*7k(10 ml)<Dy ^ y-/l-(52 mi)mm^M.Xl 

—Mzmmu ^mo&tt. zm&mm&m^xmmfc&^&m&n^s g, 

83%) £ LT#fc D 

1 13h) (S)-4-rf2-r(6-^ p u-2--ry^-/ld^/^^./]ypi ^;H-l-b°P y VM3);V7$~ 
=f~;V-4- \f V ^ V 
^JfeMll3e)T?#fc(S)-2-(6-^ n n -2-^:7 ^/^/WJn^/M ^/Ptfn y 
^7K*^±fe(0.20 g) £ HW!lH3g)^#fc l-(2-;* =f-/U-4- fcf y ^/V) tT-< y v^-4-# 
/^>m(0.13 g)33 t fcT>^ yy°ti \?}V^jVT 5: ^(0.27 ml)<Z)DMF(4.0 ml)^ 
DMTMM (0. 35 g)^Px., mM.X12mfflfr%M^fc 0 ^»£^JE#llfU JfifH) 

MfBft^^^*(46%)i:LT#fc 0 NMR(CDC1 3 ) 6 : 1.60-1.92 (4H, m), 
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1.92-2.64 (5H, m), 2.43 (3H, s), 2.72-2.94 (2H, m), 3.15 (1H, dd, J = 9.8 and 
13.6), 3.34-3.64 (2H, m), 3.74-3.98 (3H, m), 4.26-4.42 (1H, m), 6.38-6.56 (2H, 
m), 7.57 (1H, dd, J = 1.8 and 8.8), 7.84-8.00 (4H, m), 8.12 (1H, d, J = 5.8), 8.48 
(1H, s). 

5 Tum^mm c 27 h 30 n 3 o 3 sci-o.5h 2 o£lt 

ffj^ii (%) : C, 62.23; H, 6.00; N, 8.06 
(%) :C,61.98; H, 5.86; N, 8.27 

10 M-4- tf V vvH yn^yr^K 

114a) 3-(5-^ p P-2-^y/f7 V /I^^^P/^yj Jk^M 
7kmik2> V !7 -Ml g)(D70%^# /Pykl»(50ml)^5-^ n n-2-^/^^ h 

^y^fry'-;Ki.84 g)^3-^n^^°n t°^-^(i.53 g)%tox.X3mmmm b 

)Vt> vJ^xmU bTMfa{b^?rMfe^HB(1.52 g, 59%) b UT#fc D NMR 
(CDC1 3 +DMSO-d6 ) 6 : 2.87 (2H, t, J = 7.0), 3.53 (2H, t, J = 7.0), 7.12 (1H, 
dd, J = 1.6 and 8.4), 7.39 (1H, d, J = 8.4), 7.47 (1H, s). 

114b) 4-rN-f3-(5-^ p P-2--<yy'f7-/ y M^^u H'^-^M-'N-^ ±AS7_ ^ 
20 V'^-\-jo;V^WX^xt--f = f'jV 

H»JH4a)-C#fc3-(5-^ p P-2-^^y^T U — 7^)^^P/^V^y^V^ 

i4^w^y fc^y ^^-l-yj/^^v^tert-^^^lliiMsob)^^^ 

bTMia{b^^^-fe^(28%)«i: LT#fc D NMR(CDC1 3 ) 5: 1.46 (9H, s), 
1.46-1.75 (4H, m), 2.60-3.00 (4H, m), 2.83 (3H, s), 3.60-3.75 (2H, m), 4.10-4.30 
25 (2H, m), 4.60-4.72 (1H, m), 7.25-7.30 (1H, m), 7.64 (1H, d, J = 8.8), 7.80-7.84 

(1H, m). 

114c) 3-(5-^ p P-2^yyf7'/ V MX/\s7frzz./U-N-* ^/U-N-\l-(2-^ =f-/U-4- 

H*&Mii4b) -e#fc4-[N-[3-(5-^ p p^-^y/^y 8 y /i^^p h°$-^/u\- 
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xm.it ^M^xmmmszc) t mm\- vxmm^m^wkM^Mo.6%) t lt 

#fc 0 NMR(CDC1 3 ) 5:1.56-1.70 (2H, m), 1.90-2.20 (2H, m), 2.40-2.50 

(2H, m) , 2. 46 (3H, s) , 2. 75-3. 10 (4H, m) , 2. 86 (3H, s) , 3. 90-4. 10 (2H, 

m), 4.55-4.65 (1H, m), 6.50-6.60 (2H, m), 7.59 (1H, dd, J = 2. 0 and 8. 8) , 

7.95 (1H, d, J = 8.8), 8.17 (1H, d, J = 6.0), 8.20 (1H, d, J = 2.0). 

3-(6-? p p -2-^:7 =M^/l^7fcc^-N-p< ^-/V-N-n-(2-^ b° V SW-3- 1°^< 

115a) 3-b Kn^hvy i^-l-^/^^tert-^^vi- 
3-t Kn^t°^!J ^(10. 1 g) (DtK (50 ml)— Ti? h= h U /KlOO mDWWt 
^H^-tert-^^/K26. 19 g) IrSiat'lT L7c 0 KJEESK&lB^ISia^tUffc 

M&ffiMiiU. 13 g, 70%) i: LT#7c 0 NMR (CDC1 3 ) 5: 1.40-1.60 (2H, m), 
1.46 (9H, s), 1.70-1.80 (1H, m), 1.84-1.94 (1H, m), 3. 00-3. 18 (2H, m), 
3.48-3.60 (1H, m), 3.66-3.78 (2H, m). 
115b) y ^-l-^jU^mtevt-Zf^/U 

mt^-^ V /K5.01 ml)<D^fb^ ^-1^^(150 ml)^^-78°C-eDMSO(5.42 
ml)^MTbaO^/5^MTcf^, I^Mll5a)^#fc3-fc Kn^txyi?y. 
l-^7/^i/^tert-^/K5.78 g)<Dmt* ^- ^ V(10 ml)?«£r?®T L.7c c ^OM 
ST10^^^#MYcf^-45°C^#MLT$ b^lH#F^£M:7t 0 Rjft^h 
y cc^T ^ >-(30 ml)^Px., 0T^20#F^£ Mi?7cf£. ISfP^bT ^ ^tK 

«f»*vy*^*7Ati»«Lfc. ^^-^hw^^xmm^ 

*&&ftife!£i§r(4.5 g, 78%) £ LT#7c 0 NMR (CDC1 3 ) 5: 1.47 (9H, s), 1.93- 
2.01 (2H, ra), 2.46 (2H, t, J = 6.8), 3.58 (2H, t, J = 6.0), 4.00 (2H, s). 
115c) 3-(* ±2V7_ g y)b°^y v'V-l-^/^^tert-^/^ 
^»!jll5b)-e#7c3-^-df-y t°-<y v^^-l-^/^V^tert-^y^^mS^J 
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42b)tmm^^xmm^^^n^w^(80%)tLxnti o mm (cdci 3 ) 

5: 1.20-1.50 (4H, m), 1.46 (9H, s), 1.60-1.72 (1H, m), 1.87-1.97 (1H, 
m), 2.40-2.50 (1H, m), 3.70-3.83 (1H, ra). 

H5d) 3-[N-r3-(6-^ p p =-;vrfn tf ;t~/H-N-p< ^-;vr ^ 
^»!]115c)-tr#fc3-(^^/^T ^ /)t^y ^V-l-#/^VMtert-:/^/^b 

mmmsoh)tmmKvxmm^m^m^m^(72%) tLxmc a nmr (cdci 3 ) 

5: 1.40-1.90 (5H, ra), 1.43 and 1.49 (total 9H, each s), 2.44-3.00 (4H, 
ra), 2.77 and 2.89 (total 3H, each s), 3.50-3.66 (2H, m), 3.85-4.35 (2H, 
ra), 7.56-7.62 (1H, m), 7.90-8.00 (4H, m), 8.48 and 8. 49 (total 1H, each 
s). 

115e) 3-(6-^ uu-2-')-y^M^/^=-^-'N-^ 5VWN-ri-(2-7 5^-4- t°y i£ 

^MH5d)-C#fd3-[N-[3-(6-^ n n -2-^:7 ^vl^/Wi^/K^P t°^--/l/]-N- 

MfBffc##£&E&$>*(51%)£ LT#7c 0 NMR(CDC1 3 ) 6: 1.55-2.00 (4H, m), 
2.42 (2.25H, s), 2.48 (0.75H, s), 2.65-2.98 (4H, m), 2.85 (0.75H, s), 2.95 (2.25H, 
s), 3.45-3.90 (4H, m), 4.34-4.46 (1H, m), 6.42-6.60 (2H, m), 7.56-7.65 (1H, m), 
7.88-8.00 (4H, m), 8.13 (0.75H, d, J = 6.0), 8.21 (0.25H, d, J = 6.0), 8.46 (0.25H, 
s), 8.49 (0.75H, s). 

Tumfttifm C 25 H 28 ClN 3 O 3 S'0.5H 2 O£ LT 

(%) : C, 60.60; H, 5.90; N, 8.49 

(%) : C, 60.84; H, 5.98; N, 8.63 
HJSM116 

N-n-(2-T 5; /-4-t°y v^WHl-t^y i?M-3-(6-? p v -2-1-7 ?-MX/U7fr 
N-^^vI^p^^T^ K 

116a) 8-(2-T § J -4- t° V i?A/)-l,4-^^t-8-7f ^ t°P \4.5\t*% ^ 

2-t 5 y-4-^ p n try M-^^-^-s-Tif^^p^.s]^^^^ 

$|90e) £ LTS!Bfb£*«:&6Hfle(26%) £ UT#fc„ NMR (CDC1 3 ) 5 : 
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1.75 (4H, t, J = 6.0), 3.42 (2H, t, J = 6.0), 3.99 (4H, s), 4.21 (2H, br), 5.88 (1H, 
d, J = 2.2), 6.20 (1H, dd, J = 2.2 and 6.2), 7.80 (1H, d, J = 6.2). 
116b) l-(2-T § I -4- g V *?>V)-4r if^ V ^ 

»Mii6a)-e#fc8-(2-r ^ y-4-t° y ^)-i,4-^^iK8-Tif * t°u [4.5]^ 

5 # ^(0.46 g)(DT± h ^(8 nri)M^4Ni£gt(6 ml)^Dx.l20#^it# Lfc c 

m&mmwfc-c^n u mj±mm Lfc 0 nmmt:? n n y >> a 

^^^LTMia^^^^@#: (0.29 g, 79%) i: L 
T#fc 0 NMR(CDC1 3 ) S:2.53(4H,t, J = 6.0), 3.68 (4H, t, J = 6.0), 5.91 (1H, 
10 d, J = 2.2), 6.23 (1H, dd, J = 2.2 and 6.2), 7.87 (1H, d, J = 6.2) 

116c) 2-T^ /-4-(4-^^/UT^ /-l-fc°^y vV)fc°y 

HW!Hl6b)-C#fcl-(2-T ^ 7-4-t°y vVuO-4-t^y $V >/^&H;&&#ij42b)£ 
^^LTSIS-fb^^M^H^Ceeyo)^ LT#fc 0 NMR(CDC1 3 ) 5 : 1.34 
(2H, m), 1.95 (2H, m), 2.46 (3H, s), 2.58 (1H, m), 2.87 (2H, m), 3.76 (2H, m), 
15 4.19 (2H, br), 4.63 (2H, s), 5.87 (1H, d, J = 2.4), 6.20 (1H, dd, J = 2.4 and 6.2), 

7.80 (1H, d, J = 6.2) 

116d) N-n-(2-T >y-4-t:°!)^)-4-t:^!J v>/H-3-(6-^ p u-2-j-^^-/U)^/U 

HJ6Mll6c)T7#fc2-T S / -4-(4-y f-jvr % J -1- y vV ) t° y 
20 2&#U65) i: mm\z VXMBik&®>& 6fe&iftt3:@ft:(37%) £ LT#fc D NMR 

(CDC1 3 ) 6 : 1.56-1.75 (4H, m), 2.82 (3H, s), 2.82-2.96 (4H, m), 3.56 (2H, m), 

3.81 (2H, m), 4.24 (2H, br), 4.57 (1H, m), 5.84 (1H, d, J = 2.6), 6.16 (1H, dd, J 
= 2.6 and 6.6), 7.60 (1H, m), 7.78-7.94 (5H, m), 8.48 (1H, s). 

TumfttifiM C 2 4 H 2 7 N 4 0 3 SCI- 0.5H 2 Ob LT 
25 ftlffC (%) C, 58.11; H, 5.69; N, 11.30 

(%) C, 58.38; H, 5.91; N, 11.56 

3-(6-^ p p ^M^/uft^/U-N-n-q- t K g ^-/W4- fc° y v^-4- b° 
• y vVH-N-p< gvl^g ^ K 
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117a) 2- K p ^-^-4-(4-^ 5vI^T ^ 7 U vV ) U i?^ 

l-(2-t ^/^-4-t°y vVl/)-4-fc°-<y vV ^^6>^»j]65) ir^K b 

Xmmt^-m^^M^iW^) t tt#fc„ NMR(CDC1 3 ) 5: 1.36 (2H, m), 

1.98 (2H, m), 2.47 (3H, s), 2.61 (1H, m), 2.94 (2H, m), 3.86 (2H, m), 
5 4.63 (2H, s), 6.60 (2H, m), 8.19 (1H, d, J = 6. 0). 

117b) 3-(6-^ p p -2-^-7^-7W)^/^^/WN-ri-(2-b U 

/V)-4- y v>/n-N- y P^yj ^ K 
HJfe^iJ 1 17a)T*#fc2- fc ^yw4-(4- y f-;U7 5: y tf-< V i? y ) t° ]} 

i/frhmi&meib) t mm- Lxmmk&m&m&mMMVo) t iyc#fc 0 nmr 

10 (CDC1 3 ) 8 : 1.56-1.79 (4H, m), 2.83 (3H, s), 2.86-2.99 (4H, m), 3.57 (2H, dd, J 

= 3.2 and 8.2), 3.95 (2H, m), 4.63 (2H, s), 4.65 (1H, m), 6.56-6.63 (2H, m), 7.60 
(1H, dd, J = 2.2 and 8.2), 7.93-7.97 (4H, m), 8.20 (1H, d, J = 6.6), 8.49 (1H, s). 
TumfrVfiU C 2 5 H 2 8 N 3 0 4 SCI- 0.5H2 O t UT 
fHHgC (%) C, 58.76; H, 5.72; N, 8.22 

15 m®m (%) C, 58.89; H, 5.92; N, 8.02 

3-(6-f p P-2-'j-^^M^/^^7WN-ri-(2,6-v ; y ^/l^-4-t:°y vylQ-4-fc:°^y *J 

A-i-N-y WP^yr-; K 

1 18a) 8- (2, 6-^y ^vk-4-fc° V 4-v ? ^-^-y-8-Tif ^ b°P [4. 5] > 

20 2,6- v'y f-/U-4-^ P p fc° U e>HJ6M90e) £ ngtifc: LTMf2<ft^#f£&t#, 

@ft:(71%)i: Ltlfc, NMR (CDC1 3 ) 5 : 1.76 (4H, m), 2.42 (6H, s), 3.46 (4H, 

m), 3.99 (4H, s), 6.41 (2H, s). 

118b) l-(2,6- ^vW4-fcf y vvL-)-4-fc°^ y vV ^ 
HJfeMll8a)-C#fc8-(2,6-^y fcT V ^)-l,4- ^3^-8-Tlf * t° p 

25 [4.5]^# ^ £>H«!lll6b) £ VXBm{k&®&®M&mfc(&%) t LT 

#fc 0 NMR (CDC1 3 ) 8 : 2.45 (6H, s), 2.54 (4H, t, J = 6.2), 3.72 (4H, t, J = 6.2), 

6.45 (2H, s). 

use) 2,6- ^yy ^-^-4-(4-y ±jvt_ % y -1- y_2Z10 2^ 
»Mii8b)^Wci-(2,6-v>y ^/v-4-t°y ^H-t^y v?y 
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42b) t mm\z \^xmm4k&yo%M&mfc(55%) t tt#fc„ nmr (cdci 3 > s •. 

1.40 (2H, m), 2.00 (2H, m), 2.47 (9H, s), 2.69 (1H, m), 2.98-3.12 (4H, m), 3.88 
(1H, m), 6.43 (2H, s). 

118d) 3-(6-^ P P-2--j-^^M^^^^/^-N-n-(2,6-v ? ^ ^7^-4- tf U >W-4-fc:° 
5 ^< 3J vvH-N-p< ±A^a^X. § K 

HJfeMll8c)T*#fc2,6--^ ^-4-(4-^ fvWT 5 / U $V )tf y 

5^«J76b) i: LTJBIBfb^Sr Sfe@f£(38%) £ LT#fc 0 NMR 

(CDC1 3 ) 5 : 1.56-1.68 (4H, m), 2.44 (6H, s), 2.83 (3H, s), 2.88-3.04 (4H, m), 
3.57 (2H, dd, J = 7.0 and 8.0), 3.94 (2H, m), 4.60 (1H, m), 6.38 (2H, s), 7.60 
10 (1H, dd, J = 2.2 and 8.8), 7.93-7.97 (4H, m), 8.48 (1H, s). 

TumfttifiM C 2 4 H 2 j N 4 0 3 SCI- 1.5H 2 Ot LT 
fttMlC (%) C, 59.25; H, 6.31; N, 7.97 
IHI (%) C, 59.34; H, 6.19; N, 8.33 

15 N-f3-(6-^ p u-2--j-7^P)^/^^/^P bVH-N-^^-/W 1 -(2-^^/^-4-b:° 

119a) N-f3-(6-^ g p-2-t7f;^;^^;i/^p tf/H-N-T* f;^;w^y^ 
tert-^^-/^ 

HJfe099c)-C#fcN-[3-(6-^ n u-2-'F°7?'A')XA*fc— /K/p \Z fVtfj jv/*% 
20 tert-^/^(0.12 g)^ 6>HJfe#!l6c) i: LTMfB^^^Mfe^(61%) £ L 

T#fc 0 NMR (CDCI3) 6 : 1.39 (9H, s), 1.90-2.04 (2H, m), 2.80 (3H, s), 3.12- 
3.20 (2H, m), 3.31 (2H, t, J = 6.7), 7.60 (1H, dd, J = 1.8 and 9.0), 7.86-7.97 (4H, 
m), 8.46 (1H, s). 

119b) 6-^ p p-2-(3-7< f-iVT % J t°/U)XsU7fr~/V~}-Z7 ? U> b V 7 

25 umwM. 

IIJ£Mll9a)-C#^N-[3-(6-^ n p-2-^^^)^/^=/^p fcVH-N-^^vt- 
#/W^ ^ i/^tert-^M^ 6>^|}&#ij90d) t m&fc LTjgfB'fkl-g^&ftSfeSft 
(98%) £ LT#fc, NMR (DMSO-dg ) 6 : 1.81-1.97 (2H, m), 2,52 (3H, s), 2.97 
(2H, m), 3.53 (2H, t, J = 7.8), 7.76 (1H, dd, J = 2.0 and 8.8), 7.97 (1H, dd, J = 
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8.6 and 1.8), 8.22 (1H, d, J = 8.6), 8.23-8.33 (2H, m), 8.46 (2H, br), 8.65 (1H, 
br). 

119c) N-f3-(6-^ n p- 2 -J^^MZ^k^E: bVH-N-^ =f-/U-l-(tevt-^ h 
5 ^»!|119b)-e#fc6-^ p p -2-(3-p< ^/T'p \f ;V)^;v-fo=->v1ry ^ W 

^ h y 7/^P^^^^ffiM30b)ii^#^LTMia^^^Mfe@^(8i%) 

£ LT#fc 0 NMR (CDC1 3 ) 5 : 1.45 (9H, s), 1.62 (2H, m), 2.01 (2H, m), 2.56- 
2.82 (4H, m), 3.04 (3H, s), 3.14 (2H, m), 3.48 (2H, t, J = 7.0), 4.12 (2H, br), 
7.59 (1H, dd, J = 1.8 and 9.2), 7.85-7.97 (4H, m), 8.45 (1H, br). 
10 119d) N-f3-(6-^ p p - 2 -j-7^-/U)^/U7^^/u^'n fcVH-N-^ J-)V- 1-(2-*^ 

^W!jll9c)-e#fcN-[3-(6-^ p p- 2-i-^^-/V-)^/U7^^/uy°n t°7i/]-N-^ ^/u 
- l-(tert-^ h ;Vi$~)V)-4- bf ^ V i? V# >Vt$*c*/T % b Hffi^ij9 le) £ 

^^bTSfB^^l^Mfe@#:(89%)^ LT#fc„ NMR(CDC1 3 ) 6: 1.74- 

15 2.13 (4H, m), 2.45 (3H, s), 2.63-2.95 (4H, m), 3.08 (3H, s), 3.12-3.19 (2H, m), 

3.46-3.53 (2H, m), 3.86-3.92 (2H, m), 6.47-6.51 (2H, m), 7.59 (1H, dd, J = 1.8 
and 8.6), 7.85-7.96 (4H, m), 8.15 (1H, d, J = 6.2), 8.46 (1H, s). 
jm^m% C 2 6 H 2 9 N 3 0 3 SCI- 0.3H 2 OtLt 
ft^-fg (%) : C, 59.10; H, 5.91; N, 8.33 

20 mWM (%) : C, 61.81; H, 5.89; N, 8.13 

l-f3-(6-^ p p -2-^:7 5vI^/Wfr^/K7°P/-V ^/U}-4-(2-^ =^;V-4-\? ]) j?M- 

120a) l-f3-(6-^ p n-2--ry=f';V')^;]y^=.;vyxi/<J 4 M-lA-i^T^ 
25 ^JS^il27b)-rl#fc3-(6-^ p n-2--ry^-;v) ^/i^/Jn^/^p \i°$-^mt 1, 4-v> 

NMR (CDCI3) 6 : 1.77-1.87 (2H, m), 2.78-3.00 (6H, m), 3.46-3.62 (6H, m), 

7.59 (1H, dd, J = 2.0 and 9.0), 7.93-7.97 (4H, m), 8.48 (1H, s). 

120b) l-\3-(6-? p T3-2-1~7?'MX/Uft=./uyTis<J 4 /H-4-(2-^/W4-fc 0 ?J 
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^)-i,4-^7f Vjr^y 

Tif tV-^(0.16 g), 4-^ p p-2-^ ^vH^y v>>-(0.11 g)*5j;t>^^ h V t> 1* 
(41 mg)(D^(5 ml)^Srll0 o C-t?13B#P^^i^M^:Ycft^ffmiibfc o 

^£Bt*£$>*(60 mg, 30%) £ LT#fc 0 NMR(CDC1 3 ) 5: 1.79-2.05 (2H, m), 

2.45 (3H, s), 2.78-3.00 (4H, m), 3.36-3.71 (8H, m), 6.34-6.38 (2H, m), 7.60 (1H, 

dd, J = 1.8 and 8.8), 7.93-7.97 (5H, m), 8.13 (1H, d, J = 5.8), 8.48 (1H, s). 

Tumfttitm C 2 4 H 2 6 N 3 C10 3 S*H 2 0<b L*C 

f-HNjt (%) : C, 58.83; H, 5.76; N, 8.58 

HS'Hit (%) : C, 58.58; H, 5.86; N, 8.29 

^»J121 

(R)-4-rr2-(6-^ p P^-^^vl^^/ft—A^ 9Vl^-l-tf p V *?M 1- 

(2-y ^-/W4- tr. y v^) pv?y 

121a) Ol)-2-b KP^rWf/Vb'P y i^-l-^/I^^^^iM- 
D-^P y y — ^(5.4 gX h y £ A(7.4 g), tR(50 ml)*3«tt^^^ 
(50 ml)©^^^ p P^^^^/K8.4ml)^O°Cl?JtI^ > ^^10#r H ^^^ 

£M&«#3(/£ft#J)i: LT#fc 0 NME(CDC1 3 ) 5: 1.52-2.10 (4H, ra), 3.40 
(1H, m), 3. 50-3. 74 (3H, m), 4.01 (1H, m), 4.38 (1H, m), 5.15 (2H, s), 
7.28-7.46 (5H, m). 

121b) (R)-2-^ ^;V^jVi^^-)Vir^r-y ^ ^~;V\?xi ]) i^-l-^/l^VE^^v^ 

^J£Ml21a)T#fc(R)-2-fc Kp^v-^ ^vutTn y ^^-l-^/l^^g^^^ 
^fellteMll3b)tPI«fcbTJBIBft:^**i^*(^*6«0i LT#fc 5 NMR 
(CDC1 3 ) 5:1.78-2.15 (4H, m), 2.84 and 2.93 (total 3H, s for each), 
3.35-3.55 (2H, m), 4.00-4.45 (3H, m), 5.14 (2H, s), 7.25-7.50 (5H, m). 
121c) (R)-2-(6-# p ^V^fcfP V ^-l-^/i^V^^y^ 
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T#fc 0 NMK(CDC1 3 ) 5:1.70-2.15 (4H, m), 2.65-3.00 (1H, m), 3.30- 
3.79 (3H, m), 3.95-4.25 (1H, m), 4.95-5.20 (2H, m), 7.24-8.02 (11H, m). 
12 Id) (R)-2-(6-^ n u^-j-y^Mx/Uft—su^ =J-jV\£u y i?^-l-#/utfi/m^ 

T#7t Q NMR(CDC1 3 ) 5:1.75-2.50 (4H, m), 3.00-3.28 (1H, ra), 3.28-3.47 
(2H, m), 3.50-4.03 (1H, m), 4.08-4.25 (1H, m), 4.80-5.08 (2H, m), 7.04- 
7.40 (5H, m), 7.52-8.08 (5H, m), 8.36 and 8.49 (total 1H, s for each). 
12 le) (RV2-(6-^ p vj-2--r^^M^/^^u^ =Fynfn y -Jl/^kikjkMmM. 
»Ml21d)-r#fc(R)-2-(6-^ p n-2-t7f f;H:°P ]} 

(93%) t LT#fc 0 NMR (DMSO-d 6 ) 6: 1.55-2.00 (3H, m), 2.14 (1H, m), 
3.21 (2H, t, J = 7. 2), 3.75 (1H, ra), 3.90 (1H, ra), 4.04 (1H, dd, J = 4. 5 
and 14.4 ), 7.78 (1H, m), 8.05 (1H, ra), 8.21-8.34 (3H, m), 8.73 (1H, s). 
121f) (R)-4-rr2-(6-^ P u-2-j-7?-M*s^~/l'*?-/U-l-\?v ]} *?MjJ sUtf— 

3li£Ml21e)Tl#fc(R)-2-(6-^ nn-2-t7f/l')^M^M ^-/Uifn ]) 

fc7kmmm.tmMMii3g)xnfz-i<2-?i?'/i<-4-t o v ^>t°-<y 

m& h mmm 1 i3h) t mm k \^xmmi\&m %m&nM26%) t bx#fc 0 nmr 

(CDCI3) 5:1.54-2.64 (9H, ra), 2.43 (3H, s), 2.70-2.94 (2H, m), 3.15 (1H, 
dd, J= 10.0 and 13.8), 3.36-3.68 (2H, ra), 3.76 (3.98 (3H, m), 4.26-4.44 
(1H, m), 6.36-6.56 (2H, m), 7.57 (1H, dd, J = 2. 2 and 8. 8), 7.78-8.06 
(4H, ra), 8.14 (1H, d, J = 5.8), 8.48 (1H, s). 
Tumfttif fit C 2 7 H 3 0 N 3 0 3 SCI • 0.2H 2 O t L T 
ttmM (%) : C, 62.89; H, 5.94; N, 8.15 
mmiU (%) : C, 62.88; H, 5.82; N, 8.24 
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H2iMi22 

(K)-4-f2-r2-(6-^ n v-2--r~7^-/V)X/^~/U^ ^vU-l-bf p U 
;Wl-l-(2-^ ^vV-4-fc° jJ v^M^y 

122a) 2-Q-tert-:/ b ^>;fr/l^^/W4-t:°^ V iM^MME^2k 

Z?^;l>ftXftSmm^'7-M22.3 g)OTHF(90 ml)^— tK*^"^ h V ty-k 
(60%lft't4; 4.3 g)^0 o CXH\\^ 30#K/5>£Mi?fc o V U v^-l-^J/l^; 

V^tert-y^/K18 g)OTHF(90 ml)^?SS:iP^.^iaT?2NF^^#ii^o 

i/.2-^yxfyf>)-i-txy v : ^^/^V^tert-^^Sr^^#:(12.8 g, 
53%) £ LT#fc„ 

#fe^Lfc@#:(12.8 g)^^^y-/Kl30ml)^(3110%^7^!>^— ^Uf(1.3 

U v' y ^7 W 7 AT« LTliBft^^Mitft(12.9 g, a£M 

#}) £ Ltifc, NMR (CDC1 3 ) 5 : 1.02-1.33 (2H, m), 1.26 (3H, t, J = 7.0), 1.45 
(9H, s), 1.60-1.80 (2H, m), 1.80-2.05 (1H, m), 2.23 (2H, d, J = 7.0), 2.60-2.83 
(2H, m), 3.95-4.22 (2H, m), 4. 13 (2H, q, J = 7.0). 
122b) 2-n-(2-^ 7vW4- b° V v ? /H-4- ^ V 

^»!|122a)-I?#fc:2-(l-tert-^ f h ;Vi$^;V-4- U vVl^gt^c^vl^ 

b^»!91e) £ H^SK LTMfB4fcl^£^&«^(51%) UT#fc D NMR 
(CDClj) 5: 1.28 (3H, t, J = 7.0), 1.20-1.44 (2H, m), 1.74-1.90 (2H, m), 
1.92-2.32 (3H, m), 2.45 (3H, s), 2.86 (2H, dt, J = 2.4 and 12.6), 3.78-3.94 
(2H, m),4.16(2H, q, J = 7.0), 6.44-6.58 (2H, m),8.15(lH, d, J = 6.0). 
122c) 2-H-(2-7< ¥ y VM-4r V ^Hftj 

«Ml22b)Tl#fc2-[l-(2-^ ]) i//k)-4-tv<y v^]@^^/H5.2gX 

y^mit-r h y t> -mi.3 g)>7k(io mi)£5 £ * j —m& mr,(om^-m^uxm 
m^m^it^ wm&vtpm u ummm ufc 0 a^£CHP-2o# ? &xm 

MLXMmfc&m&M&ffiM43%)k bT#fc„ NMR (DMSO-d 6 ) 5:1.08-1.24 
(2H, m), 1.71 (2H, d, J = 12.9), 1.82-1.98 (1H, m), 2.16 (2H, d, J = 6.6), 2.23 



WO 02/06234 PCT/JP01/06148 

195 

(3H, s), 2.78 (2H, t, J = 12.6), 3.88 (2H, d, J = 13.2), 6.61 (1H, dd, J = 2.4 and 
6.0), 6.67 (1H, d, J = 2.4), 7.99 (1H, d, J = 6.0). 

122d) (R)-4-\2-\2-(6-f g EigjdLZ±M^l±^IEik2* ^-l-b'n ]) -J;V\-2-ir 

5 m&M 122c)T*#fc2- [l-(2- * fvU-4- tf y v^-4- fcf^ y t »M 

121e)i?#fc(R)-2-(6-^ n n-2-^7^)^^^^/^^ ^vktfp y v^^tK*^ 
ibIIJIMllSh) i: IrI«^ UTMf3^#i^iE^*(23%) t LT#fc„ NMR 
(CDC1 3 ) 8 : 1.05-1.35 (2H, m), 1.50-3.00 (11H, m), 2.46 (3H, s), 3.05-3.25 (1H, 
m), 3.25-3.55 (2H, m), 3.67-4.02 (3H, m), 4.25-4.45 (1H, m), 6.44-6.56 (2H, m), 
10 7.58 (1H, dd, J = 2.2 and 8.8), 7.86-8.02 (4H, m), 8.06-8.18 (1H, m), 8.49 (1H, 

s). 

7umft$fi& C 2 8 H 3 2 N 3 0 3 SCI- 0.5H 2 Ob LT 
ft^fi: (%) : C, 62.85; H, 6.22; N, 7.85 
(%) : C, 62.65; H, 6.10; N, 7.99 

15 mmmi2s 

(S)-4-f2-r2-(6-^ p u-2-j- 7 ^/M 7^-1- fcf 'p y y 

m-i-(2-* ?-;v-4:- m° y ^ v 2>: 

HJfeMl22c)-C#fc2-[l-(2-^ ^vW4- fc? y v>/U-)-4- y $VW|itife£ 
113e)l?#fc(S)-2-(6-^ p p -2-^y^-;V)^jVi^ ~j>V* <f-;V\£u ]) v^^ffcTk*^ 

20 w>* bmmmiish) t mm^ vxmm^m^m^MM2i%) t vxm^ 0 nmr 

(CDCI3) 5 : 1.08-1.35 (2H, m), 1.60-2.60 (9H, m), 2.47 (3H, s), 2.75-2.98 (2H, 
m), 3.16 (1H, dd, J = 9.8 and 13.6), 3.25-3.55 (2H, m), 3.76-4.05 (3H, m), 4.26- 
4.45 (1H, m), 6.46-6.56 (2H, m), 7.59 (1H, dd, J = 2.0 and 8.8), 7.86-8.00 (4H, 
m), 8.08-8.14 (1H, m), 8.49 (1H, s). 
25 H»!ll24 

3.(5-^ p p -2-4 -y k y /i^;*/w}wu.n-;* ^-/WN-ri-(2-^ f-/u-4r t° y 1° 
^ y ~fxi/^y~r % k 

124a) 3-(5-^ p p -2-4 1/ K V g±Zgj 
5-? p a -2--r ^ K y ^^^-^/(Takada, S et al., Chem. Pharm. Bull., 1984, 3£ 
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NMR (CDCI3 ) 6 : 2.68 (2H, t, J = 7.0), 3.06 (2H, t, J = 7.0), 6.62 (1H, d, J = 
1.2), 7.14 (1H, dd, J = 2.0 and 8.8), 7.24 (1H, d, J = 8.8), 7.52 (1H, d, J = 1.2), 
8.35 (1H, s). 

124b) 4-rN-f3-(5-^ p p -1-4 V K V M^^u ;j-=./H-N-;* fv^T g; / 1 
V ^-l-#/l^>^tert-:/5v^ 
»Ml24a)T#fc3-(5-^ n P-2--Y ^ K U t°3-^mb4-* f~/WT 

^^M#,^(43%)i! LT#fc 0 NMR(CDC1 3 ) 5: 1.42-1.63 (4H, m), 1.46 
and 1.47 (total 9H, each s), 2.60-2.90 (4H, m), 2.82 and 2.85 (total 3H, each s), 
3.18 (2H,t, J = 6.6), 3.50-3.70 (0.2H, m), 4.05-4.35 (2H, m), 4.58-4.75 (0.8H, m), 
6.52 (1H, d, J = 2.0), 7.12 (1H, dd, J = 2.0 and 8.8), 7.28 (1H, d, J = 8.8), 7.48 
(1H, d, J = 2.0), 9.60 (1H, bs). 

124c) 4-fN-r3-(5-^ P P-2-^T ^ K V M^/^^/U^u tf^yH-N-^ fv^T § 
»Ml24b)-t?#fc4-[N-[3-(5-^ p p-2-^ V K V jV)*f~$~7u t°;*-~/l/]-N-7 ^ 

fc&m%m&MiMs(93V<>)b LT#fc 0 NMR(CDC1 3 ) 6 : 1.42-1.72 (4H, m), 
1.46 and 1.48 (total 9H, each s), 2.60-3.00 (4H, m), 2.78,2.84 (total 3H, each s), 
3.68 (2H, t, J = 7.2), 4.05-4.55 (3H, m), 7.14 (1H, s), 7.33 (1H, dd, J = 2.0 and 
8.8), 7.41 (1H, d, J = 8.8), 7.68 (1H, s), 9.82 (0.75H, s), 9.93 (0.25H, s). 
124d) 3-(5-^ p p -2--T >JfJJ /l^/l^Tft^/k-N-y ^vWN-ri-(2-7 ^-4- \? V i? 

^JSMl24c)^#fc4-[N-[3-(5-^ p P-2--Y ^ K V A^/W^/K^p \i°Jr~/V\- 
N-^ fAsr 5 7] tf-< y ^^-l-^/P^V^tert-^^/^^^JfiMSSc) H3$l^ L 
TMIB{k^^rilfe^(33%)^ lt#fc 0 NMR(CDC1 3 ) 5 : 1.50-1.90 (4H, 
m), 2.45 (2.25H, s), 2.48 (0.75H, s), 2.78 (0.75H, s), 2.83 (2.25H, s), 3.69 (2H, t, 
J = 7.2), 3.70-4.05 (2.25H, m), 4.50-4.65 (0.75H, s), 6.45-6.60 (2H, m), 7.14 
(0.75H, s), 7.15 (0.25H, s), 7.33 (1H, dd, J = 2.0 and 8.8), 7.41 (1H, d, J = 8.8), 
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7.69 (1H, d, J = 2.0), 8.16 (0.75H, d, J = 6.0), 8.20 (0.25H, d, J = 6.0). 
Tumfttirm C 2 3 H 2 7 C1N 4 0 3 S- 0.5H 2 Ok Lt 
fhiLflt (%) : C, 57.07; H, 5.83; N, 11.58 
HifMit (%) : C, 57.10; H, 5.92; N, 11.53 

5 mmmi25 

3-(5-^ P P-l-^ f/W2-^ >• KU AO .X/^/fr—^-N-y ^-/I^-N-[l-(2-^ 
fcT U -4- U ^] 2^H^lklZ § K 

125a) 4- [N- [3- (5-^ p p -1-^ ^VW2-^T Wjjj 7lQ ■X/M^/I^/p - 

N-y ?vut =• y 1 tr^ y ^^-1-^7/^v^tert-^/^ 

10 ^»J124c)i?#/ci4-[N-[3-(5-^ a p -2--f ^ K y /^/l^^/I^P 

N-^ ^7^T 5 y ] y *J ^-l-#/l^ >-^tert-^^K0.35 g)<DDMF(10 ml)« 

^^b^- h y i> A(6o%fflt4; 36 jn^n^o^m^m^t^ £ 5 ft^ ^ 
mo. 1 mi)%Mx.mu-? tsbiz i6^ra^# m&fto Rfctmnizmm u wmw 

Hfcfc(0.34g, 90%) t LT#fc„ NMR(CDC1 3 ) 6: 1.15-1.70 (4H, m), 145, 
1.4 (total 9H, each s), 2.50-2.66 (2H, m), 2.76 (3H, s), 2.80 (2H, t, J 
= 7.0), 3.66 (2H, t, J = 7.0), 4.00-4.30 (1H, m), 4.03 (3H, s), 7.17 and 

7.18 (total 1H, each s), 7.32-7.40 (2H, m), 7.65,7.66 (total 1H, each d, 
20 J = 2. 0) 

125b) 3-(5-^ p P-l-y is K y MX/U7fr=./U-N-y ^-/U-N-\l-(2-y f-fr 

-4- h° y j?/U)-4- tf ^ y ^1^p/^7 5 F 

Hii^lil25a)-C#fc4-[N-[3-(5-^ p p-1-;* ^/U-2->f V KP /t^/W^/l^P 
t^c^M-N-^ ^ 7 ] y ^>--l-^/W^V^tert-y^^^H»J83c) 

25 tmm^^xmm^^m^MMuxytvxmco nmr(cdci 3 ) 6:1.20- 

1.34 (2H, m), 1.40-1.90 (2H, m), 2.44 and 2.47 (total 3H, each s), 2.67-2.95 (2H, 
m), 2.75 (3H, s), 2.80 (2H, t, J = 6.8), 3.68 (2H, t, J = 6.8), 3.80-3.90 (2H, m), 
4.04 and 4.05 (total 3H, each s), 4.15-4.26 (1H, m), 6.40-6.58 (2H, m), 7.17 and 

7.19 (total 1H, each s), 7.33-7.42 (2H, m), 7.66 (1H, d, J= 1.6), 8.15 and 8.19 
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(total 1H, d, J = 6.0). 

jcmfttifm C 2 4 H 2 9 C1N 4 0 3 S • 0.25H 2 O t bT 
flMjfr (%) : C, 58.41; H, 6.02; N, 11.35 

mmm (%) : c, 58.25; h, 6.00; n, 11.17 

5 HJSM126 

4.(6-^ p v^-j-^^Mx/l/ft^/U-N-pt^/U-N-n-te-^ ^-;U-4-t° V 

126a) 3-[N-r4-(6-^ p P^-^^/I^/i^fr^/l^T^ y ^/^-N-^ gv^Z IZlg 
^9 ^V-l-^/I^V^tert-^/^ 
10 ^JfeM24c)TWc4- (6-^ a p -2-^:7 ?vu) =.;vWm. t HJiMll5c)T*# 

LTMbB^^^M£*(80%)£ bT#fc 0 NMR (CDC1 3 ) 5 : 1.44 and 
1.47(total 9H, each s), 1.45-1.85 (4H, m), 2.00-2.20 (2H, m), 2.45-2.80 (4.6H, 
m), 2.80 and 2.84 (total 3H, each s), 3.32 (2H, t, J = 7.2), 3.45-3.60 (0.4H, m), 
15 3.84-4.42 (2H, m), 7.58 (1H, dd, J = 2.0 and 8.8), 7.86-8.00 (4H, m), 8.48 (1H, 

s). 

126b) " 4-(6-^ p P-2-^7^/U)^/^=./WN-^^/U-N-n-(2-^^/W4-tfU 
/k)-3- V *?/V\zf# g K 
HJiMl26a)-e#fc3-[N-[4-(6-y p n-2-i~77'A')XA*fc^A''7? / -f/W]-N-^ 

20 9vur 5: y ] y ^^-i-^/^v^tert-^/^^^HiiM83c) t i^astc tti 

mfc&m&m&ffiM(44%)b bTf#fc 0 NMR (CDCI3) S : 1.60-1.93 (4H, m), 
2.06-2.20 (2H, m), 2.43 (2H, s, 2/3Me), 2.46 (1H, s, l/3Me), 2.50-2.83 (4H, m), 
2.88 (1H, s, l/3NMe), 2.90 (2H, s, 2/3NMe), 3.25-3.45 (2H, m), 3.62-3.92 (2H, 
m), 4.40-4.58 (1H, m), 6.47-6.60 (2H, m), 7.59 (1H, dd, J = 2.0 and 8.8), 7.86- 
25 8.00 (4H, m), 8. 13 (2/3H, d, J = 6.4), 8.20 (1/3H, d, J = 6.4), 8.46 (1/3H, s), 8.48 

(2/3H, s). 

Ttmfttif lit C 2 6 H 3 0 C1N 3 0 3 S • 0.5H 2 O t b T 
(%) : C, 61.34; H, 6.14; N, 8.25 
-fit (%) : C, 61.19; H, 6.12; N, 8.24 
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3.(6-^ p P-2-^-^^)^/^^^/^-N-n-(2-^ f^fc'D^m-bXiJ l?M7° 

127a) n-(2-^ y sw^e*^ y ^ir ^ 

HMM42a)-C#fc l-(2- ^vl/-4- fcf y v?/k) -4- 1°^< V K V (0. 67 g) <Dgf^ (8 
ml)^->^T^^^^ (2. 71 g) ^nx.,0°C-eiB^^^MY^^ N h y T-fe: 
f^^7k*Hbf3:55Prt- h y ^A(0.90 g)^P^LT^-T?150#^^#MYc o 

m^raitu ymm^Mfct^isktim* v ^^Mm^n^y^ yt£ 

tebfc fili?r^lL, ^7K«i"by ^^T^MLfc D fI&iEf*LT 
SIB'fb^^feW^CO. 53 g, 79%) £ LT#fc 0 NMR(CDC1 3 ) 6:1.28- 
1.65 (4H, m), 1.88-2.00 (3H, m), 2.44 (3H, s), 2.82-2.97 (2H, m), 3.80-3.87 (2H, 
m), 6.49-6.54 (2H, m), 8.15 (1H, d, J = 5.8). 

127b) 3-(6-^ PP-2-t7f/^^/^^-N-[l-(2^ ^-/l^-4- b° y v ? /U)-4- y 
vvH^p/^T^ K 

n»ji27a)-e#fc[i-(2-^ ^vHt-tr y ^)-4-t°'<y ^ >^bmmm 

76b) £ UTO- LTSfB^^^^^fei>*(15%) £ LT#fc 0 NMR (CDC1 3 ) 8:1. 
35-1.48 (2H, m), 1.89-1.94 (2H, m), 2.44 (3H, s), 2.68 (2H, t, J = 7.5), 2.85-2.97 
(2H, m), 3.55 (2H, d, J = 7.5), 3.76-3.83 (2H, m), 3.93 (1H, m), 5.57 (1H, d, J = 
7.6), 6.47-6.51 (2H, m), 7.60 (1H, dd, J = 1.8 and 8.8), 7.88-7.96 (4H, m), 8.16 
(1H, d, J = 5.8), 8.46 (1H, d, J = 0.8). 
jmftmm. C 2 4 H 2 e N 3 CIO3 S • 0.3H 2 OblsX 
tf^j£ (%) : C, 60.38; H, 5. 62; N, 8.80 
MBM (%) : C, 60.46; H, 5. 46; N, 8.90 

N-^5^-3-(6-^ p P-2--j-7^-/H^/^^^-N-n-(2-^ ^sU-4-K° V 
y y'/l/iyn/^T^ K 

128a) N-^^-N-n-(2-^ ^4- \? V i?/V)-4- fc?^ V *JMT ^ V 
mMM42a)XmtL l-(2- * 5VW4- fc° ]) v?/W)-4- D K^i: y^/UT ^^fr^m 

mM308L)bmmz\^xmm4k&m&n&wfcmw°/o)k tt#fc, nmr (cdci 3 ) 
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8 : 1.35-1.69 (2H, m), 1.94-2.02 (2H, m), 2.44 (3H, s), 2.63-3.09 (3H, m), 3.79- 
3.87 (4H, m), 6.48-6.55 (2H, m), 7.25-7.34 (5H, m), 8.14 (1H, d, J = 6.0). 
128b) N-:/5vl^-3-(6-^ g P-2-^-7^-/l^)^/^^^/^-N-n-(2-^ ^--4-b:°y y> 

5 ^JSMl28a)T:1#7ciN-^5 : -/^-N-[l-(2-^ ^/U4- if V i?sV)-4- tf ^< V %>;V\T % ^ 

t> b m&M76h) t mmiz vxmmt-^m &mn&&MS6%) t lt #fc 0 nmr 

(CDC1 3 ) 8 : 1.47-1.80 (4H, m), 2.41-2.45 (3H, m), 2!68-3.18 (4H, m), 3.52-3.89 
(2H, m), 3.89-3.96 (2H, m), 4.46 and 4.52 (2H, each s), 4.63-4.69 (1H, m), 6.41- 
6.50 (2H, m), 7.07-7.30 (5H, m), 7.56-7.62 (1H, m), 7.76-7.95 (3H, m), 8.11- 
10 8.51 (2H,m). 

Tcift^-^rfit: C 31 H 32 N 3 C10 3 S • 0.2H 2 O h L T 
fHM (%) : C, 65.82; H, 5.77; N, 7.43 
MMiM (%) : C, 65.57; H, 5.98; N, 7.75 
HJ&M129 

15 3-(6-^ p P-2--j-^^/^)^/t^^m/k-N-ri-(2-^ gvk-4^0 i?/U)-4-\?s<}) v7H- 

N-(2- tf V i?M* p >T ^ K 

129a) N-fl-(2-^ ^4-b° V vVl/)-4- ]J vvH-N-(2- bf U vVt^ J-jVT % 1/ 

^JfeM42a)-C#fc l-(2- ^-4- 1° y vVl^-4- tf-^ JJ K £ N-<2- bf U vvv) ^ 
/U\T 5 ^^HJSM30a)i! EJ«fc LTMf2tel^£JtfeW^(41%)£ LT#fc 0 

20 NMR (CDCI3) 5 : 1.39-1.56 (2H, m), 1.98-2.08 (2H, m), 2.43 (3H, s), 2.74-2.96 

(3H, m), 3.80-3.86 (2H, m), 3.97 (2H, s), 6.50-6.54 (2H, m), 7.17 (1H, t, J = 6.2), 
7.27-7.69 (1H, m), 8. 14 (1H, d, J = 6.0), 8.55 (1H, d, J = 4.8). 
129b) 3-(6-^ p P-2-^-7^/U)^7^^/U-N-n-(2-^^/l^-4-bf 3J SW-4-bf^y 
S?/H-N-(2- fc° y ^-^vsOT % K 

25 H»!ll29a)-T?#fcN-[l-(2-^^4-t o y ^/U)-4-fcf^y v ? /l/]-N-(2- 1° y ^/k)^ 

"f"A/T % ^ bHJ6M76b) 4: LTMfSfti^»^fe^(50 0 /o) i: LT#fc 0 

NMR (CDCI3 ) 5 : 1.45-1.64 (4H, m), 2.42 and 2.45 (3H, each s), 2.79-3.19 (4H, 
m), 3.57-3.65 (2H, m), 3.80-3.97 (2H, m), 4.52-4.72 (3H, m), 6.41-6.50 (2H, m), 
7.09-7.17 (2H, m), 7.56-7.64 (2H, m), 7.84-7.98 (4H, m), 8.10-8.18 (1H, m), 
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8.40-8.51 (2H, m). 

TUmftmW. C 3 0 H 3 1 N 4 C10 3 S -H 2 O t LT 

(%) : C, 62.00; H, 5. 72; N, 9.64 
HWii (%) : C, 62.09; H, 5. 36; N, 9.63 
HJIM130 

l-f3-(6-^ n n-2-^-^^H^/^^/^n^V ^/Vl-4-(2-^ f;K4-b° 1) v7i^)b° 

130a) 4-(2-p< ^v^-4-tf V iW-l-b'^ i^;fr7l^^tert-:7*^v^ 
1-Boc- 1°-<7 i?>frbmMl?me) t LTMfBte^£*l&|g#:(92%) <t 

LT#fc 0 NMR (CDClg) 6: 1.49 (9H, s), 2.46 (3H, s), 3.28-3.33 (4H, m), 3.53- 

3.58 (4H, m), 6.48-6.55 (2H, m), 8.19 (1H, d, J = 5.8). 

130b) 4-(2-7< ]) \f^"7 -J^^MmM. 

^»!jl30a)-C#fc4-(2-^ ^VU-4- 1° U vV^-1- i^^^/^V^tert-^ 

/^^^W>l70a) £ liftSt^ LTMf2tel^&^i|£*0£*#J) t LT#fc D 

NMR(CDC1 3 ) 5: 2.57 (3H, s), 3.42 (4H, t, J = 5.5), 4.01 (4H, t, J = 

5.3), 7.14-7.18 (2H, m), 8.13 (1H, dd, J = 2. 2 and 8. 0) . 

130c) l-f3-(6-^ n n -2-f 7f ;v^a;^P/ V ^ ;H-4-(2-^ b° !J 

^»!ll30b)Tl#fc4-(2-^ fvW4- fcf V v^)-l- i^^Zl^^> »M 
30b) t mmtz VTMmk^&mmftMttVo) t LT#fc 0 NMR (CDCI3 ) 5 : 
2.48 (3H, s), 2.89-2.97 (2H, m), 3.23-3.28 (2H, m), 3.34-3.39 (2H, m), 3.55-3.71 
(6H, m), 6.47-6.53 (2H, m), 7.59 (1H, dd, J = 2.2 and 8.8), 7.92-7.96 (4H, m), 
8.22 (1H, d, J = 5.4), 8.48 (1H, s). 

jum^mw. C 2 3 H 2 4 N 3 cio 3 S • 0. 1H 2 O t b T 

ftr&fc (%) : C, 60.08; H, 5.31; N, 9.14 
(%) : C, 59.78; H, 5.39; N, 9.42 

mmmi3i 

l-f3-(6-^ n u-2--r7J-/V)^/V~fo~;V7u ;</ 4 M-4-(2- ?*■ ^-;V-4-\f V 
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131a) 4-(2-^^/W-4-fcrp^)tf^<7^^-1.2-^/^^ l^l/it/V 2- 

¥3-232864)^)^ HiiM90e) t WM\^. LTSfB^^£|tfeffi^(63 0 /o) t LT 
#fc c NMR (CDC1 3 ) 5 : 2.46 (3H, s), 2.46-3.43 (3H, m), 3.67-3.73 (3H, m), 
4.00-4 .42 (3H, m), 4.80-4.93 (1H, m), 5.17-5.21 (2H, m), 6.49-6.54 (2H, m), 
7.34-7.38 (5H, m), 8.20 (1H, d, J = 5.4). 

131b) 4-(2-t =f-JU-4- \f ]) i?M v^-2- /W£ Vil^ =f-;V 

^Ml31a)-e#fc4-(2-^ ^-4- fc° ]) fcv<^ v^V-1,2- v^^tfc 1- 
-Ovvu 2-p< 5VK1.0 g)£ 10%^ o 7 ^*(0.15 g)^ ^ 7-/K15 ml) 

m&i/Di) ffr-ft 7A« b-CjBBB'fb^**«lfe»^ft(0.B3 g, 83%) <t LT# 
fc 0 NMR (CDC1 3 ) 8 : 2.15 (1H, br), 2.47 (3H, s), 2.86-3.82 (10H, m), 6.53- 

6.59 (2H, m), 8.18 (1H, d, J = 5.8). 

131c) l-f3-(6-^ p u-2--ry^-;V)^;V^=-/^x2/</ ^f/H-4-(2-^ 5Vw4-t: 0 D 
Hife^iJ131b)-^#fc4-(2-^ ^/W4- tf U vvP-) h°^<y v^^-v^/l^i/^ ^-/V 

a> e> mmmsob) tmm^L xmm&vo t Lt#fc„ nmr 

(CDC1 3 ) 6:2.47 (3H, s), 2.89-3.20 (4H, m), 3.43-3.85 (7H, m), 4.31- 

4.60 (2H, m), 5.19 (1H, m), 6.49-6.55 (2H, m), 7.60 (1H, dd, J = 1. 8 and 
8.8), 7.89-7.98 (4H, m), 8.22 (1H, d, J = 6.2), 8.49 (1H, s). 
7t&&$f&. C 2 5 B, 6 N 3 C10 5 S • 0. 5H 2 0 h LT 

ftMtiL (%) : C, 57. 19; H, 5. 18; N, 8. 00 
MWIW. (%) : C, 57. 43; H, 5. 57; N, 8. 16 

(S)-2-(6-^ v u-2--r-7^-;V)*;wfo~;v* ^-N-ri-(2-p< tf J iW-4- fc^ 

132a) (S)-4-f2-(6-^ p P-2-t7f M^;^^^^ f ;k-l-b°P jj v^H^/^/^/k 
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l-tert-7* b =3f i/jj/lstf^sut 0 ^ ]) ^^-4-^7/^^(0.40 g) t h V z^f-JVT 5 
>-(0.34 ml) (7) h /^^(8.0 mLMW^(fCX°T *Jft&°7 ^-/U^X * JJ /K0.53 
ml)Sr^x., 80t:T2BfP B 1^MYc o SJt&ttSrSSBJEiBI U HffiMll3e)-e# 
7c(S)-2-(6-^ p n -2-^-7 ^-jV)^;Vit^JV^ f^k'n y v^(0.64 g)<7} h/^^(2 

U £ v- y t> tffls* J A -e*»^ LTIIIE^I^ £&t#J£*(0.88 g, 5t* 

#})£ LT#fc 0 

132b) (S)-2-(6-^ p P-2--j-7^/l^)^/^^/l^^ f/WN-[l-(2-^ f;U4-b° y vV^)- 
10 4-b°^U 2M^H ]j S^-l-fl/M^I^ F 

IISfiMl32a)-mfc(S)-4-[2-(6-^ p P -2-^:7 ^-/^.X^tJ^/I^ ^-l-h°n JJ 

o 

x?}V\ts)Vi$~}VT 5. J t°^y ^^-l-^/l/TjO^tert-^/^^^^ilSSc)^!^ 

vxmmfc&m&M&BM8%)k vxmc a nmr (cdci 3 ) s : 1.22-1.52 

(2H, m), 1.82-2.34 (6H, m), 2.44 (3H, s), 2.84-3.02 (2H, m), 3.10-3.34 (3H, m), 
15 3.68-3.90 (4H, m), 4.20-4.42 (2H, m), 6.44-6.56 (2H, m), 7.58 (1H, dd, J = 1.8 

and 8.8), 7.86-7.98 (4H, m), 8.14 (1H, d, J = 5.8), 8.47 (1H, s). 

Tumftffim C 2 7 H 3 1 N 4 0 3 SCI- 2H 2 0t UT 

ff^ii (%) : C, 57.59; H, 6.26; N, 9.95 

MMM (%) : C, 57.53; H, 5.81; N, 10.28 
20 ^Ml33 

(S)-N-f2-(6-^ p u-2--f-Z7^-/U)^/U^^/U^^-/U-l-H 0 u y ^;l/M-(2-^^;V-4-t:° 
U v^)tfv<y v?^-4-^/^=3rf - 5: K 

133a) (S)-4-IN-r2-(6-^ p P-2-^:7^yV);*,^/ft^/M ^vP-l-t°P y i?/V\%/W* 

25 ^MH3e)T#fc(S)-2-(6-^ p p^-^^/I^A^-^ ^;Hfo y 

^7k3fM£(2.4 g), gfcgfe<24 ml)*5 «t t>^(2.4 ml)©&^^0TC-CM«gife*?- h V 

ife LT# ^nfz.mm^mm(18 ml) £ tK(24 ml)^Jt? LT N «^(1.69 g)^P 
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l-tert-^ h *Z/jJsVti=.A'}*'< V i?^-4-A;U7$>&Q.Al g) N HOBt(1.13 g)£3 

iut, aswsr^p %?si'%7J*xmmvxmmfc&m&mm*M(i.88 e, 

57%) t Ltifco NMR (CDC1 3 ) 8 : 1.44 and 1.46 (total 9H, each s), 1. 48- 
1.98 (7H, m), 2.08-2.58 (2H, m), 2.60-3.02 (3H, m), 3.10-3.36 (2H, m), 
3. 40-3. 62 (2H, ra) , 3. 96-4. 26 (2H, m) , 5. 92 and 6. 68 (total 1H, each s) , 
10 7. 60 (1H, dd, J = 2. 1 and 8. 7) , 7. 82-8. 00 (4H, ra) , 8. 44 and 8. 46 (total 

1H, each s). 

133b) (S)-N-[2-(6-^ P X2-2--y7=f-;V)7,;V-fc=.}V^=5-;V-\-\?xi ]) j?M-l-(2-* 

^JiMl33a) T?#fc(S)-4-[N-[2-(6-^ n u-2-^^-/U)^/U^^/U^ ^/V-l-\fn 
15 V v ? /U]^/w^>T/i']tr^y ^^-l-^/^V^ert-^/^^lliiM83c)^^ 

^LTMfB'f^^^^5|5(22%)^ LT#/c 0 NMR (CDC1 3 ) 5:1.48-1.96 
(7H, m), 2.04-2.50 (2H, m), 2.43 (3H, s), 2.70-3.10 (3H, m), 3.16-3.38 (2H, m), 
3.42-3.68 (2H, m), 2.74-3.96 (2H, m), 6.40-6.56 (2H, m), 7.59 (1H, dd, J = 1.8 
and 8.8), 7.82-8.00 (4H, m), 8.11 (1H, d, J = 5.8), 8.45 (1H, d, J = 1.2). 
20 7c3ff##Hif[ C 27 H 31 N 4 0 3 SCM.5H 2 0£ LT 

thJWe (%) : C, 58.53; H, 6.18; N, 10.11 
mW>m (%) : C, 58.67; H, 5.86; N, 10.06 
H«iJl34 

25 }}^M\f^^-2-^/^^^ K 

134a) l-^Q-v ? /^^^-4-(2-^ ?vt>-4-tf U 2 ^-2-#/l^ 

||$SMl31a)T*#fc4-(2-^ ^-4- fc° U ^/U) v^-1,2- v^/l^V^ 1- 
s<^i?SU 2-* g)*5 J; tKlNTk^Hfc-?- h y ^ AtM^£(7.0 ml)<^ ^ 7 

-yK10ml)^^^i.t?2B#P^/O^M^Yc^, lNi&^^P L7c 0 CT^^M 
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*&J) £ lt#fc, NMR (CD 3 OD) 6 : 2.49 (3H, s), 3.32-4.81 (7H, m), 5.17-5.18 

(2H, m), 6.99 (2H, br), 7.33-7.38 (5H, m), 7.97 (1H, d, J = 7.6). 

134b) 2-(N-^ f/^;W^/fM-4-f2-^ f;W4^y^)tX!)i;y.l^;^> 

5 l^S^ktlk 

HJiMl34a)-t?#fcl-^^^^-=3rV-4-(2-^ ^vU-4-fc?y vv^t 0 -^ v^-2-# 
/^>mt * *f->VT 5: b»M76b) i: l^fc LTMIB'fb^^M^^ 
(81%) t LT#fc„ NMR (CDC1 3 ) 6 : 2.45 (3H, s), 2.79 (3H, d, J = 4.8), 2.95- 
3.61 (4H, m), 4.10-4.79 (3H, m), 5.20 and 5.22 (2H, each s), 6.52-6.59 (2H, m), 
10 7.38 (5H, br), 8. 18 (1H, d, J = 5.8). 

134c) N-p< ^y^-4-(2-p< f^-4-h° y %P/V)\f^< y V>-2-% ;V^*c^ % K 

HJ£Ml34b)T*#fc:2-(N-^ ^vl^/W^^f ;u)-4-(2-? ^jV-4- if ]) t°^< y 
v ? V-l-^77i-7i?^^^v?/^^IIJfeMl29b)i: Otitis: LTilfB^^SrSlfeW 
^0£*lft) i: tttfco NMR (CDC1 3 ) 5 : 2.45 (3H, s), 2.85 (3H, d, J = 5.1), 
15 2.96-3.17 (4H, m), 3.47-3.54 (3H, m), 3.81-3.86 (1H, m), 6.55 (1H, dd, J = 2.6 

and 6.0), 6.60 (1H, d, J = 2.4), 6.99 (1H, br), 8.18 (1H, d, J = 4.0). 
134d) l-f3-(6-^ p v^±7±MZi/kti±E^k^EZlZ ^M-~N-^ ^-/U-4-(2-^ f-/u 
-4- b° y j?M g ^-2-;fr £gg ^g^_K 
«Ml34c)-Ci#^fcN-^^-/W4-(2-^^-/W-4-t°y ^)bf-^y i?>-2-*A*$* 
20 f - 5 Kj5^H*fe#i|76b) £ m&\Z \sXm&i\&Vs&M&ffi3i@Q%) t LT#/c 0 

NMR (CDCI3 ) 5 : 2.47 (3H, s), 2.73-5.22 (14H, m), 6.54-6.61 (2H, m), 6.72- 
6.74 (1H, m), 7.62 (1H, dd, J = 2.0 and 8.8), 7.88-8.01 (4H, m), 8.20 (1H, d, J = 
5.8), 8.48 (1H, s). 

TC^fttirlS. C 25 U 27 N 4 C10 4 S • 0.5H 2 Ob LT 
25 fUNS (%) : C, 57.30; H, 5.39; N, 10.69 

MWM (%) : C, 57.47; H, 5.44; N, 10.38 

2-n-f3-(6-^ p P^2-t7^;^;i/^^yp^7^;H4-(2-^^-4-t: c !Jv ? M- 

2- 7 z>Mmm^/^ 
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135a) 2-f4-(2-y ^/V-4-tf V S?/V)-2-fc^<7 ^dlj^fzk 

2-(2- ^)B^^^M^M WW=43f« ¥3-232864) P> ^MM90e) i: |r] 
*Rfcb-CJSIBfb^*«rSEfe*3K*(74%)i: LT#fc D NMR(CDC1 3 ) 6:1.29 
(3H, t, J = 7.1), 1.64 (1H, br), 2.44-3.70 (12H, m), 4.18 (2H, q, J = 7.1), 6.50- 
5 6.54 (2H, m), 8. 18 (1H, d, J = 6.2). 

135b) 2-fl-r3-(6-^ p P-2-t7f;H^/^=;^P^7 f ;U-4-tf U 

»F(I135a)-e#fc2-[4-(2-^ if V i?/V)-2- its^Wm^/lsfrbm 

Mm76b)kfflm\zvxmm<k&®&n&ffiM&o%)k l-c#tc 0 nmr(cdci 3 ) 

10 5 : 1.18-1.30 (3H, m), 2.46 (3H, s), 2.59-3.07 (6H, m), 3.45-4.96 (9H, m), 6.45- 

6.49 (2H, m), 7.56-7.62 (1H, m), 7.95-7.97 (4H, m), 8.20 (1H, d, J = 5.8), 8.49 
(1H, d, J = 3.0). 

Tumftffim C 27 H 30 N 3 C10 5 S-0.5H 2 O£ LT 
ftiE#; (%) : C, 58.63; H, 5.65; N, 7.60 
15 mWM (%) : C, 58.33; H, 5.72; N, 7.56 

% V T % K fe «t T ^l-r2-(6-^ P u-2--f-7^-M^/U^^/UT±^-M-4-(2-^ gv^db 

20 136a) l-(2-y> ^yI^-4-t: 0 V v^)-4-^ h p y tf^<7 

HW!ll30b)t?#fc4-(2-^ ^-4- 1° y v^-l- fc: 0 ^ v>>--i^i£(1.00 g)<D7k 
$S£(iO ml^Mtfife?- b y £^(0.41 g)(£>7kf»(2 ml)£0 0 C-Wo < «9 Mx., £ 

7 U^FM/^ir bfc 0 5?RS:»3HI LTJBi^b£*«r»6@fr<0.97 

25 g, J^filft) t LT#fc„ NMR (CDC1 3 ) 5 : 2.56 (3H, s), 3.93 (4H, s), 3.95-4.01 

(2H, m), 4.58-4.64 (2H, m), 7.07-7.11 (2H, m), 8.07-8.11 (1H, m). 
136b) 4-C2-7 fcf y v^T § ^ 

^»Jl36a)-C#fcl-(2-7 ^-4- tf P v ? /I/)-4-— h p y ^(0.97 g)tf)g£ 

H(5 ml)^^rM^*(1.10 g)^7K(5 ml)tt/v«^^P^^MT*mU< 15^B0d=» 
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x^m^m±mmu mmm^mm^^v^^^v^xmm^xmmt^-m 

^4.(2-7? ^-4-t° V ^;v)-l-\f^ ^£r^tf^fe»tW0.52 g, 68%) £ LT# 
5 fc 0 NMR(CDC1 3 ) 6 : 2.45 (3H, s), 2.74 (2H, t, J = 5.1), 2.97-3.02 (2H, m), 

3.26-3.31 (2H, m), 3.38 (2H, t, J = 5.2), 6.49-6.55 (2H, m), 8.19 (1H, d, J = 6.0). 

136c) 2-(6-^ g P-2-^-^ 7 5 : -/^)^/^^/^-N-r4-(2-^ 5v^-4-fc° V 

i?MT-te hT^. K 33 i t>' l-f2-(6-^ n u~2--f-yf-M^/^^=-/^T±f-M-4r(2-^ 

10 136b)-^#fc4-(2- ^ 5VV-4- fcT U 1- 7 ^ £r£tf 4-(2- ^ 5V^-4- 

fc° y v^-l- V)VT % ^b«M30b) £ HtMH^ LT«fBfkS*&#;fc. 

2- (6-^ p n -2-^-7 ^/k)X/k*:^/^-N-[4-(2-^ f ;M-fc°!J ^/i/J-l-tXy^jj 
•feb75K: Hfe^(18%) N NMR (CDC1 3 ) 5 : 2.47 and 2.48 (3H, each s), 
2.65 (1H, m), 2.98-4.55 (10H, m), 6.45-6.55 (2H, m), 7.41-7.97 (5H, m), 8.19- 

15 8.24 (1H, m), 8.48-8.50 (1H, m). 

5cSf 5>*f -flS C 2 2 H 2 3 N 4 C10 3 S • 0.5H 2 O t LT 
ff^jjt (%) : C, 56.46; H, 5.17; N, 11.97 
MUM (%) :C,56.19; H, 5.41; N, 11.87 

1- [2- (6-^ o n -2--^ 7 ^/l/) ^ /I/aN ^/I^T-fe -4- (2- ^ f/M- 1° y t" 
20 : *ife$^(27%K NMR (CDC1 3 ) 5: 2.49 (3H, s), 3.34-3.87 (8H, m), 

4.36 (2H, s), 6.51-6.57 (2H, m), 7.59 (1H, dd, J = 1.8 and 8.8), 7.88-7.97 (4H, 

m), 8.24 (1H, d, J = 6.0), 8.48 (1H, m). 

lumftffim C 2 2 H 2 2 N 3 C10 3 S- 0.3H 2 Ok L"C 

f+^-fS: (%) : C, 58.80; H, 5.07; N, 9.35 
25 ^I'Kit (%) : C, 58.66; H, 5.15; N, 9.72 

H»!ll37 

3- (6-^ p P-2--j-7^7^)^/^/jN^yk-N-r4-(2-^ ^vt^-4-tf y vVl^-l-fc 0 ^ i?Mzf 
HW!U36b)-C#fc4-(2-7< 1" y ^A-)-l- tf^<7 v^£r^£r4-(2-7< ^vt-4- 
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*(29%) £ UT#fc„ NMR (CDC1 3 ) 5 : 2.45 and 2.48 (3H, each s), 2.62-2.69 
(2H, m), 2.89-3.14 (6H, m), 3.41-3.59 (4H, m), 3.75 (1H, br), 6.27-6.63 (3H, m), 
7.56-7.64 (1H, m), 7.93-7.97 (4H, m), 8.17-8.24 (1H, m), 8.47-8.50 (1H, m). 



ftiffff (%) : 0,56.68; H, 5.50; N, 11.49 

mmm (%) : c, 56.50; h, 5.23; n, 11.32 

3-(5-^ g P-2-^^y^^^);x7Wfr^/^-N-^ ^/^-N-n-(2-^ ^-/P-4-t: 0 y 



138a) &ik5-f p P^yyft7a:y.2^M=/l/ 

y /Ki.36 ml)^o°c-eDMF(i.46 g)^TU^rr?i5#ffia>#$g 

mzML^-V n n-^^y^^^^CPla P. A. et al., J. Heterocyclic Chem. , 

1988, ^, 1271x1.68 &&mz., 90°c^3Bm^m^rc o Rfcm^7k7k&tox., 

&fe*£iH(0.52 g, 20%) k LT#fc 0 NMR (CDC1 3 ) 6 : 7.54 (1H, dd, J = 1.8 and 
8.8), 7.88 (1H, d, J = 8.8), 8.30 (1H, d, J = 1.8), 8.56 (1H, s). 
138b) 3-(5-^ PP-2-^vyfxx/l/)^;y^^p tf^-^jfetert-^^/l^ 
20 ^»J138a)-t?#fciift5-^ n n -^y^-^a: ^-2-^jU^/u(0A3 g )^ 

SMfclS 5 h V VM0.12 g)<£>THF(10 nil)tf/»Mm^M ?L,40X;X*7mmfrg 

Lfc 0 ttffi»^7K«^-fy ^AT«^L,aiibfc 0 &©Jfe£Bt«fc^/K50 
ml)i£$#¥ U h V ^/VT % ^(1.4 ml) t TV ]) Aflfetert.^yl/(1.03 g)Sr^JPx. 

UTSIB^b-a^S:^fe^*(0.25g,44%)i:bT#fc„ NMR(CDC1 3 ) 5: 1.39 
(9H, s), 2.71 (2H, t, J = 7.7), 3.52 (2H, t, J = 7.7), 7.47 (1H, dd, J = 
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1.8 and 8.8), 7.85 (1H, d, J = 8.8), 8.26 (1H, d, J = 1.8), 8.39 (1H, s). 
138c) 3-(5-^ P P-2-^yyfx^;l/)^;v^^/l/^p \f^T^m 

HJfeMl38b)-e#fc3-(5-^ BP.2-^yyfx=;l/)^M=;^B fc^^S? 
tert- 7^/^(0.28 g)<£> tvl-^y(2 ml)^ft£— h U 77^ni^^(2 nil)%1}\l7t^U 

5 -eiHt MYc 0 Kmm&mmmm ^nmm^^-f- ^/mm^^x^ 

Jfrfb LTMIB^^Sr^^0 H 0(O.24 g, 98%) £ LT#t 0 NMR (CDC1 3 +DMS0- 
d 6 ) 5: 2.75 (2H, t, J = 7. 7), 3.55 (2H, t, J = 7.7), 7.47 (1H, dd, J = 
2.2 and 8.4), 7.87 (1H, d, J = 8. 4), 8.25 (1H, d, J = 2. 2), 8.42 (1H, s). 
138d) 3-(5-^ p u-2-^<^y^^^/^)^/^^/U-N-^ =f-/U-N-\l-(2- ^ 

10 y ^)-4-b:°^<IJ v ! ;l/l7'P^y7 5: K 

^JSMl38c)-e#fc3-(5-^ n n^-^^y^^^/l^/V/j^/K^P t°^->^<J; 
HWJ42b)Tl#fc4-^ "f-jVT % V-l-(2-^ 5VW4-fc° U v 5 /!/) tf^ y v?>-^^H 
»j30b) LTMIB^^ £^1^(50%) <k LT#fc 0 NMR (CDC1 3 ) 6 : 

1.40-2.00 (5H, m), 2.44 (2.25H, s), 2.47 (0.75H, s), 2.76 (0.75H, s), 2.78-3.10 

15 (4H,m), 2.84 (2.25H, s), 3.52-3.76 (2H, m), 3.72-4. 10 (2.25H, m), 4.48-4.80 

(0.25H, m), 6.40-6.60 (2H, m), 7.47 (1H, dd, J = 1.8 and 8.8), 7.86 (1H, d, J = 
8.8), 8.16 (1H, d, J = 5.8), 8.25 (1H, d, J = 1.8), 8.40 (0.75H, s), 8.42 (0.25H, s). 
TU^IftVtW C 2 3 H 2 6 N 3 C10 3 S 2 -0.25EtOH-0.25H 2 Ok LT 
ttlNS (%) : C, 55.55; H, 5.55; N, 8.27 

20 MMiU (%) : C, 55.58; H, 5.41; N, 8.12 

«M139 

3.(6-^ p P-2-^<^y^^^-/^)^/^^/U-N-^ ^/KN-n-(2-^ 9^-4-t: 0 V -JM- 

4-t:°^<y -JM-fn/^T ^ K 

139a) p p^yyft7ay-2-^/>^=^ 

25 6-^ p P^^y^^-7^>-(W0 98/24784)^fe|HJSMl38a)£ nWt- LTMIBte 

1^3(10%) £r#fc 0 NMR (CDCI3) 5 : 7.60(1H, dd, J = 1.8 and 8.8), 7.95 (1H, d, 
J = 1.8), 8.24 (1H, d, J = 8.8), 8.50 (1H, s). 

139b) 3-f6-^ p P-2xyyY^^^^M^/^P tf^yjgtert-:/^/^ J; 
U* 3-(6-^ PP-2-^y/fx^^)^;^^7'P t'^-yet 
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HJSMl39a)-C#fcit^6-^ n ^^-2-^/U^=./U^hMMM 

i38b) t mm<D&mz. x x> mm^^m^ 

3-(6-^ n n-2--<^y^^^/l/)^/k7}N^/l/^C3 t°^-^^tert-y^l- : ^Ife;^ 
(8%), NMR (CDC1 3 ) 6 : 1.39 (9H, s), 2.70 (2H, t, J = 7.7), 3.50 (2H, t, J = 7.7), 
5 7.53 (1H, dd, J = 1.8 and 8.8), 7.92 (1H, d, J = 1.8), 8.19 (1H, d, J = 8.8), 8.33 

(1H, s). 

3-(6-^ n n-2-^<^y^-^=-;V)^;V^^;V^n tr^gfe : f£,H(16%) N NMR 
(GDC1 3 +DMSO-d 6 ) 5 : 2.74 (2H, t, J = 7.5), 3.54 (2H, t, J = 7.5), 7.52 (1H, dd, 
J = 1.8 and 8.8), 7.94 (1H, d, J = 1.8), 8.18 (1H, d, J = 8.8), 8.33(1H, s). 
10 139c) 3-(6-^ n P-2-^>y^^^M^/^^/^-N-^ ^/^-N-\l-(2-^ f;V-4-b° 

^»]139b)T?#fc3-(6-^ n u-2-^<^y^^=-/V)^.;^^;v^vi \?3r>^.fr 
b^MMSOb) ib mm^ LTMI2^^^Mfei)*(50%) t LT#fc D NMR 
(CDC1 3 ) 8 : 1.45-2.00 (5H, m), 2.45 and 2.47(total 3H, each s), 2.70-3.10 (4H, 
15 m), 2.77 and 2.83 (total 3H, each s), 3.50-3.70 (2H, m), 3.70-4.10 (2.25H, m), 

4.48-4.80 (0.75H, m), 6.40-6.60 (2H, m), 7.52 (1H, dd, J = 1.8 and 8.8), 7.93 
(1H, d, J = 1.8), 8.10-8.20 (1H, m), 8.19 (1H, d, J = 8.8), 8.34 and 8.35 (total 
1H, each s). 

jmft%Y\% C 2 3 H 2 6 C1N 3 0 3 S 2 • 0.25H 2 O t LT 
20 fMHit (%) : C, 55.56; H, 5.38; N, 8.46 

"Mmm. (%) : C, 55.58; H, 5.41; N, 8.35 
H»!J140 

3- (5-^ P P-2-^yy'77^^)^^^ ^-/k-N-n-(2-^ ^yl--4-t:° V 

4- tf ^ U i?M ~f p ^ K 

25 140a) 1-^ pp-4-(2,2-^ h h ^rv'K^y 

4-^ PP7xy — M12.9 g). !J "7--M13.8 g)^ ^1-^X2^-2,2-^ h 

df ^(17.7 g)£rDMF(100 mD^fJx., 150^17^^ Mfc 0 DMF£ 

SH" h y <7A-e^bfc 0 Mt£r«J±i?5fe LT, 1113^1^(24.5 g, :*£*#))£ 
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#fc 0 NMR (CDCI3) 8 : 3.46 (6H, s), 3.97 (2H, d, J = 5.0), 4.70 (1H, t, J = 5.0), 
6.86 (2H, d, J = 8.8), 7.23 (2H, d, J = 8.8). 
140b) 5^pp^^/77^ 
# y y >-^(60 g)£4-^ n n-<^if ^(300 ml)?1^^3S^T> ^Ml40a)-C 
n n-4-(2,2-i?^ h^v-^ h^f ^)-<^if >-(24.5 g)^iTU 14B#IWaKfc 

ik^m^m^^^ilO g, 66%) t Lt#fc„ NME (CDCI3 ) 5 : 6.73 (1H, dd, 
J = 2.2 and 2.2), 7.25 (1H, dd, J = 2.2 and 8.8), 7.43 (1H, d, J = 8.8), 7.57 (1H, 
d, J = 2.2), 7.64 (1H, d, J = 2.2). 
140c) jj;{b5- ^np^'/77 E^t 

SMfSMTte? n n ^/^^(6.5 g)ttmt V M4.6 g)NSTU £ fe^lO 
ftfflfr%mr£ft&^ HiiMl40b)-e#fc5-^ p V(3.4 g)»x.55°C 

TJHIBfb^feSr^ifeteiaCZ.l g, 39%) £ LT#fc 0 NMR (CDC1 3 ) 6 : 7.49 (1H, 
dd, J = 2.2 and 8.8), 7.59 (1H, d, J = 8.8), 7.93 (1H, d, J = 2.2), 8.39 (1H, s). 
140d) 3-(5-^ g 7 ^X/Uft^/uyu tf^^jfetert-r/^v^ 

^»!ll40c)Tl#fc^5-^ n u^^yr7 7^-2-X/utis~/U7b>bmMMl38b) 
t mm?. L"CiSIB'fb^^M^^(ll%)i: LTf#fc 0 NMR (CDC1 3 ) 5 : 1.39 
(9H, s), 2.75 (2H, t, J = 7.7), 3.53 (2H, t, J = 7.7), 7.42 (1H, dd, J = 2.2 and 8.8), 
7.54 (1H, d, J = 8.8), 7.87 (1H, d, J = 2.2), 8.2 1 (1H, s). 
140e) 3-(5-^ p P-2-^y/77^^=^7'P bT^^jfe 

MMffl 140d)-T*#fc3-(5-^ n n-2-^yy*7 7 *S)?s)Vffr~>V?v- t^^^tert- 

NMR (CDClg +DMDO-d6 ) 6 : 2.80 (2H, t, J = 7.7), 3.57 (2H, t, J = 7.7), 7.42 
(1H, dd, J = 2.2 and 8.8), 7.55 (1H, d, J = 8.8), 7.87 (1H, d, J = 2.2), 8.24 (1H, 
s). 

140f) 3-(5-^ g p.^/77=M7^^.N^ f-;KN-[l-(2-^ ^vt^-4-fc° 



WO 02/06234 PCT/JP01/06148 

212 

HJ£Ml40e)-C#fc:3-(5-^ n n-2Xy/7 7y)^M^n t°^->-^^ 
HJ£M30b) [Iritis bTMia^^§r*^*(35%) i: LT#fc 0 NMR (CDC1 3 ) 
5 : 1.50-1.90 (4H, m), 2.45 and 2.47 (total 3H, each s), 2.76 and 2.84 (total 3H, 
5 each s), 2.80-3. 10 (4H, m), 3.50-3.75 (2H, m), 3.80-4.15 (2H, m), 4.40-4.80 (1H, 

m), 6.45-6.60 (2H, m), 7.30-7.60 (2H, m), 7.86 (1H, d, J = 2.2), 8.16 (1H, d, J = 
6.2), 8.24 and 8.25(total 1H, each s). 
TumfttfrW C 2 3 H 2 6 C1N 3 0 4 St LT 
ff^fi (%) : C, 58.04; H, 5.51; N, 8.83 
10 £$tHB (%) : C, 57.89; H, 5.78; N,9.11 

N-;* fM-[l-(2-^ ^-7^-4- K° V vvl-)-4- 1°^< V v>/H.3-f4-(4- \? V Z?/V)Z7^~M 

141a) 3-r4-(4-t°y ^;V)y au^-M^jvi^^^n ^^-^mtext-^^ 
15 mMM59b)-^^fc.3-(4-y^^y^^/U)^/U7^=./uy p u t°^-^tert-^/l- 

(1.40 g), 4- t°y i/VM^ 5^(0.50 g^cfc^ b 7 h U 7^^7^^^^^3, 
r? ^(0.25 g^MBm-f- hVV AtK^(4 ml) t i?* h*^# ^(15 ml) 

20 u Tsmm**s v * f^-b 9J*x*mm vxmmit^-m^M^mmo.^ g, 14%) £ 

LT#fc 0 NMR (CDCI3) 6 : 1.40 (9H, s), 2.70 (2H, t, J = 7.7), 3.45 (2H, t, J = 
7.7), 7.53 (2H, d, J = 6.2), 7.82 (2H, d, J = 8.2), 8.04 (2H, d, J = 8.2), 8.75 (2H, 
d, J = 6.2). 

141b) N-t< 5>VKN-ri-(2-p< ^-4- bf y Z?/V)-4- U j^1-3-r4-(4- ^ D i?M7 
25 j: ^-/H 7 ylofr ^/^7° P£^7j K 

HJiMl41a)"e#fc3-[4-(4-t o y ^)7i=;U]^/V*^p t^V^tert-^ 
^fvKO.19 g)OTFA(5 miyM^r^-eiBf MYcg^JE 3iH Lfc 0 a© 
4^&DMF(10 ml)J-^f U H»!l42b)-e#fc4-^ 5: ^-1- (2-^ f/W4- 

\£V&A') t°-<V i?>-(0. 20 g) i: DMTMM (0. 42 g) ^x., ^fi^l5f?#P H ?^M-^fc c 
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§gbTMlBfc##j£:&Sfe@#:(15 mg, 6%) t Lt#fc 0 NMR(CDC1 3 ) 5:1.50- 
1.95 (4H, m), 2.65 and 2.68 (3H, s), 3.12 (2H 3 m), 3.54 (2H, t, J = 7.6), 4.07 (2H, 
5 m), 4.76 (1H, m), 6.50-6.64 (2H, m), 7.54 (2H, d, J = 6.4), 7.84 (2H, d, J = 8.4), 

8.00-8.20 (3H, m), 8.75 (2H, d, J = 6.4). 

3-(S-? p P-2--Y ^KD ^)7;l^=:;l/-N^ ^/WN-ri-(2-p< gvW4^ y y>/k)-4-fcf 

10 142a) 6-^ PP-U-v't: Kp-2H-^ ^ Y—7V-2-^-^r> 

6-? p n ^ W ^ K— /K8.38 g) £ fiW(8.4 g)£rTHF(75 ml^ttA/M b s 3E 
flf£fb0Ay(6.75g)«rJn^MT*12l^|ffl^#il^ o ^?«£55feU ?>m%M 

fc^mW& > mm bfc„ J$@4& & ^ n n A a> b A bTMfBfc^ &3tfi 
15 ££(11(2.56 g, 28%) £ ITifc, NMR (CDC1 3 ) 6 : 4.04 (2H, s), 6.97 (1H, s), . 

7.14 (1H, d, J = 8.0), 7.29 (1H, d, J = 8.0), 12.65 (1H, s). 

142b) 3-(6-^ p p-1H-^ V T^2H^k)g^2lH£i^M 
mfeMl42a)-C#fc6-^ p P-l,3-i^t KP-2H--T V K~/t/-2-^^blfJ£#iJ 

114a)i:iRl«^bT^fB^^«^^(72%).i: bT#fc D NMR 
20 (CDC1 3 +DMSO-d6 ) 5 : 2.63 (2H, t, J = 7.0), 3.07 (2H, t, J = 7.0), 6.60 (1H, dd, 

J = 0.6 and 1.8), 7.03 (1H, dd, J = 1.8 and 8.4), 7.30-7.35 (1H, m), 7.43 (1H, d, 

J = 8.4), 9.63 (1H, bs). 

142c) 3-(6-^ p >_Kjj M^-N-* ^-N-ri-(2-^ ?-/U-4-t° V SW-4- 

U s?/H 7 s p / j y7 § K 
25 ^JSMl42b)-e#fc3-(6-^ P P-lH-f ^ K-2-^/l^^n^:/^&|i;(&0i| 

30b) t mm\z bTMIBfb^^r^^A(55%) £ bT#fc Q NMR (CDC1 3 ) 6 : 
1.40-2.00 (4H, m), 2.45 (3H, s), 2.50-3.28 (6H, m), 2.79 (3H, s), 3.80-4.10 (2H, 
m), 4.60-4.90 (1H, m), 6.40-6.60 (2H, m), 7.05 (1H, dd, J = 1.8 and 8.4), 7.36 
(1H, s), 7.43 (1H, d, J = 8.4), 8.17 (0.75H, d, J = 5.6), 8.19 (0.25H, d, J = 5.6), 
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9.97 (1H, bs). 

142d) 3-(6-^ g P-2--Y is K y fvKN-ri-(2-,?< y 

HWJl42c)T?#fc3-(6-^ n P-2->f >- K P /^^-N-^ ^-N-[l-(2-7«.^-4- 
t°y ^)4t^^^]7'n^yr5 K(0.12 g)<D* $ J— /K6 ml)^~-lNl& 
^(0.55 ml)^Sn^fc#,50%mCPBA(0.14 g)%Mx.^UX* 1.5mm 

mm^^xt&m bfc ttty?s^fpfi#7K-e^#-b,M7K«^ b y a-cis 
* y ^-/ufrbftMiMt vxmm^m^m^^(o.75 g, 93%) ^ tt# 

fc 0 NMR (CDCI3 ) 5: 1.40-1.95 (4H, m), 2.45 (2. 25H, s), 2.48 (0. 75H, s), 
2.70-3.10 (4H, m), 2.78 (0. 75H, s), 2.83 (2. 25H, s), 3.70 (3H, t, J = 
7.3), 3.75-4.10 (2H, m), 4.45-4.80 (1H, m), 6.40-6.60 (2H, m), 7.18 (1H, 
dd, J = 1.8 and 8.4), 7.19 (1H, d, J = 0.8), 7.46 (1H, d, J = 0.8), 7.63 
(1H, d, J = 8. 4), 8.17 (0. 75H, d, J = 5.8), 8.21(0.25H, d, J = 5. 8) . 
jumfttifiU C 2 3 H 2 7 C1N 4 0 3 S • 0.25H 2 O t b T 
fHUSC (%) : C, 57.61; H, 5.78; N, 11.68 - 
HWit (%) : C, 57.63; H, 5.69; N, 11.66 
^J£M143 

l-f3-(6-^ p p -2--T-7 =?~;\S ) ^;\s7$s~;V'7u /Vj M-4-(2-^ J-;V-4- \f ]) i?M 

143a) 4-(2-^ =f-/U-4- \? V *2M *Sl/-2-*?3i/Vi$V8tx.°?7V 

^^-2-^/U^^m^M^f^Wf^ ¥3-232864)#> feH5£M90e) k 

mm^isxmmik^%M&wtf:yo(75%)b bT#rc 0 nmr(cdci 3 ) 5:1.31 

(3H, t, J = 7.1), 2.46 (3H, s), 2.85-3.79 (7H, m), 4.23 (2H, q, J = 7.1), 6.53-6.59 
(2H, m), 8.19 (1H, d, J = 5.8). 

143b) l-f3-(6-^ p v-2-~}~7?-MX/uft=./uy p vis<j ^CM-4-(2-^ ]) i£ 

/U) -Jl/-2-t)}Vi$ =fjv 

^Ml43a)T:1#fc4-(2-y f-/M-t°y -JjV)\f^ *?>-2-*J-% jVi$l/^z^*f-}V 
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frhmMfflwb) t mufc ^xMmk&m&n&MM35%) t lt#^„ nmr 

(CDCI3) 8 : 1.19-1.25 (3H, m), 2.45 (3H, s), 2.92-3.13 (4H, m), 3.54-3.83 (4H, 
m), 4.09-5.16 (5H, m), 6.49-6.54 (2H, m), 7.60 (1H, dd, J = 2.0 and 8.8), 7.91- 
7.97 (4H, m), 8.22 (1H, d, J = 3.8), 8.50 (1H, s). 

5 Tum^mm c^h^ciosS^lt 

W-JMft (%) : C, 58.92; H, 5.32; N, 7.93 
MMiU (%) : C, 58.64; H, 5.57; N, 8.22 

144a) l-^^v ? /^^^-4-(2-^^-/l^-4-ti°?J ^^y^^-^/^Vj tert- 

^J£Ml31a)"T?#fc4-(2-^ fcT V it/V) v^-1,2- i?#A*$>m 1- 

vvl' 2-^ ^/K4.91 g) £ lNjfcSfeffctf- h I? !> AtK^?S(50 ml)(D^ / — 
15 (50 ml)^^r^l.-e 4 B#W/^# MfciL lNi»(50 ml)^Px.MBEm 

tfc/I^ T 5 K^^yf^T* 9 — /K45 ml), tert-:/^ 7 — 7^(50 ml)fc J; 
DMF(40 ml) t m& tT 15B#Rfl3SSK Lfc Q KJE&Se*«tldE«|3j?& U aW»*rg|«:r: 

20 ^jKSr^tEEW* UTSIB-fb^SrHfe»^(5.10 g, 97%) i: tt#fc„ NMR 

(CDCI3) 5 : 1.33 and 1.38 (9H, each s), 2.45 (3H, s), 2. 92-5.28 (9H, m), 6.50- 
6.54 (2H, m), 7.34-7.38 (5H, each s), 8.19 (1H, d, J = 6.2). 
144b) 4-(2-j* gvW4; \f V Z?M g^lZ vV-2-;fr /^V^? tert-^/k 

144a)-t?#7t l-^< V vv^=3r ^-4-(2- ^-4- tf V fcT-< 7^V-2-^ 

25 /ml? ^ tert-^/l^ E> ^Ml31b) i: LTJBfBffr&4fe Sr^M^C^S 

ift) t LT#7t Q NMR (CDCI3) 5 : 1.49 (9H, s), 2.53 (3H, s), 2.85-3.77 (8H, m), 
6.58-6.62 (2H, m), 8.14-8.17 (1H, m). 

144c) 143-(6-^ p n-2-^:?^/l^/i^fr~/K/P^V^/H-4-(2-^ f-/U-4r tf U i? 
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^Ml44b)T#fc4-(2-^ ^-4- try ^/U)\f^<y^-2-^jU^m tert-^ 
Art*t>9ffiM76b) t mm\Z VTMmfc^&M&BMlSVo) t Lttfc. NMR 
(CDC1 3 ) 8 : 1.36 (9H, s), 2.47 (3H, s), 2.87-5.06 (11H, m), 6.50-6.54 (2H, m), 
7.60 (1H, dd, J = 1.8 and 8.8), 7.89-7.98 (4H, m), 8.22 (1H, d, J = 6.0), 8.49 (1H, 
5 s). 

Tum^mU C 2 8 H3 2 N 3 C10 5 S • 1. 1H 2 O t tT 
H-JHtt (%) : C, 58.19; H, 5.96; N, 7.27 
mWM (%) : C, 57.95; H, 5.86; N, 7.57 

10 l-f3-(6-^ p u-2-^7^M*/Uft~/U^Ti / 4 M-4-(2-?i ^/U-4-t° V 

^JSMl44c)-e#fcl-[3-(6-^ n X2-1-~f-y=5-}V)^)Vfo=-;vrfxi^j -Y/P]-4-(2- 
^^sU-4-t°V v ? 7i/)t°-<7v ? ^-2-^/^V^tert-^/K0,24g)Sr h U 

15 ^/^XAD-2^^A-t?ftMbTMI2^^^ltfe^(86%)t UT#fc 0 NMR 

(CD 3 OD) 5 : 2.55 (3H, s), 2.92-4.08 (5H, m), 4.60-5.11 (3H, m), 7.05-7.07 (2H, 
m), 7.68 (1H, dd, J = 2.0 and 8.8), 7.96-8.17 (5H, m), 8.61 (1H, m). 
^mftmU C 2 4 H 2 4 N 3 C10 5 S -HC1- 0.5H 2 Oi: tT 
(%) : C, 52.65; H, 4.79; N, 7.68 

20 mWM (%) : C, 52.45; H, 4.95; N, 7.52 

4-fl-r3-(6-^ n P-2-^-7^M^/^7iN^/^n -fM-4-(2-^ ^/^-4-if V 

^Ml45)T5l#fcl-[3-(6-^ u u-2-'T^^'/U)^/U7js^/uy p r=iy<y 4 M-M2-^ 
25 =f-;V-4- fc° U v^-2- v^^tfiV^ £ ^^-/Wn y ;/ \-Or*r%/ K b y 7 

fc 0 NMR (CDC1 3 ) 5 : 2.23-5.02 (22H, m), 6.39-6.42 (2H, m), 7.59 (1H, dd, J = 
1.9 and 7.8), 7.89-7.96 (4H, m), 8.21 (1H, d, J = 6.0), 8.47 (1H, s). 
TcmfttitW C 28 H 31 N 4 Cl0 5 S-0.2C 6 H 15 N-H 2 O£ LT 
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U-JMB (%) : C, 54.68; H, 5.66; N, 9.17 
(%) : C, 54.43; H, 5.90; N, 9.55 

2-fl-r3-(6-^ p ^-2-j-7^M^/U^=./Uzfuy<y ^/u}-4-(2-^ =^/\s-4-t° ]) 
5 2- b:°^7 vvHU^tert-:^/!^ 

147a) 2-\l-^<>Z?/U$-3r^%/U7$^/U-4-(2-?i ^-/U-4- \f V i?M-2- v^HfE 

HJiMl35a)t?#fc2-[4-(2-^ ^7W-4- t:° V ^/U)-2-\f^<y Z^/U]m^^M5.00 
S)thV ^ ^(2.88 g)(Dffim^M90 ml)f#^^ n n^^^v 5 ^ 

10 (3.89 g)<Z5@1*^/K10 ml)^^^i.l?liT b7t^ N $ b fc^i&T? 2 

(7.69 g, feftlft)£: LT#/c 0 NMR(CDC1 3 ) 6:1.23 (3H, t, J = 7.1), 2.45 
(3H, s), 2.56 (1H, dd, J = 4. 8 and 15.6), 2.74 (1H, dd, J = 9. 2 and 
15 15.5), 2.95 (1H, dt, J = 3. 6 and 11.7), 3.13 (1H, dd, J = 3. 5 and 13.4), 

3.24-3.30 (1H, m), 3.67-3.71 (1H, m), 3.88 (1H, m), 4.05 (1H, m), 4.11 
(2H, q, J = 7.2), 4.71 (1H, m), 5.17 (2H, s), 6.45-6.51 (2H, m), 7.30- 
7.41 (5H, m), 8.18 (1H, d, J = 6.0). 

147b) 2-[l-^yy ? ;^^^^;^^-4-(2-^ J-;V-4-\f \) j?/U)-2-\?^<7 x?M 
20 %m.text--?^JV 

^W!ll47a)-e#fc2-[l--<^v ? /l/^-^ ^3uv$^/V-4-(2-* =5~)V-4-\£ V ^)-2- 

(95%) t LT#fc, NMR (CDC1 3 ) 8 : 0.91 (3H, s), 1.44 (6H, s), 2.44 (3H, s), 
2.50-3.30 (5H, m), 3.66-4.14 (3H, m), 4.71 (1H, m), 5.17 (2H, s), 6.44-6.49 
25 (2H, m), 7.33-7.38 (5H, m), 8. 17 (1H, d, J = 6.0). 

147c) 2-f4-(2-^ 7-/U-4- fc° I) vvlQ-2- b^<7 -J/VW^text-'f^-JV 

^JSMl47b)-e#fc2-[l-^^v ? /^=^ ^%/U7$~/U-4-(2-?<- =f-)V-4-\f: V v^-2- 
tr^<7 v J /l/]@^^tert-^/^^^^»!jl44b) t IrI^C UTMIB'fb^^^fett^ 
-.mm) t LT#fc D NMR (CDC1 3 ) 5 : 0.95 and 1.47 (9H, each s), 2.15 (1H, 
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br), 2.36-2.65 (6H, m), 2.87-3.20 (4H, m), 3.65-3.69 (2H, m), 6.48-6.53 (2H, m), 
8.17 (1H, d, J = 5.8). 

147d) 2-ri-f3-(6-^ p vt.2--r-7^/U)^/U^^/U^fu^y 4M-4-(2-J* f^-4-t:° V 
5 |?»!jl47c)-e#fc2-[4-(2-p< ^/I/-4-t° V i?/U)-2- fcV*9 it^Wmevt-^/Ufr 

bmmmieb)tmmK i,xmmit^^n^m^(7o%) t Lt#fc 0 nmr 

(CDC1 3 ) 5 : 1.38 and 1.41 (9H, each s), 2.46 (3H, s), 2.34-4.93 (13H, m), 6.45- 
6.50 (2H, m), 7.56-7.61 (1H, m), 7.90-8.02 (4H, m), 8.20 (1H, d, J = 6.0), 8.49 
(1H, d, J = 6.6). 
10 7C*^#rfi£ C 2 9 H 3 4 N 3 C10 5 S • 0.7H 2 O h LT 

fHPflg (%) : C, 59.57; H, 6.10; N, 7.19 
MfflW (%) : C, 59.19; H, 6.35; N, 7.58 

2-n-f3-(6-^ p P-2--j-7^-/^)^/^^^7°P^-^y ^/H-4-(2-^ ^-7^-4- 1° V ¥Mi 

15 2-t°^9i?Mmm 

^J£Ml47d)t:Wc2-[l-[3-(6-^ p p -2-^-^ ^•^)^/^^7P^ p P^y-i'yH-4- 
(2-^ 5vW4- fcf V v7P)-2- fc"^ v J /^]^tert-^/^j6^»Ml45) £: fi^HI^ L 
TMia^^^^^^S^o)^ LT#fc 0 NMR(CDC1 3 ) 5 : 2.28-4.51 (16H, 
s), 6.83 (2H, m), 7.59-7.64 (1H, m), 7.94-8.16 (5H, m), 8.58 (1H, s). 

20 TtmfttifiU C 2 5 H 2 6 N 3 C10 s S • 0.3NH 3 • 1. 1H 2 OklsX 

ftm& (%) : C, 55.51; H, 5.42; N, 8.54 
(%) : C, 55.21; H, 5.03; N, 8.84 
HJSM149 

Tl-r3-(6-^ P P-2-^-7^)^/^^/l^7°P^y ^/H-4-(2-^ ^-4-fc°^^)-2- 

25 2 tZzkH £ g y r2k 

lfefeMl43a)T?#fc4-(2-^ ^-4- 1° V v J V-2-v ? ^/l-^>'^^ 

(0.50 g)<Dy* ? y —ju(5 miMm^mitm 5 m~r h v z mow g)&to?txim 

tc3-(6-t p p^-^^/I^/MwK/p t°^->-^(0.21 g)ODMF(10 ml)|g^ 
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HOBt(0.16g)i:WSC(0.21g)^[Ix.. 0°CT?lR#K/^#MfcfJL 3te^#fcTA- 
=>-/K0.20 g)t h V z^f-ArT ^ ^(0.29 g)^M^ 0 ^M^^0°C-<?lBf m, 

fc 0 ^*^©*UT#fc^©^*4I^VP^^^7A-CJ»$iiL-C, SIB 
^»4£fe3j£^(35 mg, 8%)t LT#7t D NMR (CDC1 3 ) 6 : 1.59 (1H, br), 
2.44 and 2.46 (3H, each s), 2.78-3.11 (4H, m), 3.45-4.63 (9H, m), 6.44-6.49 (2H, 
m), 7.60 (1H, d, J = 9.0), 7.91-7.96 (4H, m), 8.13-8.19 (1H, m), 8.49 (1H, s). 
jm^mU C 2 4 H 2 6 N 3 C10 4 S • 0.7H 2 O t LT 
ftfM (%) : C, 57.58; H, 5.52; N, 8.39 

mmm (%) : c, 57.73; h, 5.49; n, 8.07 

^SM150 

n-[3-(6-^ p p ^--r^^-M^jU^^/u-fu^y 4 M-4-C2-* ]) Z?M-2- 

^»!]135a)T#fc2-[4-(2-^ 9V1/-4- t° ]} *?;l>)-2- fc°-<^ ^Mm^^MM 
mi49)tmm^L-Xr/^—/^m7b^fc 0 gSlvT, ^M27b)-C#;fc3-(6-^ 
p p -2-~t7?-,V)*;Vfo~;\s-7u feT^SI £ |^»!]76b) t mm\^ LtM LTi 
IB^^^^-fe^*(37%)i: LT#fc 0 NMR (CDC1 3 ) 6 : 1.70-4.77 (18H, m), 
6.46-6.51 (2H, m), 7.57-7.62 (1H, m), 7.95-7.98 (4H, m), 8.19-8.23 (1H, m), 
8.49 (1H, s). 

jmfttir m C 2 5 H 2 8 N 3 C10 4 S • 0.2THF • 0.6H 2 Oh LT 
f-f-H-fji (%) : C, 58.77; H, 5.89; N, 7.97 

mmm (%) .-c, 58.74; H/5.90; n, 7.73 

BSiMl51 

l-f3-(6-^ p p -2--?- 37^-/1^71^-/1^7^ £V ^/H-4-(2-^ =f-/U-4-t? V £W-2- 

^Ml45)Tl#fcl-[3-(6-^ n P-2-^7^)^/^^y^P/-NV-r/P]-4-(2-^ 
^-;V-4- 1° y vvk)-2- /Vtf? b 25%T ^ ^ *7 Azktf* MMM 

76b) i: LTSfB^^£^ltfef&7fc(17%) t LT#fc 0 NMR (CDC1 3 ) 8 : 
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2.47 (3H, s), 2.75-4.06 (10H, m), 4.50-4.54 (1H, m), 5.27-5.61 (2H, m), 6.56- 
6.61 (2H, m), 6.72 (1H, br), 7.60-7.64 (1H, m), 7.90-7.99 (4H, m), 8.21 (1H, d, J 
= 5.7), 8.49 (1H, s). 

Tumfrffim C 2 4 H 2 5 N 4 C10 4 S • 0.4THF • 0.8H 2 O • 0.5EtOH t LT 
5 (%) : C f 56.32; H, 5.83; N, 9.88 

(%) : C, 56.23; H, 5.34; N, 9.38 
^»!ll52 

1- f3-(6-^ p p -2--f-y ^-M^/^^/U^u. £g J -IMMM^Ui ^vi^-4-(2-^ fvw 
4- \f ]} i?/V)-2- v> V# /M^ M Kg *S K 

10 ^Ml45)-e#fcl-[3-(6-^ n D-2-t7f /l/)^;v*=/V^n/V ^;v]-4-(2-^ 

mi5i)tmm^\^xmmit^^m^MM(25%)t vxm~ 0 nmr(cdci 3 ) 

5 : 2.23-6.63 (23H, m), 7.57-7.65 (1H, m), 7.92-7.99 (4H, m), 8.20-8.23 (1H, m), 
8.47-8.50 (1H, m). 
15 jum^-Wm C 26 H 30 N 5 C10 4 S-0.5EtOH-0.5THF-H 2 O£ LT 

f+^jt (%) : C, 56.07; H, 6.33; N, 11.27 

mmm (%) : c, 55.69; h, 5.92; n, 10.85 

2- m-r3-(6-^ p P-2-t7f/H^/^- ^u^JJ M-4-(2-*?-;V-4:-\?]) Z? 

20 m-2- -J/v\ti;v7$^7VT ^ 7 gv^ 

«Ml45)-?#fcl-[3-(6-^ n n-2-^^^7l/)^7^^/^n^V -f/V-]-4-(2-^ 

mmmi5i)tmm^ i Lxmm^^mM&nM(e5%)t lt#/c d nmr 

(CDC1 3 ) 8 : 2.47 (3H, s), 2.76-4.53 (15H, m), 5.31 (1H, br), 6.54-6.59 (2H, m), 
25 7.11 (1H, m), 7.62 (1H, dd, J = 1.8 and 8.8), 7.93-8.02 (4H, m), 8.21 (1H, d, J = 

5.8), 8.52 (1H, s). 

jxmfttirU C 2 7 H, 9 N 4 C10 6 S • 0.2THF • 0.75H 2 Ob LT 
mW-iM (%) : C, 55.56; H, 5.38; N, 9.32 
mWlM (%) : C, 55.55; H, 5.45; N, 9.05 
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2-rr2-n-r3-(6-^ g p^-^^/i^/w^/i^/p^v ^/h-4-(2-^ 5vv-4-t o y ^ 

^JfSMl48)-?#/c2-[l-[3-(6-^ a p -2-^:7 ^/1^/i^~/k/p/V -f/^]-4-(2- 

5 ^ tr y v^-2- i: ^ y jv^^v- ;vmmM.fr b m 
MMi5i)kfflmfcisxmmfc&m&mMm&*(7i%)k L-c#yt 0 nmr 

(CDC1 3 ) 5 : 2.46 (3H, s), 2.59-4.88 (15H, m), 3.73 and 3.78 (3H, each s), 6.13- 
6.35 (1H, m), 6.54-6.57 (2H, m), 7.57-7.62 (1H, m), 7.94-7.99 (4H, m), 8.20 (1H, 
d, J = 5.8), 8.50 (1H, d, J = 4.0). 
10 Ttmftffim C 28 H 31 N 4 C10 6 S£ IT 

(%) : C, 57.28; H, 5.32; N, 9.54 
MMW. (%) : C, 57.00; H, 5.43; N, 9.32 
^»"J155 

l-f3-(6-^ p p-2--^7^)^/^^^p^aV ^/H-N-r2-(N,N-v ? 7< ^jVT % 21 
15 j.^/H-N-^ ^-/U-4-(2-^ b° y v^-2- K 

HffiMl45T?#fcl-[3-(6-i?' p n-2--^^^^)^/^— ^ /V]-4-(2- 

^bll»!jl51^l^il^bTMI2^#^i«^^(81%)i: LT#fc 0 NMR 
(CDCI3 ) 5 : 2.16-3.85 (26H, m), 5.01-5.08 (1H, m), 6.43 (2H, m), 7.58 (1H, dd, 
20 J = 1.9 and 9.1), 7.92-7.96 (4H, m), 8.18-8.21 (1H, m), 8.47 (1H, s). 

jrm^W. C 2 9 H3 6 N 5 C10 4 S • 0.5THF • 1.3H 2 Oi: LT 
siWiU (%) : C, 57.67; H, 6.65; N, 10.85 
(%) : C, 57.52; H, 6.35; N, 10.69 

25 4-rn-f3-(6-^ p P-2-t7fM7M^V/p/V^;H.4-(2^f/K4-ti^^ 

^»!ll45)-C#fcl-[3-(6-^ p p -2--^ 7^/U) ^/l^^/i/^ P^V-f /l^]-4-(2-^ 

^-4- y ^)-2- v^^/^v^ £ y Hi&M 15 1) irp^fc: 

LTMfB^l^£^&S*<73%)£ UT#fc, NMR(CDC1 3 ) 6 : 2.47 (3H, s), 
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2.86-4.06 (18H, m), 5.12 (1H, t, J = 4.7), 6.39-6.44 (2H, m), 7.59 (1H, dd, J = 
2.0 and 8.9), 7.89-7.95 (4H, m), 8.20 (1H, d, J = 5.7), 8.47 (1H, d, J = 0.9). 
jcmfttfriU C 28 H 31 N 4 C10 5 S-0.2Et 2 O-0.5H 2 O£: LT 
ff^jt (%) : C, 58.14; H, 5.76; N, 9.42 
5 mWMM (%) : C, 57.97; H, 5.66; N, 9.17 

4-m-r3-(6-^ p n-2-j-^^M^/^^^u^y^/u]-4-(2-^^/U-4-ii 0 V i? 
H»il45)-C#fcl-[3-(6-^ n p -2-± ^/v^us*/ 4 /V\-4-(2r * 

10 tf y v ? /i^)-2- ^^/i/^^ift £ ^-^/^ y >frt>Mt&Mi5i) t m 

«fcbTffi|Bfb^&^ftf&5fc(65%)£: bX#fc„ NMR(CDC1 3 ) 5:2.47 
(3H, s), 2.56-4.10 (18H, m), 5.11 (1H, t, J = 4.8), 6.39-6.43 (2H, m), 7.59 (1H, 
dd, J = 2.2 and 8.8), 7.92-7.96 (4H, m), 8.20 (1H, d, J = 5.8), 8.47 (1H, s). 
TcSf^tfrfit C 2 8 H 3 1 N 4 C10 4 S 2 • 0.5H 2 O t bX 
15 tHUH; (%) : C, 56.41; H, 5.41; N, 9.40 

(%) : C, 56.56; H, 5.19; N, 9.21 

4-rri-f3-(6-^ p P-g£tZ±Zl^Zk^^k2lH£V -f/H-4-(2-^ =f-/^-4-H° V i? 

20 HJ£F!ll45)-e#fcl-[3-(6-^ o n ^-^^/l^/l^^/l^P/V 4^]-4-(2-t 

^-4-fc°y v?/k)-2-t°^7 V^Jj/^^mt^tt/Ufr V ^l,l-v ? ^ _ ^v' K h y 
^/^n^to^^JfeMl51) £ UTOC bXSIB{b^&8fc*H^5fc(78%) £ b 
X&tt 0 NMR (CDC1 3 ) 6 : 2.47 (3H, s), 2.89-4.70 (18H, m), 5.00 (1H, t, J = 
5.5), 6.38-6.41 (2H, m), 7.59 (1H, dd, J = 2.0 and 9.0), 7.93-7.97 (4H, m), 8.21 

25 (1H, d, J = 5.4), 8.48 (1H, s). 

7t&ftVfW C 28 E 31 N 4 C10 6 S 2 • 0.5H 2 Ob L"C 
tUf-fit (%) : C, 53.54; H, 5.13; N, 8.92 
(%) : C, 53.25; H, 5.22; N, 9.20 

n 
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4-r2-n-r3-(6-^ g x2.2-^y^M^/U^^U^u/<J 4 M-4-(2-^^-/V-4-t:]} S? 

HJiMl48)-C#fc2-[l-[3-(6-^ u n.2-t7f;l/)^/V/j>^yn^7^ ^]-4-(2- 
^/l/-4- 1" U i^)-2- ^/Hf^^ t ^-^A'Tfr y ^l-Jr^-y K> y 
5 gt&tfc6>&mft0i|3Ob) i: [^«^ UTJBiaffc-a*Sr#llfe|&5K(24%) £: LT#fc„ 

NMR (GDCI3 ) 6 : 2.40-4.86 (23H, m), 6.47-6.56 (2H, m), 7.61 (1H, dd, J = 2.0 
and 8.9), 7.89-7.98 (4H, m), 8.17-8.22 (1H, m), 8.48 (1H, s). 
TcStrfrflrffi C 2 9 H 3 3 N 4 C10 5 S 2 • 1.2H 2 OiLT 
ft mW. (%) . : C, 54.53; H, 5.59; N, 8.77 
10 m®m (%) : C, 54.43; H, 5.51; N, 8.56 

l-r3-(6-^ p p -2-^-7 =?-/U)X/U7k^.;l«y p u £V -OH-N.N-v^ ^-/^-4-(2-^ gvk: 
4- y i?M g; K 

160a) l-^y^t^r-y-N.N-^^ ^-/^-4-(2-^ =f-;V-4-^ y ^HbV?^^-^ 

HiiMl34a)Tl#^l-<^^/^^riX-4-(2-^ ^vW4-t°y vVv)^^ ^^-2-^7 
Astf^mt V* f-/^ 5 ^£>|£!iSM76b) £ HaESlC LTj®f&ft^$&£r^ 

fe^^(91%)i: t"C#fc. NMR(CDC1 3 ) 5: 2.44 (3H, s), 2.89 (3H, s), 
2.96 (3H, s), 2.85-3.10 (2H, m), 3.71-3.88 (4H, m), 5.00-5.17 (3H, m), 
20 6.43 (2H, m), 7.35 (5H, br), 8.16 (1H, d, J = 5.8). 

160b) N.N-v^ ^/U-4-(2-^ =f-;V-4- g V i?M fcf«<7 i^^-2-^/U^^-t % K 

-<9 W-2-%As#*y- 5 K^e>^JSMl31b) t IrI^ LTllE^^ffeit 
#KJ£fi&)£ Ltlfc. NMR(CDC1 3 ) 5: 1.65 (1H, m), 2.46 (3H, s), 2.79- 
25 3.18 (7H, m), 3.70-3.88 (6H, m), 6.49-6.55 (2H, m), 8.19 (1H, d, J = 

5. 8) . 

160c) l-f3-(6-^ p v-2-^7^MxsV7fr^/uy'us<j 4 M-N3$-i? J^^-4-(2-?t 
lliiMl60b)T*#/hN,N-v J ^ ^/ls-4-(2-* ^/W4-fc° ]} v^)fc°^9 ^^-2-Zr/^ 
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NMR (CDCI3 ) 5 : 2.47 (3H, s), 2.89-4.03 (16H, m), 5.10 (1H, t, J = 4.9), 6.38- 
6.41 (2H, m), 7.59 (1H, dd, J = 2.0 and 9.0), 7.91-7.96 (4H, m), 8.20 (1H, d, J = 
6.0), 8.47 (1H, s). 

jum^Wm C 2 6 H 2 9 N 4 0 4 SCI- 0.5THF • 1.5H 2 O t UT 
nWiM (%) : C, 56.80; H, 6.13; N, 9.46 
mWW: (%) : C, 56.92; H, 5.90; N, 9.27 

2-n-r3-(6-^ p P-2--j~ p/>V^/^l-4-(2-^^-^-4-b°y i?M- 
2-h°^7v ? /H-N-^^-/l^Ti? hT^ K 

161a) 2-fl-^<^v ; /^ ;3 r^^^#^^-4-(2-7< =f-/U-4- \f U -J;V)-2- tf^7 v^/VlS 
It 

t?^9 it^wm^^fa 6>»Mi34a) t mmiz. vxvm&mw- ifcmm t lt 

#fc D NMR (200MHz, DMS0-d 6 ) 5:2.31 (3H, s), 2.34-2.42 (1H, in), 2.52- 
2.65 (1H, m), 2.81-2.91 (1H, ra), 3.04-3.22 (2H, m), 3.76-3.91 (3H, m), 
4.49 (1H, m), 5.10 (2H, s), 6.57 (1H, dd, J = 2. 6 and 5.8), 6.64 (1H, d, 
J = 2.2), 7.31-7.39 (5H, ra), 8.03 (1H, d, J = 5.8). 

161b) 2-n-^Vv ? /^ ;3 r^^7^^^/^-4-(2-^ ^yk-4-fc° V -JM-2-\?^<"7 v^l-N- 
* ^;VT^ Y T =• K 
^ffiMl61a)^1#/c2-[l-^^v J /i/^-=3 f -^^7/^^^^-4-(2-^ ^vi^-4-fc° V -J;V)-2- 
i?Mmmt * f-^T 3; ^ £>H3iM76b) k mmic L Tjgf tMfc o*#7 trti-fe 
m^i^mmt LT#7t 0 NMR(CDC1 3 ) 5: 2.45 (3H, s), 2.55-3.34 (6H, 
m), 3.70-4.14 (6H, m), 4.60 (1H, m), 5.17-5.19 (2H, m), 6.50-6.53 (2H, 
m), 7.38 (5H, m), 8.18 (1H, d, J = 5. 8). 

161c) N-^ ^Vv--2-r4-(2-^ ?-/U-4-K° V i?M-2-\f^<9 i?MT± hT^K 
^JiMl61a)-e#fc2-[l-^Vv ? /l/^-^r iX^^#^^-4-(2-^ 5Vl-4-fc: 0 V -J;V)-2- 

n^m^(^&mtl^Xmc 0 NMR(CDC1 3 ) 5 : 1.70 (m, br), 2.45 (3H, 
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s), 2.55-2.66 (1H, m), 2.80-3.20 (6H, m), 3.70-3.88 (5H, m), 6.48-6.53 
(3H, m), 8. 18 (1H, d, J = 5.8). 

16 Id) 2-n-r3-(6-^ p u-2--rz7^/U)^/U^^/uy p u^y 4 M-4-(2-^^U-4-\i 0 V 
SW-2-fcN<7 v^H-N-pt =f-jUT-t hTjJf 

^JteMl61c)Tr#fcN-^^-2-[4-(2-^^-/l/-4-t°y ^)-2-fc°^<7 v^JTi? h 
T 5 KiHMM27b)-e#fc3-(6-^ a P^-^^/l^/Ptfwt^cr hT^-^gfed^ 
IUfe^J42c £ iRMUfc LTSliMb^&&fe»5k(40%) i: LT#fc 0 NMR (CDC1 3 ) 
5 : 2.24-5.01 (16H, m), 2.46 (3H, s), 5.61-5.74 (1H, m), 6.54 (2H, m), 7.57-7.63 
(1H, m), 7.95-8.02 (4H, m), 8.20 (1H, d, J = 5.4), 8.50 (1H, d, J = 6.4). 
Ttmfttitm. C 2 6 H 2 9 N 4 0 4 SC1-H 2 Ob UT 
ft^it (%) : C, 57.08; H, 5.71; N, 10.24 
(%) : C, 56.98; H, 5.91; N, 10.12 
HifeMl62 

2-n-r3-(6-^ g u -2-1-7^ MX /\s7fr~/U~7u ^/P-l-N.N-'^^ ^-/V-4-(2-^ 5^ 

162a) 2-\l-^<>^/^^->^ sutf~;is-4r(2-* fvW4; if 3 vvl-)-2- g^g 
N.N- it* fvl^jfe hZ^Jl 
II^Ml61a)-tr#fc2-[l-^<^v ? yi/^-=3rix^/^^^7^-4-(2-^ ^yi/-4- 1° y vvi/)-2- 

feifi:ffc4&(96%) t LT#fc, NMR(CDC1 3 ) 5: 2.44 (3H, s), 2.71-3.20 (9H, 
m), 3.70-3.75 (2H, m), 3.83-3.88 (2H, m), 4.01-4.14 (1H, ra), 4.68 (1H, 
m), 5.17 (2H, s), 6.49-6.51 (2H, m), 7.36-7.39 (5H, ra), 8.16 (1H, d, J = 
6. 6). 

162b) N,N-v^ ^v^-2-r4-(2-p< V tf^y i>MT^ YT § K 

»Ml62a)^#fc2-[l-^^v > /^=3ri/^7/l/^^/P-4-(2-^ tf JJ i^)-2- 

fc 0 ^7 ^]-N,N-v^ ^Ti? h T ^ Ka> b MMM 131b) £ IrHH^ LTMlB^ 
^&^fe»#^(95%)£ LT#fc 0 NME(CDC1 3 ) 5: 1.86 (1H, br), 2.45 (3H, 
s), 2.58-2.70 (1H, ra), 2.89-3.30 (9H, m), 3.67-3.75 (3H, m), 3.83-3.88 
(2H, m), 6.50-6.54 (2H, m), 8.17 (1H, d, J =5.4). 
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162c) 2-H-r3-(6-^ g X2-2-^7^M^/Uft^suy p v y ^ W-NN-i? ?<■ ^•/l'-4- 
J|j&Ml62b)T?#fcN,N-v^ ^vt--2-[4-(2-7< ^-4- fcf U i?/l/>2- tVy^jT 

^hmmwmv) t mmiz ^xmmk&w&M&mM4o%) t vxntc 0 nme 

(CDC1 3 ) 6 : 2.46 (3H, s), 2.60-4.93 (19H, m), 6.46-6.54 (2H, m), 7.56-7.63 (1H, 
m), 7.95-8.02 (4H, m), 8.19 (1H, d, J = 6.2), 8.49 (1H, d, J = 3.4). 
TumfttitiU C 2 6 H 2 9 N 4 0 4 SC1-H 2 Ot LT 
f+JHi; (%) : C, 57.80; H, 5.93; N, 9.99 
(%) : C, 57.98; H, 5.91; N, 9.84 
HJ&M163 

3-(6-^ PP-2-f7f^^/^^M-^ 5VKN-r4-(2-^ 5^-4- ]) 1- 

163a) N-f4-(2-^ V vW-1- ^M^jVJ^T ^ K 

^*SMl36b)-e#fc4-(2-^ ^vt-4- 1° V i?;V)-\- i?^%*gt?4-(2-* 

t°y i?/V)-i-tf^? it/vr % ^(0.40 g)<D«(i miy^—te^^o.as mi)» 

£ ^ y # 7 a xmm L-cjuisf ttmmbMQ.zz g, 79%) ttt 

#fc 0 NMR (CDCI3 ) 5 : 2.47 (3H, s), 2.89-2.94 (4H, m), 3.42-3.47 (4H, m), 
6.50-6.54 (2H, m), 6.66-6.71 (1H, m), 7.98-8.42 (2H, m). 
163b) !-(?>• f/UT ^ I )-4-(2-^ 5V^-4- \f V i?M g<g £V 

7mi^T;V%^^ y ^ A(0.10 g)<^THF(25 ml)^^»!jl63a)Tl#fc 
N-[4-(2-p< ^-4-t° y v^-l- ^]7fN/UAT 5 K(0.30 g)<£>THF(5 ml)?89K 

h y ^A^ftjftU ^SftSr©*UTJllBfk:^Sr^^^(0.27g,96%)i: LT 
#fc 0 NMR(CDC1 3 ) 6 : 2.45 (3H, s), 2.64 (3H, s), 2.77 (4H, t, J = 5.0), 3.39 
(4H, t, J = 5.1), 6.49-6.55 (2H, m), 8.17 (1H, d, J = 5.8). 



WO 02/06234 PCT/JP01/06148 

227 

163c) 3-(6-^ P p_2-T'7^vl')^A^~^-N-7< ^-N-r4-(2-^ ^-4-t; 0 V iM± 
1- fc°^7 2M2lg-£^Z § K 

HJ£Ml63b)T*#fc:l-(^ f"^7 5 / )-4-(2-^ fvP-4- bf U vvk) £ H 

ffiM27b)-e#fc3-(6-^ p p-2-t-:7^)*/MwK7°p t°^-V^^HmM76b) 
£ LTMfB^#j£M#,^(25%) £ LTt#/c 0 NMR (CDC1 3 ) 5 : 2.49 

(3H, s), 2.78-3.17 (11H, m), 3.48-3.55 (2H, m), 3.78-3.83 (2H, m), 6.48-6.56 
(2H, m), 7.57 (1H, dd, J = 1.8 and 8.8), 7.91-7.95 (4H, m), 8.23 (1H, d, J = 5.8), 
8.48 (1H, s). 

TmftVrm. c 2 4 H 2 7 N 4 cio 3 stbt 

ft#Hf (%) : C, 59.19; H, 5.59; N, 11.50 

MWM (%) : C, 59.04; H, 5.56; N, 11.23 

■^7 W 



HJiM64c)-e#fc:3-(6-^P ^-2-t-7^)^^^-^7°p fc^^^ 
130b)X?#fc4-(2-^ ^-/l/-4- 1° y 1°-<7 ^ V— i^i^ h ^iffeM30b) t IH 

*33fc LTlIiB^i^(31%)£#fc 0 NMR (CDC1 3 ) 6-: 2.48 (3H, s), 2.93 (2H, t, J 
= 7.7), 3.23-3.28 (2H, m), 3.34-3.39 (2H, m), 3.55-3.70 (6H, m), 6.48-6.52 (2H, 
m), 7.71 (1H, dd, J = 1.8 and 8.8), 7.85-7.94 (3H, m), 8.13 (1H, s), 8.22 (1H, d, 
J = 5.8), 8.47 (1H, s). 

jmft tifiW. C 2 3 H 2 4 BrN 3 0 3 S • 0.5H 2 O t b X 
fUMt (%) : C, 54.01; H, 4.93; N, 8.22 

mmm (%) : c, 54.21; h, 5.05; n, 7.95 

HW(!l65 

N-(6-^P^E-2-T-7^/^)7./^^/W7°P h*ci/% /^—/Is^-t^y 

SW-N- * gv^ fcT^< fc°i^-4-;fr ^ K 

165a) N-ffi-^P^^-T-^/l^/l^fo—yt^p t'/U-Ul-y h ^jy^/^^/U-4- 
]) v7i^-N-p< ^/i^°^fc°i^-4-;fr/i^:3rl7- ^ K 
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(WO9800134) t H»Jll9b)Tl#fc6-^ n n-2-(3-^ "f-jVT % J rfxx t°/U)X/U7is 

&£,*&7fc<32%)£ LT#fc 0 NMR(CDC1 3 ) 6:1.40-1.44 (3H, m), 1.45 (9H, 
s), 1.61-1.76 (6H, m), 1.98-2.25 (4H, m), 2.37-2.45 (2H, m), 2.69 (2H, 
m), 2.86-2.95 (2H, m), 3.02 (3H, s), 3.11-3.17 (2H, m), 3.47 (2H, t, J = 
6.9), 4.14 (1H, m), 7.72 (1H, dd, J= 1.8 and 8.7), 7.85-7.95 (4H, m), 
8.13 (1H, ra), 8.44-8.48 (1H, m). 
Toil ##Hfi C 3 0 H 4 2 N 3 Br0 6 S t UT 
If |f lit (%) : C, 56. 60; H, 6. 65; N, 6. 60 
(%) : C, 56. 49; H, 6. 66; N, 6. 42 
H«iJl66 

N-(6-:/n ^-2-^:7 ^/^/l^^^T/o t°/U-l-(4-t 0 ^V SW-N-^^vUbV^bT 



%;V^=^jV-4- V v^)-N-^ J-JV\?s< t°^>--4-;*7/WF>1?- 5; K(0.17 g)<DmB: 

35(0.14 g, J£mm>t LT#7c 0 NMR (DMSO- d 6 ) 6:1.75-3.43 (27H, m), 
7.84-7.89 (1H, m), 7.95-8.02 (1H, m), 8.18-8.24 (2H, ra), 8.44-8.46 (1H, 
m), 8.63 (1H, m), 9.07 (2H, br). 
TumfttfriW. C 2 B H 3 6 N 3 BrCl 2 0 3 S*0. 5H 2 0£: LT 
ff^fi: (%) : C, 48. 55; H, 6. 03; N, 6. 79 
MffliU (%) : C, 48. 71; H, 6. 02; N, 6. 71 

3-K6-? PP-2-f7fM7^x;l/l-N-[l-^ ^ ^Vri,2-al tf V i?^-5-4 

167a) 5-(l,4-i^=¥l?--8-T1f fcfn T4,51-^ ^-8-^W ^ ^V7l,2-a1 fa? y 

Wnn^> ^V[l,2-a] tf y v>^(4.58 g)£ l,4-vbJ-=3rf--8-Ti? : ^ fcfa [4,5]-^ 
^7>-(12.89g)Sr^*^T. 125°C-ei6H#F^#^ffc 0 ^^^(100 ml)^ 
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wm*wj±.m3k\^tz. 0 »^ssl, mib^^^^ 

1^(11(6.60 g, 85%) £ LTllfcc NMR(CDC1 3 ) 5 : 1.96 (4H, t, J = 6.0), 3.22 (4H, 
t, J = 4.5), 4.04 (4H, s), 6.32 (1H, d, J = 7.5), 7.18 (1H, dd, J = 9.3 and 7.2), 
7.40 (1H, d, J = 8.4), 7.54 (1H, s), 7.65 (1H, s). 

167b) 5-(4-7 ±J^7 ^ 7 g^j^ZH g ^Vn.2-al V v^^jjm^— i^Wk 
»Ml67a)-e#fc5-(l,4-v ! ^-^-^-8-Tif^ t° u [4,5]-f % ^-8-^ A^H ^ *V 
[1,2-a] fc° y v>^(6.60 g)(DTir f> i/(25 ml)^^4Nig^(14.4 ml)^Px.-C50°C 

m^f±.^ bfc 0 a^#J &tH^(50 ml)^»> L0°C-T?40% 7 ^vUT ? V- 7 ^ 
y -/l«&(25 ml^SO^f^ttTiiST b;fc 0 S«^^^30^f H ^^ MYc 
?t> h y Tir h 3^**^3 5 Sf^ h y ^ A(6.3 g)^Bx.T. ^.-C20#P^£ 

MYc ^£^j±.^feu o°c-ea»^iN7k^b^hy ^^Tk^^tix. 

pHlU'f^bfc 0 ^#/^^-ClSfP ^PP^MtlHiLfc. ttttl^^ 

M)£r^ 7 — /K100 ml)^/5> U r.^®^-tert - ^/K5.55 g) ^r^ia^H 
x.^ ^T10#P^#MYc o S^Ufflib M^i^ixy ^yyl/^7 7^-C 
ft^bfCo #btLfcW#J^^^/-/Kl0ml)^^b, 12N^(21ml)^P 
xYc D S^^^TlB#^^)^MYcft> ^^^ffi^bfco a^lc:^^ 
J —;V*Mk.Xmmk bHIS^^ fi£J£iH(3.07 g, 38 %) £ bT#7fc 0 NMR 
(CDC1 3 ) 5 : 1.91-2.07 (2H, m), 2.34-2.39 (2H, m), 2.83 (3H, s), 2.98-3.11 (2H, 
m), 3.39 -3.51 (1H, m), 3.63-3.70 (2H, m), 7.00 (1H, d, J = 7.6), 7.58 (1H, d, J = 
8.8), 7-83-7.93 (3H, m). 

167c) 3-r(6-^ p v-2--r~7^/V)X/U7fr^M--N-n-(4 g; ^yn,2-a1b°y v^-5-^f 
M-4- y v^/H-N-7 f/l/^P^yj ^ K 

^JiM27b)-C:Wc3-[(6-^ p n-2-^-7^/l^)^/^^/^]^n t°^-V^(0.30)(^T 
ir h= b y /K5 nri)f^»^HOBt(0.23 g)#;l^-eWSC(0.29 g)%mUX>Mx., 
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205Mffl#»#&*f fc 0 Rf&Wi^lfeM 167b)Tl#7t 5-(4- * "f-fVT 5/t°^7 ) 
4 % ^y[l,2-a] t° y ^^^jfilftia— 7k?Pfe(0.36 g). l,8-^7flfv'^ n [5.4.0]- 
7-<>^x-tr^(0.36 ml)*5 <fO* b U x^jVT ^ >-(0.42 ml)(DTir h ~ h ]) /U(5 ml) 

h y yk/^— ^/^^^fLUTMIB^^^efe^ (0.19 g, 37%) £ LT# 
fc 0 NME (CDC1 3 ) 8 : 1.69-1.73 (2H, m), 1.85-1.93 (2H, m), 2.77-3.08 (7H, m), 
3.48-3.52 (2H, m), 3.57-3.62 (2H, m), 3.77-3.95 (0.3H, m), 4.53-4.68 (0.7H, m), 
10 6.27-6.34 (1H, m), 7. 14-7.24 (1H, m), 7.38-7.45 (1H, m), 7.50-7.52 (1H, m), 

7.60 (1H, dd, J = 9.0 and 1.8 ), 7.64-7.67 (1H, m), 7.92-7.97 (4H, m), 8.50 (1H, 
s). 

■ Ttm&mm c 26 h 27 cin 4 o 3 s^lt 

fHSME (%) : C, 61.11; H, 5.33; N, 10.96 
15 USHB (%) : C, 61.03; H, 5.37; N, 11.21 

IIJfeM64c)^#fc3-[(6-^n^-2-^7^)^^^7U]^n tfyf^mtMlfoffl 
20 167b)-C#rti5-(4-^ *5->VT 5 7 vVM ^ ^V[l,2-a] fc° y v^-i^it— 7K 

k HffiM 167c £ L TMIB^^^r &#,^b b h (41%) t LT#/t 0 

NMR (CDC1 3 ) 5 : 1.68-1.73 (2H, m), 1.82- 2.25 (2H, m), 2.75-3.07 (7H, m), 
3.47-3.63 (4H, m), 3.75-3.96 (0.3H, m), 4.48-4.70 (0.7H, m), 6.26-6.34 (1H, m), 
7.13-7.26 (1H, m), 7.37-7.48 (1H, m), 7.50-7.52 (1H, m), 7.64-7.66 (1H, m), 
25 7.73 (1H, dd, J = 8.8 and 1.8), 7.88 (1H, d, J = 8.8), 7.92-7.99 (2H, m), 8.13 (1H, 

s), 8.49 (1H, s) 

Tmftffim. C 2 6 H z 7 BrN 4 0 3 S • 0.25CH 3 CN t LT 
f+IMi£ (%) : C, 56.26; H, 4.94; N, 10.52 
jit (%) : C, 55.97; H, 4.97; N, 10.63 
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mmm 1 

-T5FXaPS.«iJ ^#»^^^iJ> 'MtMSS^^iJ^a fit, 



1. ^-fe/l^pj 

( 1 ) h tlftfc&lfo 4 0 m g 

10 (2) =7? h—^ 7 Omg 

(3) im&tA'n—X ■ 9mg 

(4) ^r7!)y|v^v/^ lmg 



1 1 2 Omg 

(l) „ (2) i: (3) *3<fctf (4) <Dl/2£MfnLfcfJ^ itL 
15 \zm*)<D (4) ^UK.X^^9^-^A^McmAir^ a 



2. 

( 1 ) »M54-t?# 6, tlTcik&m 4 0 m g 

(2) 7^ h— ^ 7 Omg 

(3) » B H t^P-^ 9m g 

20 (4) ^fryyiv^i/i)^ img 



1 1 2 Omg 

(1) N (2) £ (3) *3«ktf (4) ' <Dl/2&tm\l,it.&, mfitfttZa -tb 
i^D© (4) ^n^T^^rif^^^^^/l-^ftA-rSo 



25 3. 

( 1 ) m$fcM42 "C# £> tlfrfc-B-ys 40mg 

(2) 7^ ^ 5 8mg 

(3) 3 — >-^^— ^- 18mg 
(3) IftSNHr/Ha— * 3. 5mg 
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(5) ^T7!I>lb^V^ 0. 5mg 

lfig 1 2 Omg 

(1) % (2) N (3) „ (4) <D2/3$>£Xf (5) ©l/2»Lfci, 
mm\ztZ> 0 nrxo (4) &J;tJ« (5) Sr^©SBK^JP^.Tfi0Bl»cJnBE^ai-5 o 
4. I^IJ 

(1) H»j54T*#bttfc^^J 4 Omg 

(2) 7^ ^ 5 8mg 

(3) =i — ^^^—^ 1 8mg 
(3) W-fe/kn-^ 3. 5m g 
(5) ^t7U^^^!)A 0. 5mg 

1^ 1 2 Omg 

(1) , (2) „ (3) „ (4) (D2/Z&&tf (5) ©l/2SrJBSlbfe« N 

WKfb-r«o a<9<D (4) (5) *^©ss*fe^*n^T^^anjBE^M-rSo 



»JM2 

p m^Mmmm^ 5 0 m 1 ^n;i&M5o-e# hnr^t^-m 5 0 m g ufc^ 

HJiaatffl3R«*S:Jp^LT 10 0ml £-f5„ r.(D^^M^T-e5iau, 

mmn 

(1) t bflH4^jfiL?0a(i@jBxH^ (fx a) m^ffMB 

MWcfrfe : 96:* W ^P^WMJIO. 145 M&M&Xfi 2 mMll^/Vi/ # 
MfO. 0 5M bV *M.mm@M (pH8. 3) 2 2 5^1, f££f 
§rv ? ^^-/^y^^-^v'F^^) 5 lXtffc hFXa (0.3uni t/m 

1 ) 10/il 3 7 0 CT? 1 0 ^TO&^fcg^ » ( 3 mM, S - 2 7 
6 5) 1 0 n 1 »IT3 7°CT»1 O^MBU^^fHo lfc^X\ 5 0%^tK 

2 5 /z 1 SriDifCSJSSr^Jh$*fc« % #3fc3fe£tH::«fc <9 4 0 5 nm©K3ISS© 
aEfcSrWJfeU FXaf^fflSrS 0%iaiF*t-S«S (IC 5 0 ) £3£&fc 0 
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( 2 ) in vitromm^mwmm 
(2-D ^m^mmmm cpd mmm-. 

Yi-T^vu^— m%MM) smskmrnm^mmfemw (sta 

5 compact, DIAGNOSTICA STAGO) \C J; «9 i®J^L7c 0 t h]E^« (ff#t bifojt 

ffp, a^f^xm) 97^ umm» lzmmu 37°cx4^m^mmui,rc 0 

Lfclg, ^@^-e<^B#ffi^a'J^bfc 0 ^fi^^^/^/^^v^K (DMSO) 
10 ^HBtK^t. fclf til Lfc 0 

(2-2) frmmmmvm captd susss: 

STA-APTT-LT (DIAGNOSTICA STAGO) &JBV\ g»lfiL^@B#TO'J^g (STA 
compact, DIAGNOSTICA STAGO) \Z «t 5 M^Lfc fc MEfjTjfbJt G&rflifc hjfaJBt 
FFP, ^7Kfb^XH) 97 M UtlUfljsjti l^r»Lfc D «50^ 1 tetf USH4ffP5> 
15 bnVTK^^^^iS^SrBO/x ljRftDU 37t^4^ z H|;Mbfc D 20 mmol/1 

<DCaCl 2 ffl&50 » lSr^JPLT, *@*t?©I^IHSrai^Ufe„ H^teDMSO^Jl? 
ttfi Lfc 0 ^@H#^2^M«Stt, »3©ft;b t) ^DMS0Sr» bfc t # © 

( 2 - 3 ) h n V hT^feBftm (TT) $IJ®£ : 
20 &W}tfoMMmV&fflMfeBW (Biomatic BIO, Sarstedt) &m^Xfflfel,it„ fc 

hlftUStS* b n >- tf ^ (Sigma) ^WtK^T2. 3 NIH units/ml £ fc5 £ 5 fcfg 

«?Lfc 0 t hiEm&Lm mm^ h«FFP, m^t^nm) 97tii\zmm»i&m 

JnU 37 0 CX3^m^BMU\^fc 0 XlBifaJtlOO^lCTU hn^tr^JS200ju 
Lfc 0 

(3) Ex vivo KSR$R!8!I£& C^?*) 
(3-1) f£fllR|*I&#: 
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MmCR^V* (25 - 35g, Sic) SrlgfflUVto ^Vh/VHf* — /l^ (50 mg/ 
kg, i.p.) *#T^T, SMU:93gg4b£:5 ml/kg©^*-X?^mig#Lfc 0 

3. 8%^^sh- f y a (^ b m^ftMii) 

1/10^^X0. 8 ml^lfiLU 3000rpm-C15^M'i> Ufrljt&?#7c 0 _LfBlfa.$t50 /x 1 

Ol^FffiSrailJtU^io H5@^Bg«PT*^ (fnMlg) tsb<W: (DIAGNOSTICA 
STAGO) SrffiV\ g KlJfiL»@B^^SlJ^* (STA compact) ^ «fc t> glJJt Lfc D HI 

(%) -e^Lfc 0 

(3-2) gnjg# : 

tittlCR^?:* (25 - 35g, Sic) <§H£ffl Lfc„ 12Bf fTO_hjf&& Lfc^ £*fc2SS 

(50m g/ /k g , i. p. ) mwpTfcxmMJzmm*. *> uit l/c mvom. 5%^ 



(4) In vivotfcjfc&ffrBSIjeSs 
(4-1) 75/ hSWMBte'-ri'bSs : 

Uraetsu h(O^J%h (Thromb. Haemostas. , 39, 74-73, (1978)) fc3pCfc 0 
SD|7y h (M2 5 0~3 5 0 g) SrflJV\ ^b^/Hf^-A- (50 mg/ 

kg, i.p.) JfiW«Tfc"C, feWt»Ii:©F B 1i^ «^^bfc7Ky^ 
^<V^ (50U/ml) ^t?fe®^7k^fc L7c D «Srl5^^$^r. 

^5B^2B#P^pr^^T-e^(2ml/kg) bTCo »fla»^W3e»©f^*3t» £0. 5%^ 
^i^/i/n— Ufc„ »J»rtift#©»^W: % ifc^mW^5^Hu^m« 
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zmmn^mtDmrnmotk (%) t^^u^ 0 

( 4 - 2 ) 77 

H'ttSprague-Dawley^^ 7 h (250-400g, W) Sr^ffl Lfc 0 Jggtf^fl 

fRlfaJ^'TVW^ Finkle ^(DMk (Thromb. Haemostas. , 79, 431-438, 1998) 
Sr^bT^ffiLfc 0 'O' ^/Wtf* — IV (50mg/kg, i. p. ) »T(:«^ 
f§H»T*«liiL7tfL jg^^JP(^W#^te^^J:W<DlcmT^©^^ 

(Fogarty 2F, Baxter) IfAU 2^O^;Ora^r200-300ml(D^^il?fli b J^fc 

^^->-i?3iEi^Lfc 0 wmm^m^nr^ 
%5i^o^^igt>\ 2^<D^(Dm^-v^tnk^Tm^mm^ A^osii^ 

®l£ttf##f^# (BP110S, Satorius) <fc «9 M^Lfc, £6>fcl> Jg^iMJ: 
<9 3. 8%?^>mi- b})?J» irf- Y V ' — UJ^^lMm) l/10^^T2mmi&LLfc 
^ 3000rpm-eiO^-^3i'e>LT^I&L/J^lftLlK (PPP) £#fc 0 ^C>S:#^Pfe 

m»»U ^W^2NFWHtr^^TTS#(2ml/kg)bfc„ ^l¥m»l<£>ft 

^tfi^m^Mi «9 lmi/kg^^a^s:^- ufc 0 m^f^a^ifcK^^? ttti u 
(4-3) hmmmmm (dvd 

£#f4SD^ 5/ h (M2 5 0~3 5 0 g) SrJBl^c h'VU}??—/l< 
(50 mg/kg, i.p.) J#1TR-T, ^MMW^m^V^U^^-^WA^ 

5cm) £#AU ifrM@£!£Cfc£\ ^?JJ^ (50U/ml) &^tf£Jg£4fctfc£r 

y>- (2oou/k g ) ^p^^Lfco ±wmmmm\-^m^tz.^ mu^m 
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mtT^^j&Dfflu ttm^tc!k&<DMmm (m&osAfr&tt) &wfei,fc a 

Lfc^jfiL^I^^UTM^bfcS** (11.6±0.2mg) ) £9lSffiLfc 0 
* l \z ic 5 0 ^^-r o n tb «t «5 % #38 K <Dfc&m ttMtllt F X a MFffUH £r^1~ 





IC 50 (nM) 




IC S0 (nM) 


5 


95 


14 


60 


31 


50 


33 


55 


34 


37 


42 


61 


52 


49 


53 


95 


54 


39 


55 


40 


64 


36 


67 


25 


68 


34 


75 


59 


118 


63 


129 


66 



*mw<Dit&m (i) £fcf4*r©iawu «to/fcFXa'ia*ftMB«:Wu mst(D 
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W t © ft I 

1. 5£ 

R 5 

R— W— S (0)— X— Y— Cli) ^ — Z — — T 

0£4\ R $ tit V ^ T t> «t V ^tfc^-f bfcgf S£ fc teg i& $ fix V > T t> «fc 

^tl^timiLVX-lKR 6 )-, -CO-, -S(O)-, -S(0) 2 - -CH 2 -, -N(R 6 )-C0- -C0- 

10 Wft^ttTV^t iV^T/^a^-V^ ^^-r/WbfeSVM^T $ Kffc&ftTVvrfc 

K*fer±atAOiBfeS^J#a'b-cat«r^LTV^T 1 feJ:<. Z' {«#|£^TVn 
0, ltfcli2^U bf^O^fc^l S:^t" 0 ] t^ £ ft 5 -f co 

15 ^ 

3 . r £ tix v % «t v v -^mxhsm^m i SBgwta^o 

j^ftTV^Tti ctV^T^ /> 5^T/ N K&£ftTVvrfc«fcVVr5iV*3 

20 ±Ufct*9vWbfc5V>r±T^ Nk^nTVNTtictVN^/^^v-y^fejlfiWcS 

mSTgm £ ftT v NT % £ l ^ y -;Htfe S ffrfcg l IB^Ofb^o 

5. R #Sff m £ ft T V NT t> V «1T" £> S fft$lg 1 mm<Dfc&%) 0 

6. R^n^ygf, C^jTM/K C 2 _ 6 7VW>-~/K C 2 _ 6 T/l^=/K ff 
^$tlTVNT^J;VNT5:y, -hn, v-T>\ Sm$^TVNTt>«tVNT 5:^7*3 

25 i^^^WbfcSVNfiT^ KffclSftTVvcfc J:V^/i/^^yP36»6,Sttaxfeil 
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8. wfrffi&^xhzmifcmimmvik&^o 
5 9. xfim&ztix^xh ^2m<Dmw<vmk7km&xh%m^mimmcDik 

i o. x^s^^Tv^rk ^~u^mx&&mifrm±mwi<Di\:&m 0 

1 1. Y^it^Z^^tL^fWS^UT-NCR 6 )- [R 6 filt^lfa«ci:lllSa) , 
-CO- -S(0)-, -S(0) 2 - -C^-^fcf^^^feSltMllB^^b^o 

io i2. Y^-co-^fc^-so 2 -T\ i^^xh^%n^m.imm.(Dit^m. 

13. Y 30*^3^ Z 3S-C0--? & § »3fc^ 1 f m.(Dik-&m* 

17. Z' ^Wm$tLTV^^iV^t°y^£-T?fe6f**iIl|3«(7)^^ 0 

18. Z' 35StfU ^^^4^S:T^A^^LTV^SiS^l 7 IBffcGKfc^too 
20 19. R 5 ^7K^T-^fc«Sm$^TV^Tti ^V^.gT/^/^-efcSff^l 

2 0 . R 5 #31 A<£>»&£ VXM&l&ffcrZti&IM 1 IB«©-f^% 0 
2 1. a^2T'fe Ztmm 1 IB*<0^-a^o 

22. b & i -e s 1 fB«c<Dfcl» 0 
25 2 3. N-[3-[ (6-^ n ^/l/^^/P] t°/P]-N-^ f/l^l- (4- fcf V 
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